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[in which: one of m and n is 0, and the other is 0, 1 or 2; k is 0 or an integer of from 1 to 12; is hydrogen, one of 
substituents a. defined below, or an optionally substituted alkyi group; A is a single bond, an oxygen atom, a carbonyl 
group or a group of formula -N(R2)CO-. -N(R2)CS-, -N(R2)S02-, -C0N(R2)N(R3)C0-, -C0N(R2)C0-, -C0N(R2)CS-, 
-CON(R2)S02-, -0-C0-. -0N(R2)C0-. -0N(R2)S02-, -0-C0N(R2)N(R3)C0-. -0-C0N(R2)C0-. -0-C0N(R2)S02-. -CO- 
0-, -CO-CO-, -C0-C0N(R2)N(R3)C0-, -C0-C0N(R2)C0-. -C0-C0N(R2)S02-, -N(R2)0-. -N(R2)C0C0-. -N{R2)N(R3) 
CO-, -N(R2)N(R3)S02-, -N(R2)C0N(R3)N(R^)C0-, -N(R2)C0N(R3)C0-, -N(R2)CON(R3)S02-or-N(R2)CON(R3)S02N 
(R^)CO- in which R2, R3 and R^ are the same or different and each is hydrogen, alkyI, aralkyi, acyl or one of substituents 
a; B is a single bond, or a group of formula -N(R5)- or -N(R6)N(R5)- in which RS and R® are the same or different and 
each is hydrogen, alkyI, aralkyi, acyl or one of substituents a, or R^, together with R"' and the nitrogen atom to which 
they are bonded, may form a heterocyclic ring having from 5 to 7 ring atoms; or Ri may represent a group of formula 
-OR^, in which R^ is alkyI, alkenyl, aralkyi or one of substituents a; or R"" may represent a hydroxy group or a group 
of formula -OR^; and said substituents a are selected from aryl groups and heterocyclic groups] and pharmaceutically 
acceptable salts thereof have an excellent ability to enhance the activity of glutathione reductase and can therefore 
be used for the treatment and prevention of a variety of diseases including cataracts. 
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Description 

The present Invention relates to a series of new dithiolan derivatives haying an excellent ability to enhance the 
activity of glutathione reductase. The invention also provides a process for preparing these compounds and methods 
5 and compositions using them. 

Glutathione is found throughout the tissues of the living body, is a major reducing agent in cells, and plays a very 
important role in the oxidation-reduction metabolic processes. In particular, reduced glutathione (GSH), thanks to the 
presence of a thiol group, plays a key role in various cellular defence and repair mechanisms. Glutathione peroxidase 
catalyses the reactions involved in these mechanisms, and is an important enzyme in the antioxidant system, in which 
10 peroxides (e.g. hydrogen peroxide, lipid peroxides and so on) are reduced by GSH. On the other hand, glutathione 
reductase is an enzyme which reduces oxidized glutathione (oxidized-type glutathione: GSSG) in the presence of 
NADPH to regenerate GSH. 

The antioxidant system comprising these materials and enzymes protects cells from the harmful effects of oxidising 
materials (e.g. above described peroxides, free radicals and so on). Oxidative stress occurs when the balance between 

IS oxidising materials and the antioxidant mechanisms is shifted in favour of the former [J. Appl. Physiol. 1996 Nov, 81 
(5), 21 99-2202]. It has been reported that oxidative stress is associated with various diseases, such as coronary heart 
disease, cataracts, pulmonary diseases (e.g., idiopathic pulmonary fibrosis, adult respiratory distress syndrome, em- 
physema, asthma, bronchopulmonary dysplasia and interstitial pulmonary fibrosis), chronic renal failure, disorders of 
the nervous system including the peripheral nervous system and the central nervous system (e.g., Parkinson's disease, 

20 schizophrenia, Alzheimer's disease, epilepsy, amyotrophic lateral sclerosis and cerebral ischaemia), gastric ulcers, 
diabetes, hepatocyte necrosis and apoptosis including ethanol-induced hepatopathy, viral diseases (including influen- 
za, hepatitis B and HIV), and colorectal cancer [J. Appl. Physiol. 1996 Nov, 81(5), 2199-2202; Free Radical Biology 
& Medicine, Vol. 21 No. 6, 845-853 (1996); Free Radical Biology & Medicine, Vol. 20 No. 7, 925-931 (1996); Gastro- 
enterology, 112. 855-863 (1997); Free Radical Biology & Medicine. Vol. 34. 161-165 (1996); Lancet, 338, 215-216 

2S (1991); Diabetologia, 39, 357-363 (1996); Eur. J. Cancer, 1996 Jan, 32A(1). 30-38; Am. J. Med., 1991 Sep 30. 91 (3c), 
95s-105s; Alcohol. Clin. Exp. Res., 1996 Dec. 20(9 Suppi), 340A-346A; Free Radical Biology & Medicine, Vol. 21 No. 
5, 641-649 (1996); Pharmacol. Toxicol., 1997 Apr, 80(4). 159-166; Cell. Mol. Biol. (Noisy-le-grand) 1996 Feb, 42(1). 
17-26; Prostaglandins. Leukot. Essent. Fatty Acids, 1996 Aug, 55(1-2), 33-43; FASEB J., 1995 Sep. 9(12). 1173-1182]. 
In addition to the above, oxidative stress is thought to be a factor in Down's syndrome, nephritis, pancreatitis, 

30 dermatitis, fatigue, rheumatism, various malformations (e.g. Duchenne muscular dystrophy, Becker dystrophy, Dubin- 
Johnson-Spring syndrome, favism and so on), Fanconi's anemia, canceration and metastases, septicemia, enhanced 
permeability of the blood vessels, leukocyte adherence, retinopathy of prematurity, siderosis, toxic effects of medicines 
(e.g. carcinostatics including platinum chelate, antibiotics, antiparasitics, paraquat, carbon tetrachloride and halothane) 
and radiogenic damages [Yoshihiko Oyanagi, Superoxide dismutase and agents controlling active oxygen species]. 

35 In W094/1 2527, it is disclosed that compounds which enhance the synthesis of endogenous GSH are suitable for 

human therapy, In particular for the treatment of various diseases induced by glutathione deficiency, such as the path- 
ological states related to oxidative tissue damage, in particular when resulting from an excess of free radicals. Some 
examples of such diseases are: intracellular oxidative state disequilibrium following alcohol abuse, exposure to xeno- 
biotic agents, damage caused by radiation, hepatic diseases, intoxication from drugs and chemical agents, poisoning 

40 by heavy metals, physiological brain ageing (e.g. Parkinson's disease), brain degeneration due to decreased glutath- 
ione levels caused by altered antioxidant defence mechanisms, such as acute and chronic neurodegenerative diseases 
(e.g.. acute pathologies such as: acute ischaemic states, in particular cerebral ictus, hypoglycaemia, and epileptic 
attacks; chronic pathologies such as: amyotrophic lateral sclerosis, Alzheimer's disease, Huntington's chorea), diseas- 
es related to altered functionality of the Immune system, in particular resulting from tumour immunotherapy, and infer- 

4S tility. In particular male infertility. It is also disclosed that the compounds are suitable for organ reperfusion following 
ischaemic events mainly imputable to free radicals. 

Furthermore, in Japanese patent publication Kokai Showa 64-26516, it is disclosed that a compound which in- 
creases glutathione levels is useful for the treatment and prevention of various diseases including cataracts, hepatic 
disorders, nephritic disorders. 

so At this time, lipolcacid (thioctic acid), which has dithiolan ring In its molecule, is known to influence the biosynthesis 

and regeneration of reduced glutathione [I. Maitra et al., Free Radical Biology & Medicine, Vol. 18 No. 4, 823-829 
(1995)]. In this literature, it is reported that the total glutathione (oxidized and reduced glutathione) level is decreased 
by administering buthionlne sulphoximine (BSO), which is an inhibitor of glutathione synthetase, to newborn rats, that 
the decrease is prevented by administering lipoic acid together with BSO, and that cataract formation is suppressed. 

ss In addition, the literature describes a test on the effects on glutathione reductase achieved by administering only BSO 
or by administering both BSO and lipoic acid. Considering these results, it is understood that the activity of glutathione 
reductase does not change when BSO is simply administered by itself, and that the activity of glutathione reductase 
also does not Increase when lipoic acid is administered in addition to BSO. 
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It can, therefore, be deduced from this literature that the total glutathione level will be increased and that disorders 
can be treated when tipoic acid is administered to a patient who is suffering from a disease caused by a deficiency of 
glutathione synthesis, but Hpoic acid is not thought to provide sufficient effect against diseases which occur in spite of 
enough glutathione synthesis since it is understood not to increase glutathione reductase activity 

On the contrary, if the activity of glutathione reductase can be increased, then whether glutathione synthesis is or 
is not adequate, diseases which occur in spite of enough glutathione synthesis and which are caused by oxidative 
stress can be prevented or treated since the supply of reduced glutathione is increased. 

Furthermore, in general, In the case of ophthalmologic diseases, such as cataracts, topical application to the eyes 
is preferred to oral administration. However, since lipoic acid is a powerful stimulant, it is impossible to administer it to 
the eyes. 

We have now discovered a series of dithiolan derivatives, which have the ability to cause a significant increase in 
the activity of glutathione reductase and which also remove peroxides. Moreover, the compounds of the present in- 
vention are less stimulating to the eyes than lipoic acid and similar known compounds are thus especially suitable for 
topical application. 

For the avoidance of doubt, the compounds of the present invention are named following the lUPAC Rules, using, 
as appropriate, lipoic acid (also known as thioctic acid) as the parent compound. This compound has the formula: 




COOH 



The compounds of the present invention are those compounds of formula (I): 



^^^(CH2)k-A-B-Rl 

S— S ^ 
(0)m 



in which: 



one of m and n represents 0, and the other represents 0, 1 or 2; 
k represents 0 or an integer of from 1 to 1 2; 
represents: 
a hydrogen atom, 

one of substituents a, defined below, or 

an alkyi group having from 1 to 12 carbon atoms which is unsubstituted or Is substituted by from 1 to 3 of sub- 
stituents a and/or substituents y or such a substituted or unsubstituted alkyI group in which the carbon chain Is inter- 
rupted by an oxygen atom and/or a sulphur atom; 

A represents a single bond, an oxygen atom, a carbonyl group or a group of formula -N(R2)CO-. -N(R2)CS-, -N 
(R2)S02-, -CON(R2)N(R3)CO-. -CON(R2)CO-, -CON(R2)CS-, -CON(R2)S02-. -0-C0-, -ON{R2)CO-, -ON(R2)S02-, -O- 
CON(R2)N(R3)CO-, -0-C0N(R2)C0-. -0-CON(R2)S02-. -C0-0-. -CO-CO-, -C0-C0N(R2)N(R3)C0-, -C0-C0N(R2) 
CO-. -C0-C0N(R2)S02-, -N(R2)0-, -N(R2)C0C0-, -N(R2)N(R3)C0.. -N(R2)N(R3)S02-. -N(R2)C0N(R3)N(R4)C0-. -n 
(R2)C0N(R3)C0-, -N(R2)C0N(R3)S02- or -N(R2)C0N(R3)S02N(R4)C0- 

in which R2, r3 and R^ are the same or different and each represents a hydrogen atom, an alkyI group having 
from 1 to 12 carbon atoms, an aralkyi group, an aralkyi group of which the aryl moiety Is substituted with from 1 to 3 
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of substituents |3, an acyl group or one of substituents a; 

B represents a single bond, or a group of formula -N(R5)- or -N(R®)N(R5)- 

In which and R® are the same or different and each represents a hydrogen atom, an alky! group having from 
1 to 12 carbon atoms, an aralkyi group, an aralkyi group of which the aryl moiety is substituted with from 1 to 3 of 
5 substituents p, an acyl group or one of substituents a, or R^, together with and the nitrogen atom to which they are 
bonded, may form a heterocyclic ring having from 5 to 7 ring atoms; 

or, where A represents a group of formula -N(R2)C0-, -N(R2)CS-, -C0N(R2)N(R3)C0-, -C0N(R2)C0-, -C0N(R2) 
CS-, -0-C0-, -0N(R2)C0-, -0-C0N(R2)N(R3)C0-. -0-C0N(R2)C0-. -C0-C0N(R2)N(R3)C0-, -C0-C0N(R2)C0-, 
10 .N(R2)N(R3)C0-, -N(R2)C0N(R3)N(R^)C0- or -N(R2)C0N(R3)C0- [in which R2, R3 and R^ are as defined above] 

and B represents a single bond, R"" may represent a group of formula -OR^ (in which R^ represents a lower alky! 
group, a lower alkenyl group, an aralkyi group, an aralkyi group of which the aryl moiety is substituted with 1 to 3 
of substituents |3 or one of substituents a); 

IS or, where A represents a group of formula -C0N(R2)S02-, -0N(R2)S02-, -0-C0N{R2)S02-. -CO-CO-, -CO-CON 

(R2)S02-. -N(R2)COCO-. -N(R2)N(R3)S02- or -N(R2)C0N{R3)S02- [in which R2 and R3 are as defined above] and 
B represents a single bond, or, where A does not represent an oxygen atom, a group of formula -CO-O- or -N(R6) 
O- and 8 represents -N(RS)- [in which R^ Is as defined above], R^ may represent a hydroxy group or a group of 
formula -OR^ (in which R^ is as defined above); 

20 

Substituents a are selected from aryl groups, heterocyclic groups, aryl groups substituted with from 1 to 3 of 
substituents p, and heterocyclic groups substituted with from 1 to 3 of substituents P; 

Substituents p are selected from lower alkyi groups, halogenated lower alkyi groups, lower alkoxy groups, lower 
25 alkylthio groups, hydroxy groups, carboxy groups, carbamoyl groups of which the nitrogen atom may be substituted, 

lower alkoxycarbonyl groups, halogen atoms, nitro groups, amine residues, sulpho groups, sulphamoyi groups, 
cyano groups, hydroxy-substituted lower alkyi groups; 

Substituents y are selected from lower alkoxy groups, lower alkylthio groups, hydroxy groups, nitrooxy groups, 
30 carboxy groups, lower alkoxycarbonyl groups, halogen atoms, sulpho groups, sulphamoyi groups, amine residues, 

carbamoyl groups of which the nitrogen atom may be substituted; 

PROVIDED THAT: 

3S where A represents an oxygen atom, B represents a single bond or a group of formula -N(R5)- [in which R^ is as 

defined above], 

where A represents a group of formula -CO-O- or -N(R2)0- [in which R2 Is as defined above], B represents a single 
bond, and 

40 

where k represents 4, the group of formula -A-B-R^ does not represent a carboxyl group 

and pharmaceutically acceptable salts thereof. 

The present invention also provides the use of a compound of formula (I) or a pharmaceutically acceptable salt 
45 thereof for the manufacture of a medicament for enhancing the activity of glutathione reductase in a mammal, which 
may be human. 

The present invention also provides the use of a compound of formula (I) or a pharmaceutically acceptable salt 
thereof for the manufacture of a medicament for the treatment or prevention of cataract in a mammal, which may be 
human. 

so In the compounds of the present invention, one of m and n represents 0, and the other represents 0, 1 or 2. 

Preferably, either both of m and n represent 0, or one of m and n represents 0 and the other represents 1 . More 
preferably, both of m and n represent 0. 

We prefer those compounds of formula (I) in which k represents 0 or an integer of from 1 to 6, more preferably an 
integer of from 2 to 6, and most preferably an integer of from 4 to 6. 

ss Where R"" or substituent a represents an aryl group, this is a carbocyclic aromatic hydrocarbon group having from 

6 to 14 ring carbon atoms in one or more aromatic carbocyclic rings or is such a group which is fused to a cycloalkyi 
group having from 3 to 10 ring carbon atoms. Examples of carbocyclic aromatic hydrocarbon groups having from 6 to 
14 ring carbon atoms in one or more aromatic carbocyclic rings Include the phenyl, naphthyl (1 - or 2- naphthyl), phen- 
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anthrenyl and anthracenyl groups. An example of a group in which an aromatic carbocyclic ring is fused to a cycioalkyi 
group is the 2-indanyl group. 

Where R"" or substituent a represents a heterocyclic group, this has from 5 to 7 ring atoms of which from 1 to 3 
are sulphur and/or oxygen and/or nitrogen heteroatoms. The group may be saturated or it may be unsaturated and 
5 preferably aromatic. 

Where the heterocyclic groups referred to herein have 3 hetero-atoms, we prefer that all three, two or one of these 
atoms are nitrogen atoms, and, correspondingly, none, one or two are sulphur and/or oxygen atoms. 

Examples of such saturated heterocyclic groups include, for example, the pyrrolidlnyl, imidazolidinyl, pyrazolidinyl, 
oxazolidinyl, isoxazolldinyl, thiazolidinyl, isothiazolidinyl, dithiolanyl, thiadiazolidinyl, oxadiazolidinyl, dithiazolidinyl, pip- 

10 eridyl, piperazinyl, morphoiinyl, thiomorpholinyl dioxanyl and homopiperazinyl groups. Of these groups, we particularly 
prefer those 5- to 7-membered saturated heterocyclic groups which have one or two nitrogen atoms or have one 
nitrogen atom and one sulphur atom or one oxygen atom, such as the pyrrolldinyl. thiazolidinyl, imidazolidinyl, piperidyl, 
morphoiinyl, thiomorpholinyl and piperazinyl groups. 

If desired, the above-described saturated heterocyclic groups may be substituted by one or two sulphur and/or 

15 oxygen atoms to form an oxo group and/or a thioxo group. Examples of such groups include the piperidonyl, pyrro- 
lidonyl. thiazolidonyl, dioxothiazolidinyl, thioxodlthiazolidinyl, dioxoimidazolidinyl and dioxooxazolidinyl groups. 

Also, if desired, the above-described saturated heterocyclic group may be fused with another cyclic group, pref- 
erably having 3, 4, 5 or 6 ring atoms, and which may be carbocyclic or heterocyclic, most preferably a benzene ring. 
Examples of such fused ring groups include the benzodioxanyl, indolinyl, isoindolinyl, benzooxazinyl, benzothiazolid- 

20 inyl. benzothiazinyl, chromany!, 6-acetoxy-2,5,7,8-tetramethylchroman-2-yl, and isoindol-1,3-dion-2-yl groups. 

Examples of such aromatic heterocyclic groups include the furyl, thienyl, pyrrolyl, azepinyl, pyrazolyl, imidazolyl, 
oxazolyl, isoxazolyl, thiazolyl, isothiazolyl, oxadiazolyl, triazolyl, tetrazolyl, thiadiazolyl, pyranyl, pyrldyl, pyridazinyl, 
pyrimldinyl and pyrazinyl groups. Of these, those 5- to 7-membered aromatic heterocyclic groups which have at least 
one nitrogen atom and may have an oxygen atom and/or a sulphur atom are preferred. Examples of such groups 

25 include the pyrrolyl, azepinyl, pyrazolyl, imidazolyl, oxazolyl, isoxazolyl, thiazolyl, isothiazolyl, oxadiazolyl, triazolyl, 
tetrazolyl, thiadiazolyl, pyridyl, pyridazinyl, pyrimidinyl and pyrazinyl groups. The pyridyl, imidazolyl, oxazolyl, pyrazinyl 
and thiazolyl groups are most preferred. 

Also, if desired, the above-described aromatic heterocyclic group may be fused with another cyclic group, prefer- 
ably having 3, 4, 5 or 6 ring atoms, and which may be carbocyclic or heterocyclic, most preferably a benzene ring. 

30 Examples of such fused ring groups include the indolyl, benzofuryl, benzothienyl. benzooxazolyl, benzoimidazolyl, 
quinolyl, Isoquinolyl, quinoxalyl groups. 

Also, the above-described aromatic heterocyclic groups may be substituted by one or two sulphur and/or oxygen 
atoms to form an oxo group and/or a thioxo group, and examples of such groups include the pyridonyl, oxazolonyl, 
pyrazolonyl, isoxazolonyl and thioxodithiazolyl groups. 

3S If desired, any of the above aryl and heterocyclic groups may be substituted by one or more, preferably from 1 to 

3, of substituents p, defined above and exemplified below. 

Where represents an alkyi group having from 1 to 12 carbon atoms, this may be a straight or branched chain 
group which may be unsubstituted or may be substituted by from 1 to 3 of substituents y, defined above and exemplified 
below. Examples of such unsubstituted alkyI groups include the methyl, ethyl, propyl, isopropyl. butyl, isobutyl, sec- 

40 butyl, t-butyl, pentyl, 2-pentyl, 3-pentyl, 2-methylbutyl, 3-methylbutyl, 1,1 -dimethylpropyl, 1 ,2-dimethylpropyl, 
2,2-dimethylpropyl, hexyl, 2-hexyl, 3-hexyl, 2-methylpentyl, 3-methylpentyl, 4-methylpentyl, 1 , 1 -dimethylbutyl, 
1,2-dimethylbutyl. 1 .3-dimethylbutyl, 2,2-dimethylbutyl, 2,3-dimethylbutyl, 3,3-dimethylbutyl, 1 , 1 ,2-trimethylpropyl, 
1,2,2-trlmethylpropyl, heptyl, 2-heptyl. 3-heptyl, 4-heptyl, 3,3-dimethylpentyl, octyl, 2-methylhepty 2-ethylhexyl, 
1,1,3,3-tetramethylbutyl, nonyl, 2-nonyl, 3-nonyl, 4-nonyl, 5-nonyl, 2-methyloctyl, 3-methyloctyl, 4-methyloctyl, 5-meth- 

45 yloctyl, 6-methyloctyl, 7-methyloctyl, 8-methyloctyl, 6,6-dimethylheptyl, decyl, 2-decyl, 3-decyl, 4-decyl, 5-decyl, 

2- methylnonyl, 3-methylnonyl, 4-methylnonyl, 6,6-dimethyloctyl, undecyl, 2-undecyl. 3-undecyl, 4-undecyl, 5-undecyl, 
6-undecyl, 2-methyldecyl, 3-methyldecyl, 4-methyldecyl, 5-methyldecyt, 6-methyldecyl, 7-methyldecyl, 8-methyldecyl, 
9-methyldecyl, 7-ethylnonyl, dodecyl, 2-dodecyl, 3-dodecyl, 4-dodecyl, 5-dodecyl, 6-dodecyl, 2-methylundecyl, 

3- methylundecyl, 4-methylundecyl, 5-methylundecyl, 6-methylundecyl, 7-methylundecyl, 8-methylundecyl, 9-methyl- 
50 undecyl and 10-methylundecyl groups. Of these, straight or branched alkyI groups having from 1 to 6 carbon atoms 

are preferred, straight or branched alkyI groups having from 1 to 4 carbon atoms are more preferred, and the methyl, 
ethyl, propyl, Isopropyl, butyl, isobutyl and t-butyl groups are most preferred. 

Alternatively, R^ may represent such an alkyI group in which the carbon chain is interrupted by one or more oxygen 
atoms and/or sulphur atoms. Examples of such groups include any of the above alkyI groups which are substituted by 
55 a single alkoxy or alkylthio group, which itself may be further substituted by an alkoxy or alkylthio group, the alkoxy 
and alkylthio groups being as exemplified below in relation to substituents p and y. Specific examples of such groups 
include alkoxyalkyi groups having from 2 to 10 carbon atoms, alkylthioalkyi groups having from 2 to 10 carbon atoms, 
benzyloxyalkyi groups of which the alkyl part has from 1 to 5 carbon atoms and benzylthioalkyi groups of which the 
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alkyi part has from 1 to 5 carbon atoms (the benzyl part of the benzyloxyalkyi and benzylthioalkyi groups may be 
unsubstltuted or substituted with from 1 to 3 of substituents P) groups. Of these, the methoxymethyl, methoxyethyl, 
ethoxymethyl, methylthiomethyl, methylthioethyl. ethylthlomethyl, benzyloxymethyl. benzyloxyethyl, benzylthiomethyl 
and 4-methoxybenzylthlomethyl groups are preferred. 

Where R2, R3, R^, r5 or R^ represents an alkyI group having from 1 to 12 carbon atoms, this may be a straight or 
branched chain group, as defined and exemplified above in relation to R^. 

Where R^, r3, R*. RS or R® represents an aralkyi group, this is a lower alkyI group (preferably having from 1 to 6 
carbon atoms, more preferably from 1 to 4 carbon atoms, still more preferably from 1 to 3 carbon atoms and most 
preferably 1 or 2 carbon atoms) which is substituted by from 1 to 3 aryl groups as defined and exemplified above in 
relation to RV Specific examples of such aralkyi groups Include the benzyl, 1-phenylethyl, 2-phenylethyl, a-naphthyl- 
methyl, p-naphthylmethyl, diphenylmethyl, triphenylmethyl, a-naphthyldiphenylmethyl and 9-anthrylmethy! groups. Of 
these, the benzyl, 1 -phenylethyl and 2-phenylethyl groups are preferred. Any of the above groups may be unsubstltuted 
or It may be substituted by from 1 to 3 of substituents y defined and exemplified below 

Where R^, r3, R^, rs or R® represents an acyl group, this may be an aliphatic, aromatic or heterocyclic acyl group, 
for example: 

an alkylcarbonyl group having from 1 to 30, preferably from 1 to 21 and more preferably from 1 to 8 carbon atoms, 
such as the formyl, acetyl, propionyl, butyryl, isobutyryl, pivaloyi, valeryl, Isovaleryl, octanoyi, nonylcarbonyl, de- 
cylcarbonyl, 3-methylnonylcarbonyl, 8-methylnonylcarbonyl, 3-ethyloctylcarbonyl, 3,7-dimethyloctylcarbonyl, un- 
decylcarbonyl. dodecylcarbonyl, tridecylcarbonyl, tetradecylcarbonyl, pentadecylcarbonyl, hexadecylcarbonyl, 
1 -methylpentadecylcarbonyl, 1 4-methylpentadecylcarbonyl, 1 3, 1 3-dlmethyltetradecylcarbonyl, heptadecylcarbo- 
nyl, 15-methylhexadecylcarbonyl, octadecylcarbonyl, 1 -methylheptadecylcarbonyl, nonadecylcarbonyl, elcosyi- 
carbonyl and henelcosylcarbonyt groups; of these, the groups having from 1 to 5 carbon atoms are most preferred; 

a halogenated alkylcarbonyl group having from 2 to 6 carbon atoms, preferably 2 or 3 carbon atoms, such as the 
chloroacetyl, dichloroacetyl, trichloroacetyl and triftuoroacetyl groups; 

a lower alkoxyalkylcarbonyl group in which the alkyI and alkoxy parts each preferably has from 1 to 4 carbon atoms, 
such as the methoxyacetyl group; 

an unsaturated alkylcarbonyl group having from 3 to 6 carbon atoms, such as the acryloyi, propioloyi, methacryloyi, 
crotonoyi, allylcarbonyl, isocrotonoyi and (E)-2-methyl-2-butenoyl groups; 

an arylcarbonyl group, such as the benzoyl, a-naphthoyi and p-naphthoyi groups; 

a halogenated arylcarbonyl group, such as the 2-bromobenzoyi and 4-chlorobenzoyl groups; 

a lower alkyl-substituted arylcarbonyl group, such as the 2,4,6-trimethylbenzoyl and 4-toluoyl groups; 

a hydroxy-substituted arylcarbonyl group, such as the 3,5-dimethyl-4-hydroxybenzoyl and 3,5-di-t-butyl-4-hydroxy- 
benzoyl groups; 

a lower alkoxy-substituted arylcarbonyl group, such as the 4-anisoyl group; 

a nitro-substituted arylcarbonyl group such as the 4-nitrobenzoyl and 2-nitrobenzoyl groups; 

a lower alkoxycarbonyl-substituted arylcarbonyl group, such as the 2-(methoxycarbonyl)benzoyl group; 

an aryl-substttuted arylcarbonyl group, such as the 4-phenylbenzoyt group; 

a lower alkoxycarbonyl group preferably having from 2 to 7 carbon atoms, such as the methoxycarbonyl, ethoxy- 
carbonyl, propoxycarbonyl, butoxycarbonyl, sec-butoxycarbonyl, t-butoxycarbonyl and Isobutoxycarbonyl groups; 

a lower alkoxycarbonyl group, preferably having from 2 to 7 carbon atoms, which is substituted with a halogen 
atom or a tri-lower alkylsilyl group, such as the 2.2,2-trichloroethoxycarbonyl and 2-trlmethylsilylethoxycarbonyl 

groups; 

an aratkylcarbonyt group, of which the aryl ring may be unsubstltuted or may be substituted with 1 or 2 lower alkoxy 
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ornitro groups, such as the benzylcarbonyl, 4-methoxybenzylcarbonyl, 3,4-dimethoxybenzylcarbony!, 2-nltroben- 
zylcarbonyl and 4-nitrobenzylcarbonyl groups; 

a lower alkanesulphony) group, preferably having fronn 1 to 6 carbon atoms, such as the methanesulphonyl, 
5 ethanesulphonyl and propanesulphonyl groups; 

a hatogenated lower alkanesulphonyl group, preferably having from 1 to 6 carbon atoms, such as the chlorometh- 
anesulphonyl, trifluoromethanesulphonyl and pentafluoroethanesulphonyl groups; and 

10 an arylsulphonyl group, in which the aryl part is as defined and exemplified above in relation to R1, such as the 

benzenesulphonyl and g-toluenesulphonyl group. 

Of the above groups, we prefer the aliphatic acyl groups, the aromatic acyl groups, the alkoxycarbonyl groups and 
the lower alkanesulphonyl groups, more preferably the alkylcarbonyl groups and the lower alkoxycarbonyl groups. 

IS Where R^, together with and the nitrogen atom to which they are attached forms a heterocyclic group, this has 

from 5 to 7, more preferably 5 or 6, ring atoms of which from 1 to 3 are sulphur and/or oxygen and/or nitrogen hetero- 
atoms, at least one being a nitrogen atom. Preferably there are one or two nitrogen atoms and none or one oxygen 
atom or sulphur atom. Examples of such groups include the pyrrolidino, 3-thiazolidinyl, piperidino, piperazino, mor- 
pholino, thiomorphoiino, homopiperazino, imidazolidinyl and imidazolyl groups. Such groups may be substituted or 

20 unsubstituted, preferably with one or two oxygen atoms and/or with 1 to 3 of substituents P, as defined above, and 
may be fused with another cyclic group, preferably having 3, 4, 5 or 6 ring atoms, and which may be carbocyclic or 
heterocyclic, most preferably a benzene ring. Examples of such groups are the N-methylpiperazino, N-t-butoxycarb- 
onyipiperazino. 1-indolinyl. 2-carboxy-1 -indolinyl, 2-methoxycarbonyl-1 -indolinyl, 3,4-dimethyl-indolin-2,5-dione-1-yl 
and lsoindol-1,3-dion-2-yl groups. 

2S Where R^ or substituent p represents a lower alkyi group, this may be a straight or branched chain group having 

from 1 to 6, preferably from 1 to 4, carbon atoms, and examples include the methyl, ethyl, propyl, isopropyl, butyl, 
isobutyl, sec-butyl, t-butyl, pentyl, isopentyl, neopentyl, 2-methylbutyl, 1-ethylpropyl, hexyl, isohexyl, 4-methylpentyl, 
3-methylpentyl, 2-methylpentyl, 1*methylpentyl, 3,3-dimethylbutyl, 2.2<lim6thylbutyl, 1,1-dimethylbutyl, 1,2-dimethyt- 
butyt, 1 ,3-dimethylbutyl, 2,3-dimethylbutyl and 2-ethylbutyl groups. Of these, we prefer those alky I groups having from 

30 1 to 4 carbon atoms, particularly the methyl, ethyl, propyl, isopropyl, butyl, isobutyl and t-butyl groups, and most pref- 
erably the methyl group. 

Where R^ represents a lower alkenyl group, this may be a straight or branched chain group having from 2 to 6. 
preferably 3 or 4, carbon atoms, and examples include the vinyl, allyl, methallyl, 1-propenyl, isopropenyl, 1-butenyl, 
2-butenyl, 3-butenyl, 1-pentenyl, 2-pentenyl, 3-pentenyl, 4-pentenyl, 1-hexenyl, 2-hexenyl, 3-hexenyl and 4-hexenyl 
35 groups, of which the vinyl, allyl, methallyl, 1-propenyl, isopropenyl and butenyl groups are preferred, the allyl and 
2-butenyl groups being most preferred. 

Where R^ represents an araikyi group, this may be any of the aralkyi groups defined and exemplified above in 
relation to R^. 

Where substituent p represents a halogenated lower alkyI group, this may be any of the above alkyI -groups which 

40 is substituted by at least one halogen atom. Although there is no critical limitation on the number of halogen substituents, 
and the group may, if desired, be perhalogenated, in general, from 1 to 3 halogen atoms, selected from fluorine, chlorine, 
bromine and iodine atoms, are preferred. Examples of such haloalkyi groups include the chloromethyl, dichloromethyl, 
trichloromethyl, trifluoromethyl, 2-chloroethyl, 2-fluoroethyl, 2-bromoethyl, 2-iodoethyl, 2,2,2-trichloroethyl, 2,2,2-trif- 
luoroethyl, 3-chloropropyl, 3-fluoropropyl, 3-bromopropyl, 3-iodopropyl, 3,3,3-trichloropropyl, 3,3,3-trifluoropropyl, 

4S 4-chlorobutyl, 4-fluorobutyl, 4-bromobutyl and 4-iodobutyl groups. 

Where substituent p or substituent y represents a lower alkoxy group, this may be a straight or branched chain 
group having from 1 to 6, preferably from 1 to 4. carbon atoms, and examples include the methoxy, ethoxy, propoxy, 
isopropoxy, butoxy, Isobutoxy, sec-butoxy. t-butoxy, pentyloxy, isopentyloxy, neopentyloxy, 2-methylbutoxy, 1-ethylpro- 
poxy. hexyloxy, isohexyloxy, 3-methylpentyloxy, 2-methylpentyloxy, 1 -methylpentyloxy, 3,3-dimethylbutoxy, 2,2-dimeth- 

so ylbutoxy, 1 , 1 -dimethylbutoxy, 1,2-dlmethylbutoxy, 1,3-dimethylbutoxy, 2,3-dimethylbutoxy and 2-ethylbutoxy groups. 
Of these, we prefer those alkoxy groups having from 1 to 4 carbon atoms, particularly the methoxy ethoxy, propoxy, 
isopropoxy butoxy and t-butoxy groups, and most preferably the methoxy group. 

Where substituent p or substituent y represents a lower alkylthio group, this may be a straight or branched chain 
group having from 1 to 6, preferably from 1 to 4, carbon atoms, and examples include the methylthio. ethylthio, pro- 

55 pylthio, isopropylthb, butylthio, isobutylthio, sec-butylthio, t-butylthio, pentylthio, isopentylthio, neopentylthio, 2-meth- 
ylbutylthio, 1 -ethylpropylthio, hexylthio. isohexylthio, 4-methylpentylthio, 3-methylpentylthio, 2-methylpentylthio, 
1 -methylpentylthio, 3,3-dimethylbutylthio, 2,2-dimethylbutylthio, 1 ,1 -dimethylbutylthio, 1 ,2-dimethylbutylthio, 
1,3-dlmethylbutytthlo, 2,3-dimethylbutylthio and 2-ethylbutylthio groups. Of these, we prefer those alkylthio groups 
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having from 1 to 4 carbon atoms, particularly the methylthio, ethylthio, propylthio, i sop ropy Ithio, butylthloand isobutylth- 
io groups, and most preferably the methylthio group. 

Where substltuent p or substituent y represents an amine residue, this is a group of formula -NR^R**, where R^ 
and R** are the same or different and each represents a hydrogen atom, a lower alkyi group (as defined and exemplified 
above in relation to R^ or substituent p), a cycloalkyi group having from 3 to 8, preferably 5 or 6, ring carbon atoms, 
an aryl group (as defined and exemplified above in relation to R^). an aralkyi group (as defined and exemplified above 
In relation to R^), a heterocyclic group (as defined and exemplified above in relation to R""), or R« and R*^ together with 
the nitrogen atom to which they are attached represent a nitrogen-containing heterocyclic group (as defined and ex- 
emplified above in relation to R^ and R^). Examples of such groups include: 

the amino group; 

alkylamino and dialkylamino groups, such as the methylamino, ethylamino, isopropylamino, butylamino, dimeth- 
ylamino, diethylamino, di isopropylamino and dibutylamino groups; 

cycloalkylaminoand dicycloalkylamino groups, such as the cyclopentylamino, cyclohexylamino, dicyclopentylami- 
no and dicyclohexylamino groups; 

saturated cyclic amino groups, that is heterocyclic groups having a nitrogen atom in the ring, such as the pyrrolidine, 
piperidino, piperazino, N-methylpiperazIno, morpholino and thiomorpholino groups; 

aryl- and aralkylamino groups of which the nitrogen atom may be substituted with a lower alky I group, such as the 
anilino. benzylamino, N-methylanilino and N-methylbenzylamIno groups; and 

a heterocycllc-substituted amino group, in which the nitrogen atom may be substituted with a lower alkyI group, 
such as the pyridylamino, N-methylpyrldylamino and N-ethylpyrldylamino groups. 

Of these, we prefer the amino group, mono- and di-alkylamino groups, saturated cyclic amino groups (such as the 
pyrrolidino, piperidino, piperazino, N-methylpiperazino, morpholino and thiomorpholino groups) and aryl- and ar- 
alkylamino groups of which the nitrogen atom may be substituted with a lower alkyI group (such as the anilino, ben- 
zylamino, N-methylanilino and N-methylbenzylamino groups). 

Where substituent p or substituent y represents a carbamoyl group of which the nitrogen atom may be substituted, 
this is a group of formula -CONR^'R**', where R*' and R^' are the same or different and each represents any of the 
atoms or groups represented by R^ and R"^ or a one of R®' and R*>' represents a hydrogen atom and the other represents 
an acyl group (which may be any of the acyl groups defined and exemplified above in relation to R^) or an amino- 
sulphonyl group. Examples of such carbamoyl groups include: 

the carbamoyl group; 

alkylcarbamoyi and dialkylcarbamoyl groups, such as the methylcarbamoyi, ethylcarbamoyi, isopropylcarbamoyi, 
butyicarbamoyi, dimethylcarbamoyl. diethylcarbarTK)yl, diisopropylcarbamoyi and dibutylcarbamoyi groups; 

cycloalkylcarbamoyi and dicycloalkylcarbamoyi groups, such as the cyclopentylcarbamoyi, cyclohexylcarbamoyi, 
dicyclopentylcarbamoyi and dicyclohexylcarbamoyi groups; 

saturated cyclic aminocarbonyl groups, that is carbonyl groups attached to a heterocyclic group having a nitrogen 
atom in the ring, such as the pyrrolidinocarbonyl, piperidinocarbonyl, piperazinocarbonyl, N-methylpiperazinocar- 
bonyl, morpholinocarbonyl and thiomorpholinocarbonyl groups; 

aryl- and aralkylcarbamoyi groups of which the nitrogen atom may be substituted with a lower alkyI group, such 
as the phenylcarbamoyl, benzylcarbamoyi, N-methylphenytcarbamoyI and N-methylbenzylcarbamoyI groups; 

a heterocycllc-substituted carbamoyl group, in which the nitrogen atom may be substituted with a lower alkyI group, 
such as the pyridylcarbamoyi, N-methylpyridylcarbamoyI and N-ethylpyridylcarbamoyt groups; and 

acylcarbamoyi groups, especially alkanesulphonylaminocarbonyl groups, such as the methanesulphonylaminoc- 
arbonyl group and the aminosulphonylaminocarbonyl group. 
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Of these, we prefer the carbamoyl group, mono- and di-alkylcarbamoyi groups, saturated cyclic carbamoyl groups 
(such as the pyrrolidlnocarbonyl. piperidlnocarbonyl, piperazinocarbonyl, N-methylpiperazinocarbonyl. morpholinoc- 
arbonyl and thiomorpholinocarbonyl groups), aryl- and aralkylcarbamoyi groups of which the nitrogen atom may be 
substituted with a lower alkyi group (such as the phenylcarbamoyl. benzylcarbamoyi, N-methylphenylcarbamoyI and 
N-methylbenzylcarbamoyI groups) and alkanesulphonylaminocarbonyl groups (such as the methanesulphonylamino- 
carbonyl group). 

Where substituent p or substituent y represents a lower alkoxycarbonyl group, this may be a straight or branched 
chain group having from 1 to 6, preferably from 1 to 4, carbon atoms in the alkoxy part (i.e. from 2 to 7 carbon atoms 
in the alkoxycarbonyl part), and examples include the methoxycarbonyl, ethoxycarbonyl, propoxycarbonyl, isopropox- 
ycarbonyl, butoxycarbonyl, Isobutoxycarbonyt, sec-butoxycarbonyl, t-butoxycarbonyl. pentyloxycarbonyl, isopenty- 
loxycarbonyl, neopentyloxycarbonyl, 2-methylbutoxycarbonyl, 1-ethylpropoxycarbonyl, hexyloxycarbonyl, isohexy- 
loxycarbonyl, 4-methylpentyloxycarbonyl, 3-methytpentyloxycarbonyl, 2-methylpentyloxycarbonyl, 1 -methylpentyloxy- 
carbonyl, 3,3-dimethylbutoxycarbonyl, 2,2-dlmethylbutoxycarbonyl, 1,1-dimethylbutoxycarbonyl, 1 ,2-dlmethylbutoxy- 
carbonyl. 1,3-dlmethylbutoxycarbonyl, 2,3-dimethylbutoxycarbonyl and 2-ethylbutoxycarbonyl groups. Of these, we 
prefer those alkoxycarbonyl groups having from 1 to 4 carbon atoms, particularly the methoxycarbonyl, ethoxycarbonyl, 
propoxycarbonyl, isopropoxycarbonyl, butoxycarbonyl and t-butoxycarbonyl groups, and most preferably the methox- 
ycarbonyl group. 

Where substituent p or substituent y represents a halogen atom, this may be a fluorine, chlorine, bromine or iodine 
atom, preferably a fluorine or chlorine atom. 

Where substituent p represents a hydroxy-substituted lower alkyI group, this may be any of the lower alkyI groups 
defined and exemplified above in relation to which Is substituted by one or more hydroxy groups. Examples of such 
groups Include the hydroxymethyl, hydroxyethyl, hydroxypropyl and hydroxybutyl groups. 

Of the compounds of the present invention, those compounds of formula (I) in which the group of formula -(CHg)^- 
A-B-Ri is bonded to the 3-position of the dithiolan ring are preferred. Such compounds may be represented by the 
formula (1'): 




(CHj)^— A-B— r1 



(T) 



(in which A, B, R"", k, m and n are as defined above). 

Where the compounds of the present invention possess a basic group, such as an amino or imino group, the 
compounds can form salts with acids. On the other hand, where the compounds of the present invention possess an 
acidic group, such as a carboxy group or an imido group, they can form salts with bases. There is no particular restriction 
on the nature of such salts, provided that, where they are intended for pharmaceutical use, they are pharmaceutically 
acceptable, that is they are not less active (or unacceptably less active) than the compound of formula (I) itself, and 
are not more toxic (or unacceptably more toxic) than the compound of formula (I) itself. 

Examples of such salts formed between a basic group in the compound of the present invention and an acid 
include: salts with mineral acids, especially hydrohalic acids (such as hydrofluoric acid, hydrobromic acid, hydroiodic 
acid or hydrochloric acid), nitric acid, perchloric acid, carbonic acid, sulphuric acid or phosphoric acid; salts with lower 
alkylsulphonic acids, such as methanesulphonic acid, trifluoromethanesulphonic acid or ethanesulphonic acid; salts 
with arylsulphonic acids, such as benzenesulphonic acid orjg-toluenesulphonic acid; salts with organic carboxylic acids, 
such as acetic acid, f umaric acid, tartaric acid, oxalic acid, maleic acid, malic acid, succinic acid, benzoic acid, mandelic 
acid, ascorbic acid, lactic acid, gluconic acid or citric acid; and salts with amino acids, such as glycine, lysine, arginine, 
ornithine, glutamic acid or aspartic acid. 

Examples of such salts formed between an acidic group In the compound of the present invention and a base 
Include: salts with an alkali metal, such as sodium, potassium or lithium; salts with an alkaline earth metal, such as 
barium or calcium; salts with another metal, such as magnesium, aluminium or iron; ammonium salts; organic base 
salts, such as a salt with t-octylamlne, dibenzylamlne, morpholine, glucosamine, a phenylglycine alkyI ester, ethylen- 
ediamine, N-methylglucamine, guanidine, methylamlne, dimethylamlne, diethylamine, triethylamine, diisopropylamine. 
cyclohexylamine, dicyclohexylamine, N,N-dibenzylethylenediamine, chloroprocaine, procaine, diethanolamine, N-ben- 
zylphenethylamine, piperazine, tetramethylammonium, and tris(hydroxymethyl)aminomethane; and salts with an ami- 
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no acid, such as glycine, lysine, arglnlne, ornithine, glutamic acid or aspartic acid. 

Also, when a compound of the present Invention is allowed to stand in the air. it may absorb water to torm a hydrate. 
Such hydrates also form a part of the present invention. 

Where a compound of the present invention contains an asymmetric carbon atom in its molecule, it can form optical 

5 isomers which are in the R- or S-configuration. Although these are all represented herein by a single molecular formula, 
the present Invention includes both the individual, Isolated Isomers and mixtures, including racemates thereof. Where 
stereospecific synthesis techniques are employed or optically active compounds are employed as starting materials, 
individual isomers may be prepared directly; on the other hand, if a mixture of isomers is prepared, the individual 
isomers may be obtained by conventional resolution techniques. 

10 Of the compounds of the present invention, we prefer those compounds of formula (I) and salts thereof in which: 

(A) one of m and n is 0. and the other Is 0 or 1 ; 

(B) k is 0 or an integer of from 1 to 8; 

IS 

(C) Ri represents a hydroxy group, an alkoxy group having from 1 to 5 carbon atoms, a heterocyclic group, an 
alkyi group having from 1 to 1 2 carbon atoms which is unsubstltuted or is substituted by from 1 to 3 of substituents 
a and substituents y or such a substituted or unsubstltuted alkyI group in which the carbon chain Is interrupted by 
an oxygen atom and/or a sulphur atom; 

20 

(D) A is a group of formula -CO-. -C0N(R2)S02-. -N(R2)C0-, -N(R2)CS-.-C0N(R2)C0-. -N(R2)C0C0- or -N(R2) 
SO2- [in which, R2 is a hydrogen atom, an alkyI group having from 1 to 12 carbon atoms or a benzyl group], in 
particular a group of formula -CON(R2)S02-, -N(R2)CS-, -C0N(R2)C0-. -N(R2)C0C0-, or -N(R2)S02-; 

25 (E) B represents a single bond, or a group of formula -N(R5)- or -N(R5)N(R®)- [in which R^ and R® are the same 

or different and each represents a hydrogen atom, an alkyI group having from 1 to 12 carbon atoms or a benzyl 
group]; 

Of the above, we particularly prefer those compounds of formula (I) in which m and n are as defined in (A) above, 
30 k is as defined in (B) above, R^ Is as defined in (C) above, A is as defined in (D) above, and B Is as defined In (E) above. 

More preferred compounds of the present invention are those compounds of formula (I) and salts thereof in which: 

(F) both of m and n are 0; 

35 (G) k is an integer of from 2 to 6; 

(H) Ri represents an alky! group having from 1 to 5 carbon atoms, an alkoxycarbonylalkyi group having from 3 to 
8 carbon atoms, a carboxyalkyi group having from 2 to 7 carbon atoms, a hydroxyalkyi group having from 2 to 5 
carbon atoms, a heterocyclic group, an alkoxy group having from 1 to 5 carbon atoms or a hydroxy group; 

40 

(I) A represents a group of formula -CO-, -CON(R2)S02-, -N(R2)CO-, ■N(R2)CS-, -CON(R2)CO-, -N(R2)COCO- or 
-N(R2)S02- [in which, R2 represents a hydrogen atom or an alkyI group having from 1 to 12 carbon atoms] , in 
particular a group of formula -CON(R2)S02-, -N(R2)CS-, -CON(R2)CO-. -N(R2)COCO-, or -N(R2)S02-; 

45 (J) B represents a single bond, or a group of formula -N(R5)- or -N(RS)N(R®)- [in which R^ and R^ are the same 

or different and each represents a hydrogen atom or an alkyI group having from 1 to 12 carbon atoms]; 

Of the above, we particularly prefer those compounds of formula (I) In which m and n are as defined in (F) above, 
k is as defined in (G) above, R"" is as defined in (H) above, A is as defined in (I) above, and B Is as defined in (J) above. 
so The most preferred compounds of the present invention are those compounds of formula (I) and salts thereof In 

which: 

(K) both of m and n are 0; 
55 (L)kis4or5; 

(M) R"" represents an alkyI group having from 1 to 5 carbon atoms, an alkoxycarbonylalkyi group having from 3 to 
8 carbon atoms, a carboxyalkyi group having from 2 to 7 carbon atoms, a hydroxyalkyi group having from 2 to 5 
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carbon atoms, a heterocyclic group or an alkoxy group having from 1 to 5 carbon atoms; 

(N) A represents a group of formula -CONHSO2-. -CONCH3SO2-. -NHCO-, -NHCS-. -CONHCO-, -NHCOCO-, 
-NHSO2- or -CO-, in particular a group of formula -CONHSO2-, -CONCH3SO2-, -NHCS-, -CONHCO-, -NHCOCO-, 
5 or -NHSO2-: 

(O) B represents a single bond, or a group of formula -NH-, -NCH3- or -NHNCH3-; 

Of the above, we particularly prefer those compounds of formula (I) in which m and n are as defined in (K) above, 
10 k is as defined in (L) above, is as defined in (M) above, A is as defined in (N) above, and B is as defined in (O) above. 

Specific examples of individual compounds of the present invention are shown in the following formulae (1-1), (I- 
2) and (1-3), in which the substituent groups are as shown In the corresponding one of Tables 1 to 3. In the Tables, the 
following abbreviations are used: 



Ac 


acetyl; 


Bu 


butyl; 


Bu 


isobutyl; 


sBu 


sec-butyl; 


tBu 


t-butyl; 


Bz 


benzyl; 


1,3-diox-llnd 


isoindoM .3-dione-2-yl; 


3,4-diMe-2.5-diox-1 -Imdd 


3,4-dimethyl-imidazolldin-2,5-dione-1yl, 


Et 


ethyl; 


Hx 


hexyl; 


Indn 


Indolinyl; 


Me 


methyl; 


Mor 


morpholino; 


Ph 


phenyl; 


Pipra 


piperazino; 


Pipri 


piperidino; 


Pn 


pentyt; 


/Pn 


isopentyl; 


Pr 


propyl; 


Pr 


isopropyl; 


Py 


pyridyl; 


Pyr 


pyrrolidinyl; 


Thiad 


3-thiazolidinyl; 


Thmor 


thiomorpholino. 



40 Also, in the Tables, the groups represented by Z-1 to Z-1 2 have the following formulae: 



z-i ?°°™^N 
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Cpd. 
No. 


k 


A 


B 




1-1 


4 


CO 


NH 


H 


1-2 


4 


CO 


NH 


Ph 


1-3 


4 


CO 


NH 


2-Me-Ph 


1 A 


A 
** 




XJTJ 


*r-JVlC-r^Il 


1-5 


A 
*¥ 


\^yj 


XTTJ 
iNiT 


Z,*r-OlJVlC-r^Il 




A 




INfl 


o ,H-ujiviC'-jr n 


1 7 

1 - / 


A 








1-8 


4 


CO 


V TTT 

NH 


4-(CF3)Ph 


1-9 


4 


CO 


NH 


2-MeOPh 


1-10 


4 


CO 


NH 


4-MeOPh 


1-11 


4 


CO 


NH 


2-EtOPh 


1-12 


4 


CO 


NH 


4-EtOPh 


1-13 


4 


CO 


NH 


2-HOPh 


1-14 


4 


CO 


NH 


4-HOPh 


1-15 


4 


CO 


NH 


2-(HOOC)Ph 


1-16 


4 


CO 


NH 


4-(HOOC)Ph 


1-17 


4 


CO 


NH 


2-(MeOOC)Ph 


1-18 


4 


CO 


NH 


4-(MeOOC)Ph 


1-19 


4 


CO 


NH 


2-(EtOOC)Ph 


1-20 


4 


CO 


NH 


4-(EtOOC)Ph 


1-21 


4 


CO 


NH 


2-(rBuOOC)Ph 


1-22 


4 


CO 


NH 


4-(<BuOOC)Ph 


1-23 


4 


CO 


NH 


2-Cl-Ph 
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Table IfgnnO 



Cpd. 
No. 


k 


A 


B 




1-24 


4 


CO 


NH 


4-Cl-Ph 


i-^j 


A 
** 




Nn 


2-Br-rn 


1-26 


4 


CO 


NH 




1-27 


4 


CO 


NH 


2-I-Ph 


1-28 


4 


CO 


NH 


4-I-Ph 


1-29 


4 


CO 


NH 


2-N02-Ph 


1-30 


4 


CO 


NH 


4-N02-Ph 


1-31 


4 


CO 


NH 


2.NH2-Ph 


1-32 


4 


CO 


NH 


4-NH2-Ph 


1-33 


4 


CO 


NH 


2-(H03S)Ph 


1-34 


4 


CO 


NH 


4-(HOiS)Ph 


1-35 


4 


CO 


NH 


2-(NH202S)Ph 


1-36 


4 


CO 


NH 


4-(NH202S)Ph 


1-37 


4 


CO 


NH 


5-PN-Pfi 


1-38 


4 


CO 


NTT 


d-PN-Ph 


1-39 


4 


CO 


NH 


^-nffncH/^wvi 

'^■^riv-iv^Ji2J*n 


1-4U 


4 


CO 


VTTT 

NH 


4-(HOCH2)Ph 


1-41 


4 


CO 


NH 


Me 


1-42 


4 


CO 


NH 


Et 


1-43 


4 


CO 


NH 


IT 


1-44 


4 


CO 


NH 


/Pr 


1-45 


4 


CO 


NH 


Bu 


1-46 


4 


CO 


NH 


HOOCCH2- 


1-47 


4 


CO 


NH 


MeOOCCH2- 


1-48 


4 


CO 


NH 


MeCH(COOH)- 


1-49 


4 


CO 


NH 


HOOC-(CH2)2- 
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Table 1 (eMint^ 



Cpd. 

No. 


k 


A 


B 


Rl 




A 








1-51 


d 


CO 


NH 


1 -HOOP-iRii 


1-52 


4 


CO 


NH 


1-MeOOr-fRii 


1-53 


4 


CO 


NH 


l-HOOC-iPn 


1-54 


4 


CO 


NH 


1-McOOC-tPn 


1-55 


4 


CO 


NH 


l-HOOC-2-Me-Bu 


1-56 


4 


CO 


NH 


1 -MeOOC-2-Me-Bu 


1-57 


4 


CO 


NH 


CHoCHoSOiH 


1 <Q 


A 

4 


\^\} 


NH 


OH 




/I 


r^r\ 


XIXT 

XNrl 


Meu 




4 




XNH 




1 <i 


4 




XITT 


rnJ 




4 


rri 


KTtf 
iNXl 


zrltj 


1-0 J 


A 

4 




XTU 


oUU 


1 -Oh 


4 




XJTJ 

rMrl 






*r 




INrl 




1 "OO 




rri 


INrl 




l-o/ 


if 
4 




X1TJ 


HxU 


l-Oo 


4 






FflQ 


1 


4 




xnu 


BzU 


1- /U 


4 


CU 


XTTJ 


Z-1 


1 Tl 
1-/1 


A 

4 






Z-2 


1-72 


4 


ro 






1-73 


4 


CO 


NH 


Z-4 


1-74 


4 


CO 


NH 


Z-5 


1-75 


4 


CO 


NH 


Z-6 


1-76 


4 


CO 


NH 


Z-7 
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Table 1 rcftnU 



Cpd. 1 
No. 1 


k 


A 


B 


Rl 


1-77 


4 


CO 


NH 


Z-8 


1-78 


4 


CO 


NH 


Z-9 


1-79 


4 


CO 


NH 


Z-10 


1-80 


4 


CO 


NH 


Z-11 


1-81 


4 


CO 


NH 


Z-12 


1-82 


4 


CO 


NH 


3-Py 


1-83 


4 


CO 


NH 


4-Py 


1-84 


4 


CO 


N(Ac) 


H 


1-85 


4 


CO 


N(Ac) 


Ph 


1-86 


4 


CO 


N(Ac) 


2-Me-Ph 


1-87 


4 


CO 


N(Ac) 


4-Me-Ph 


1-88 


4 


CO 


N(Ac) 


2,4-diMe-Ph 


1-89 


4 


CO 


N(Ac) 


3,4-diMe-Ph 


1-90 


4 


CO 


N(Ac) 


2-(CF3)Ph 


1-91 


4 


CO 


N(Ac) 


4-(CF3)Ph 






CO 


N(Ac) 


2-MeOPh 


1-93 


4 


CO 


N(Ac) 


4-MeOPh 


1-94 


4 


CO 


N(Ac) 


2-EtOPh 


1-95 


4 


CO 


N(Ac) 


4-EtOPh 


1-96 


4 


CO 


N(Ac) 


2-HOPh 


1-97 


4 


CO 


N(Ac) 


4-HOPh 


1-98 


4 


CO 


N(Ac) 


2-(HOOC)Ph 


1-99 


4 


CO 


N(Ac) 


4.(HOOC)Ph 


1-100 


4 


CO 


N(Ac) 


2-(MeOOC)Ph 


1-101 


4 


CO 


N(Ac) 


4-(MeOOC)Ph 


1-102 


4 


CO 


N(Ac) 


2-(EtOOC)Ph 


1-103 


4 


CO 


N(Ac) 


4-(EtOOC)Ph 
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Tahte I (eonti 



Cpd 
No, 


k 


A 


B 




1-104 


4 


CO 


N(Ac) 


2-(/BuOOC)Ph 


1-105 


4 


CO 


N(Ac) 


4-(/BuOOC)Ph 


1-106 


4 


CO 


N(Ac) 


2-Cl-Ph 


1-107 


4 


CO 


N(Ac) 


4-Cl-Ph 


1 1 nfi 


A 
*f 




XT/ A/»\ 


Z-ol-ra 


1-109 


4 


CO 


N(Ac) 


4-Br-Ph 


1-110 


4 


CO 


N(Ac) 


2-I-Ph 


1-111 


4 


CO 


N(Ac) 


4-I-Ph 


1-112 


4 


CO 


N(Ac) 


2-N02-Ph 


1-113 


4 


CO 


N(Ac) 


4-N02-Ph 


1-114 


4 


CO 


N(Ac) 


2-NH2-Ph 


1-115 


4 


CO 


N(Ac) 


4-NH2-Ph 


1-116 


4 


CO 


N(Ac) 


2-(H03S)Ph 


1-117 


4 


CO 


N(Ac) 


4-(H03S)Ph 


1-118 


4 


CO 


N(Ac) 


2-(NH202S)Ph 


1-119 


4 


CO 


N(Ac) 


4-(NH202S)Ph 


1-120 


4 


CO 


N(Ac) 


2-CIN-Ph 


1-121 


4 


CO 


N(Ac) 


4-CN-Ph 

■T— V^X^— 11 


1-122 


4 


CO 


N(Ac) 




1 1 TI 


4 




XT/ A «\ 


4-(HOCH2)Ph 


1-124 


4 


CO 


N(Ac) 


Me 




*t 








1-126 


4 


CO 


N(Ac) 


Pr 


1-127 


4 


CO 


N(Ac) 


iPr 


M28 


4 


CO 


N(Ac) 


Bu 


1-129 


4 


CO 


N(Ac) 


HOOCCH2- 
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Table Ifeonii) 



Cpd. 
No* 


k 


A 


B 


Rl 


1-130 


4 


CO 


N(Ac) 


MeOOCCH2- 


1 * 1 •/ 1 


A 


ro 




aK\^n{\^\j\jn ) 


1-132 


4 


CO 






1-133 


4 


CO 


N(Ac) 


MeCH(COOMe) 


1-134 


4 


CO 


N(Ac) 


1-HOOC-iBu 


1-135 


4 


CO 


N(Ac) 


1-MeOOC-iBu 


1-lJu 


4 


CO 


XT/ A ^\ 

N(Ac) 


1-HOOC-iPn 


1-137 


4 


CO 


N(Ac) 


1-MeOOC-iPn 


1 1 o 

l-13o 


4 


CO 


N(Ac) 


1 -HOOC-2-Me-Bu 




4 


L-U 


XT/ A 

N(Ac) 


1 -MeOOC-2-Me-Bu 


1 1 Af\ 


4 




N(AC) 


CH2CH2SO3H 


1-141 


4 


CO 


N(Ac) 


OH 


1-142 


4 


CO 


N(Ac) 


MeO 


1-143 


4 


CO 


N(Ac) 


EtO 


1-144 


4 


CO 


N(Ac) 


PrO 


1-145 


4 


CO 


N(Ac) 


iPtO 


1-146 


4 


CO 


N(Ac) 


BuO 


1-147 


4 


CO 


N(Ac) 


iBuO 


1-148 


4 


CO 


N(Ac) 


5BuO 


1-149 


4 


CO 


N(Ac) 


fBuO 


1-150 


4 


CO 


N(Ac) 


HxO 


1-151 


4 


CO 


N(Ac) 


PhO 


1 1 CO 

1-152 


4 


CO 


N(Ac) 


BzO 


1-153 . . 


4 


CO 


N(Ac) 


Z-1 


1-154 


4 




N(Ac) 




1-155 


4 


CO 


N(Ac) 


Z-3 


1-156 


4 


CO 


N(Ac) 


Z-4 
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Table 1 (contA 



Cpd. 

ISO. 


k 


A 


B 


Rl 


1-157 


4 


CO 


N(Ac) 


Z-5 


1-158 


4 


CO 


N(Ac) 


Z-6 


1-159 


4 


CO 


N(Ac) 


Z-7 


1-160 


4 


CO 


N(Ac) 


Z-8 


1-161 


4 


CO 


N(Ac) 


Z-9 


1-162 


4 


CO 


N(Ac) 


Z-10 


1-163 


4 


CO 


N(Ac) 


Z-11 


1-164 


4 


CO 


N(Ac) 


Z-12 


1-165 


4 


CO 


N(Ac) 


3-Py 


1-166 


4 


CO 


N(Ac) 


4-Py 


1-167 


4 


coo 




H 


1-168 


4 


COO 




Ph 


1-169 


4 


coo 




2-Me-Ph 


1-170 


4 


COO 


_ 


4-Me-Ph 


1-171 


4 


coo 





2,4-diMe-Ph 


1-172 


4 


COO 





3.4-diMe-Ph 


1-173 


4 


coo 





2-(CF3)Ph 


1-174 


4 


coo 




4-(CF3)Ph 


1-175 


4 


coo 




2-MeOPh 


1-176 


4 


coo 




4-MeOPh 


1-177 


4 


coo 




2-EtOPh 


1-178 


4 


coo 




4-EtOPh 


1-179 


4 


coo 




2-HOPh 


1-180 


4 


coo 




4-HOPli 


1-181 


4 


coo 




2-(H00C)Ph 


1-182 


4 


coo 




4-(H00C)Ph 


1-183 


4 


coo 




2-(MeOOC)Ph 
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Table 1 (conLi 



Cpd. 
No. 


k 


A 


B 




1-184 


4 


COO 




4-(MeOOC)Ph 


1-185 


4 


coo 




2-(EtOOC)Ph 


1-186 


4 


coo 




4-(EtOOC)Ph 

▼ \^mw^^ mm 


1-187 


4 


coo 




2-(/BuOOC)Ph 


1-188 


4 


coo 




4-(rBuOOC)Ph 


1-189 


4 


coo 




2-Cl-Ph 


1-190 


4 


coo 




4-CI-Ph 


1-191 


4 


coo 




2-Br-Ph 


1-192 


4 


coo 




4-Br-Ph 


1-193 


4 


coo 


_ 


2-I-Ph 


1-194 


4 


coo 


— 


4-I-Ph 


1-195 


4 


coo 


— 


2-N02-Ph 


1-196 


4 


coo 


— 


4.N02-Ph 


1-197 


4 


coo 


— 


2-NH2-Ph 


1-198 


4 


coo 


— 


4-NH2-Ph 


1-199 


4 


coo 


— 


2-(H03S)Ph 


1-200 


4 


coo 




4-(H03S)Ph 


1-201 


4 


coo 





2-(NH202S)Ph 


1-202 


4 


coo 


— 


4-(NH202S)Ph 


1-203 


4 


coo 




2-CN-Ph 


1-204 


4 


coo 




4-CN-Ph 


1-205 


4 


coo 




2-(HOCH2)Ph 


1-206 


4 


coo 




4-(HOCH2)Ph 


1-207 


4 


coo 




Me 


1-208 


4 


coo 




Et 


1-209 


4 


coo 




Ft 
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Tabte 1 (cnnL^ 



Cpd. 
No. 


k 


A 


B 




1-210 


4 


COO 


— 


iPr 


1-211 


4 


coo 





Bu 


1-212 


4 


coo 





HOOCCH2- 


1-213 


4 


coo 




HOOC-(CH2)2- 


1-214 


4 


coo 




MeCHrcOOMe) 


1-215 


4 


coo 






1-216 


4 


coo 






1-217 


4 


coo 




7-1 

t^— I 


1-218 


4 


coo 




Z-2 


1-219 


4 


coo 




Z-3 


1-220 


4 


coo 




Z-4 


1-221 


4 


coo 




Z-5 


1-222 


4 


coo 




Z-6 


1-223 


4 


coo 




Z-7 


1-224 


4 


coo 




z^— 0 


1-225 


4 


coo 






1-226 


4 


coo 




7-10 


1-227 


4 


coo 




7-1 1 


1-228 


4 


coo 




7-19 


1-229 


4 


coo 






1-230 


4 


coo 






1-231 


4 


CONHCO 




H 


1-232 


4 


CONHCO 




Ph 


1-233 


4 


CONHCO 




2-Me-Ph 


1-234 


4 


CONHCO 




4-Me-Ph 


1-235 


4 


CONHCO 




2,4-diMe-Ph 


1-236 


4 


CONHCO 




3.4-diMe-Ph 
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TaMtHtOTt.) 



Cpd. 
No. 


k 


A 


B 


Rl 


1-237 


4 


CONHCO 


— 


2-(CF3)Ph 


1-238 


4 


CONHCO 




4.(CF3)Ph 


1-239 


4 


CONHCO 




2-MeOPh 


1-240 


4 


CONHCO 




4-MeOPh 


1-241 


4 


CONHCO 




2-EtOPh 


1-242 


4 


CONHCO 




4-EtOPh 


1-243 


4 


CONHCO 




2-HOPh 


1-244 


4 


CONHCO 




4-HOPh 


1-245 


4 


CONHCO 




2-(HOOC)Ph 


1-246 


4 


CONHCO 




4-(HOOC)Ph 


1-247 


4 


CONHCO 




2-(MeOOC)Ph 


1-248 


4 


CONHCO 




4-(MeOOC)Ph 


1-249 


4 


CONHCO 




2-ffitOOOPh 


1-250 


4 


CONHCO 




4-^EtOOC)Ph 


1-251 


4 


CONHCO 




2-frBuOOC)Ph 


1-252 


4 


CONHCO 




4-f^BuOOC)Ph 


1-253 


4 


CONHCO 




2-Cl-Ph 


1-254 


4 


CONHCO 




4-Cl-Ph 


1-255 


4 


CONHCO 




2-Br-Ph 


1-256 


4 


CONHCO 


WW 


4.Br-Ph 


1-257 


4 


CONHCO 


— 


2-I-Ph 


1-258 


4 


CONHCO 


— 


4-I-Ph 


1-259 


4 


CONHCO 




2-N02-Ph 


1-260 


4 


CONHCO 




4-N02-Ph 


1-261 


4 


CONHCO 




2-NH2-Ph 


1-262 


4 


CONHCO 




4-NH2-Ph 
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Table 1 (ctmLi 



Cpd. 
No, 


k 


A 


B 


Rl 


1-263 


4 


CONHCX) 


— 


2-(H03S)Ph 


1-264 


4 


CONHCO 


— 


4-(H03S)Ph 


1-265 


4 


CONHCO 


— 


2-(NH202S)Ph 


1-266 


4 


CONHCO 


— 


4-(NH202S)Ph 


1-267 


4 


CONHCO 


____ 


2-CN-Ph 


1-268 


4 


CONHCO 




4-CN-Ph 


1-269 


4 


CONHCO 


_ 


2-(HOCH2)Ph 


1-270 


4 


CONHCO 




4-(HOCH2)Ph 


1-271 


4 


CONHCO 






1-272 


4 


CONHCO 




Et 


1-273 


4 


CONHCO 




Pr 


1-274 


4 


CONHCO 




iPr 


1-275 


4 


CONHCO 




Bu 


1-276 


4 


CONHCO 


_ 


HOOCCH2- 


1-277 


4 


CONHCO 




MeOOCCH2- 


1-278 


4 


CONHCO 




MeCH(COOH) 


1-279 


4 


CONHCO 




HO0C-(CH2)2- 


1-280 


4 


CONHCO 




MeCHrCOOMe^ 


1-281 


4 


CONHCO 




1 -HOOC.lRll 




A 

•T 








1-283 


4 


CONHCO 




l-HOOC-/Pn 


1-284 


4 


CONHCO 




1-MeOOC-iPn 


1-285 


4 


CONHCO 




l-HOOC-2-Me-Bu 


1-286 


4 


CONHCO 




l-MeOOC-2-Me-Bu 


1-287 


4 


CONHCO 




CH2CH2SO3H 


1-288 


4 


CONHCO 




Z-1 
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Cpd. 

No. 


k 


A 


B 




1-289 


4 


CONHCO 




Z-2 


1-290 


4 


CONHCO 




Z-3 


1-291 


4 


CONHCO 




2-4 


1 










1 

1 'Lyj 


A 
*t 
















7 7 




/I 

4 






Z,-o 














A 
*f 










A 








1 OQO 


A 










*k 










A 
*f 
















£1. 




A 








1-304 


4 


CON(Ac)CO 




2-Me-Ph 


1-305 


4 


CON(Ac)CO 




4-Me-Ph 


1-306 


4 


CON(Ac)CO 




2,4-diMe-Ph 


1-307 


4 


CON(Ac)CO 




3.4^iMe-Ph 


1-308 


4 


CON(Ac)CO 




2-(CF3)Ph 


1-309 


4 


CON(Ac)CO 




4-(CF'i)Ph 




*f 






Z-iVievFX^Il 


L 1 1 


4 






4-MeOPh 


1-312 


4 


CON(Ac)CO 




2-EtOPh 


1-313 


4 


CON(Ac)CO 




4-EtOPh 


1-314 


4 


CON(Ac)CO 




2-HOPh 


1-315 


4 


CON(Ac)CO 




4-HOPh 
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Tahlg 1 feonU 



Cpd 
No. 


k 


A 


B 


Rl 


1-316 


4 


CX)N(Ac)CO 




2-(H00C)Ph 


1-317 


4 


CON(Ac)CX) 




4-(H(X)QPh 


1-318 


4 


CONfAcKX) 




2-fMeOOOPh 


1-319 


4 


CONfAc^CO 




4-rMeOOr^Ph 


1-320 


4 






^ I j^ivy IX 11 


1-321 


4 










4 






^ \i±j\A.\^\j\^ jr ji 


1-323 


4 


CONfAc)CO 






1-324 


4 


CONfAclCO 




2-ri-Ph 


1-325 


4 


CONfAclCO 




4-Cl-Ph 


1-326 


4 


CON(Ac)C0 




2-Br-Ph 


1-327 


4 


CON(Ac)CO 




4-Br-Ph 


1-328 


4 


CON(Ac)CO 




2-I-Ph 


1-329 


4 


CON(Ac)CO 





4-I-Ph 


1-330 


4 


CON(Ac)CO 





2-N02-Ph 


1-331 


4 


CON(Ac)CO 





4-N02-Ph 


1-332 


4 


CON(AcX:0 





2-NH2-Ph 


1-333 


4 


CON(Ac)CO 





4-NH2-Ph 


1-334 


4 


CON(Ac)CO 





2-(H03S)Ph 


1-335 


4 


CON(AcX:0 




4-(H03S)Ph 


1-336 


4 


CON(Ac)CO 




2-(NH202S)Ph 


1-337 


4 


CON(Ac)CO 





4-(NH202S)Ph 


1-338 


4 


CON(Ac)CO 




2-CN-Ph 


1-339 


4 


CON(Ac)CO 




4-CN-Ph 


1-340 


4 


CON(Ac)CO 




2-(HOCH2)Ph 


1-341 


4 


CON(Ac)CO 




4-(HOCH2)Ph 
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Table 1 inntd 



Cpd. 
No. 


k 


A 


B 


Rl 


1-342 


4 


C0NfAcK!]O 




Me 


1-343 


4 


CON(Ac)CO 




Et 


1-344 


4 


CON(Ac)CO 




Pr 


1-345 


4 


CON(Ac)CO 




iPr 


1-346 


4 


CON(Ac)CO 


— _ 


Bu 


1-347 


4 


CON(Ac)CO 




HOOCCH2- 


1-348 


4 


CON(Ac)CO 




MeOOCCH2- 


1-349 


4 


CON(Ac)CO 




MeCH(COOFD 


1-350 


4 


CON(Ac)CO 




HOOC-fCHo'io- 




*t 






MeCxl(CUUMe) 




4 
*♦ 






1 UrV^O .Till 


i JJJ 


*t 








1-354 


4 


CON(Ac)CO 




1-HOOC-iPn 


1-355 


4 


CON(Ac)CO 




l-McOOC-iPn 


1-356 


4 


CON(Ac)CO 




l-HOOC-2-Me-Bu 


1-357 


4 


CON(Ac)CO 




1 -MeOOC-2-Me-Bu 


1-358 


4 


CON(Ac)CO 




CH'>CHoSOiH 




A 

*T 


^ vrN jK^yj 




•7 1 




4 

■t 






z-z 






wiN y/\C )k^\J 








4 








1-363 


4 


CON(Ac)CO 




Z-5 


1-364 


4 


CON(Ac)CO 




Z-6 


1-365 


4 


CON(Ac)CO 




Z-7 


1-366 


4 


CON(Ac)CO 




Z-8 


1-367 


4 


CON(Ac)CO 




Z-9 
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Table 1 fonnU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-368 


4 


CON(Ac)CO 




Z-10 


1-369 


4 


CON(Ac)CO 




Z-11 


1-370 


4 


CON(Ac)CO 




Z-12 


1-371 


4 


CONi'Ac^CO 




3-Pv 


1 - J / 
















iNri 


rl 




4 




Nrl 


Fn 


1-375 


4 


CONHCO 


NH 


2-Me-Ph 


1-376 


4 


CONHCO 


NH 


4-Mc-Ph 


1-377 


4 


CONHCO 


NH 


2,4-diMe-Ph 


1-378 


4 


CONHCO 


NH 


3,4-diMc-Ph 


1-379 


4 


CONHCO 


NH 


2-(CF3)Ph 


1-380 


4 


CONHCO 


NH 


4-(CF7)Ph 




4 




INll 




1 751*5 


4 




JNrl 


4-MeUr'n 




4 




NH 


z-ntOPn 


1 7Q>1 


4 




XTLT 

NH 


4-JBtOPn 


1 7Q< 


4 




NH 


2-HOPn 


1-JoO 


4 




NH 


4-HOrn 


1 - JO / 


4 




NH 




1 7fifi 






Nil 


4-(xiuuc jFri 


1 7 CO 


4 




XTTJ 

NM 




1-390 


4 


CONHCO 


NH 




1-391 


4 


CONHCO 


NH 


2^tOOC)Ph 


1-392 


4 


CONHCO 


NH 


4-(EtOOC)Ph 


1-393 


4 


CONHCO 


NH 


2-(/BuOOC)Ph 


1-394 


4 


CONHCO 


NH 


4-(ffluOOC)Ph 
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Table 1 (tMntS 



Cpd. 
No. 


k 


A 


B 




1-395 


4 


CONHCO 


NH 


2-Cl-Ph 


1-396 


4 


CONHCO 


NH 


4-Cl-Ph 


1-397 


4 


CONHCO 


NH 


2-Br.Ph 


1-398 


4 


CONHCO 


NH 


4-Br-Ph 


1-399 


4 


CONHCO 


NH 


2-I-Ph 


1-400 


4 


CONHCO 


NH 


4-I-Ph 


1-401 


4 


CONHCO 


NH 


2-N02-Ph 


1-402 


4 


CONHCO 


NH 


4-N02-Ph 


1-403 


4 


CONHCO 


NH 


2-NH2-Ph 


1-404 


4 


CONHCO 


NH 


4-NH2-Ph 


1-405 


4 


CONHCO 


NH 


2-(H03S)Ph 


1-406 


4 


CONHCO 


NH 


4-(H03S)Ph 


1-407 


4 


CONHCO 


NH 


2-(NH202S)Ph 


1-408 


4 


CONHCO 


NH 


4-(NH202S)Ph 


1-409 


4 


CONHCO 


NH 


2-CN-Ph 


1-410 


4 


CONHCO 


NH 


4-CN-Ph 


1-411 


4 


CONHCO 


NH 


2-(HOCH2)Ph 


1-412 


4 


CONHCO 


NH 


4-(HOCH2)Ph 


1-413 


4 


CONHCO 


NH 


Me 


1-414 


4 


CONHCO 


NH 


Et 


1-415 


4 


CONHCO 


NH 


Pr 


1-416 


4 


CONHCO 


NH 


rPr 


1-417 


4 


CONHCO 


NH 


Bu 


1-418 


4 


CONHCO 


NH 


HOOCCH2- 


1-419 


4 


CONHCO 


NH 


MeOOCCH2- 


1-420 


4 


CONHCO 


NH 


MeCH(COOH) 
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TablelfaonL^ 



Cpd. 
No, 


k 


A 


B 


Rl 




A 
*t 








M22 


4 


CONHCO 


NH 


MeCH(COOMe) 


1-423 


4 


CONHCO 


NH 


l-HOOC-iBu 


1-424 


4 


CONHCO 


NH 


1-MeOOC-iBu 




A 

^' 




XJXJ 

iNn 






A 




Mil 


1 -Meuuc-iiTi 


1-427 


4 


CONHCO 


xnx 
NH 


1 -HOOC-2-Me-Bu 


l-42o 


A 

4 


CUNrlCU 


Nn 


L -Meuuc-2-Me-Bu 


l-42y 


/I 

4 


CUNriCU 


NH 


CH2CH25O3H 


1-430 


4 


CONHCO 


NH 


HO 


1-431 


4 


CONHCO 


NH 


MeO 


1-432 


4 


CONHCO 


NH 


EtO 


1-433 


4 


CONHCO 


NH 


PrO 


M34 


4 


CONHCO 


NH 


iPiO 


1-435 


4 


CONHCO 


NH 


BuO 


1-436 


4 


CONHCO 


NH 


iBuO 


1-437 


4 


CONHCO 


NH 


5BuO 


1-438 


4 


CONHCO 


NH 


rBuO 


1-439 


4 


CONHCO 


NH 


HxO 


1-440 


4 


CONHCO 


NH 


PhO 


1-441 


4 


CONHCO 


NH 


BzO 


1-442 


4 


CONHCO 


NH 


Z-1 


1-443 


4 


CONHCO 


NH 


Z-2 


1-444 


4 


CONHCO 


NH 


Z-3 


1-445 


4 


CONHCO 


NH 


Z-4 


1-446 


4 


CONHCO 


NH 


Z-5 


1-447 


4 


CONHCO 


NH 


Z-6 
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Cpd. 
No. 


k 


A 


B 




1 AAQ 


A 
■t 


roNHro 




Z-7 




A 
*t 


^Vyi^ £1 




Z.8 




A 




Pin 


7-0 




A 

4 




Km 


7 in 


1-452 


4 


CONHCO 


NH 


Z-11 


1-453 


4 


CONHCO 


NH 


Z-12 


1-454 


4 


CONHCO 


NH 


3-Py 


1-455 


4 


CONHCO 


NH 


4-Py 


1-456 


4 


CONHSO2 


— 


H 


1-457 


4 


CONHSO2 


— 


Ph 


1-458 


4 


CONHSO2 


— 


2-Me-Ph 


1-459 


4 


CONHSO2 


— 


4-Me-Ph 


1-460 


4 


CONHSO2 


— 


2,4-diMe-Ph 


1-461 


4 


CONHSO2 


— 


3,4-diMe-Ph 


1-462 


4 


CONHSO2 


— 


2-(CF3)Ph 


1-463 


4 


CONHSO2 


— 


4-(CF3)Ph 


1-464 


4 


CONHSO2 


— 


2-MeOPh 


1-465 


4 


CONHSO2 


— 


4-MeOPh 


1-466 


4 


CONHSO2 


— 


2-EtOPh 


1-467 


4 


CONHSO2 


— 


4-EtOPh 


1-468 


4 


CONHSO2 


— 


2-HOPh 


1-469 


4 


CONHSO2 




4-HOPh 


1-470 


4 


CONHSO2 




2-(H00QPh 


1-471 


4 


CONHSO2 




4-(H00C)Ph 


1-472 


4 


CONHSO2 




2-(MeOOC)Ph 
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Table 1 (cmU 



No. 


K 


A 

A. 


n 
D 




1-473 


4 


CONHSO2 





4-(MeOCX:)Ph 


1-474 


4 


CONHSO2 





2-(EtOOC)Ph 


1-475 


4 


CONHSO2 





4-(EtOOC)Ph 


1-476 


4 


CONHSO2 





2-(rBuOOC)Ph 


1-477 


4 


CONHSO2 





4-(/BuOOC)Ph 


1-478 


4 


CONHSO2 





2-Cl-Ph 


1-479 


4 


CONHSO2 





4-Cl-Ph 


1-480 


4 


CONHSO2 





2.Br.Ph 


1-481 


4 


CONHSO2 





4-Br-Ph 


1-482 


4 


CONHSO2 





2-I-Ph 


1-483 


4 


CONHSO2 





4-I-Ph 


1-484 


4 


CONHSO2 





2-N02-Ph 


1-485 


4 


CONHSO2 





4-N02-Ph 


1-486 


4 


CONHSO2 





2-NH2-Pl» 


1-487 


4 


CX)NHS02 





4-NH2-Ph 


1-488 


4 


CONHSO2 





2-(H03S)Ph 


1-489 


4 


CONHSO2 





4-(H03S)Ph 


1-490 


4 


CONHSO2 





2-(NH202S)Ph 


1-491 


4 


CONHSO2 





4-(NH202S)Ph 


1-492 


4 


CONHSO2 





2-CN-Ph 


1-493 


4 


CONHSO2 




4-CN.Ph 


1-494 


4 


CONHSO2 




2-(HOCH2)Ph 


1-495 


4 


CONHSO2 




4-(HOCH2)Ph 


1-496 


4 


CONHSO2 




Me 
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T«hle 1 fgonLl 



Cpd. 
No. 


k 


A 


B 




1-497 


4 


CONHSO2 


— 


Et 


1-498 


4 


CONHSO2 


— 


Pr 


1-499 


4 


CONHSO2 


— 


jPt 


1-500 


4 


CONHSO2 


— 


Bu 


1-501 


4 


CONHSO2 


— 


HOOCCH2- 


1-502 


4 


CONHSO2 


— 


MeOOCCH2- 


1-503 


4 


CONHSO2 


— 


MeCH(COOH) 


1-504 


4 


CONHSO2 


— 


HOOC-(CH2)2- 


1-505 


4 


CONHSO2 


— 


MeCH(COOMe) 


1-506 


4 


CONHSO2 


— 


1-HOOC-iBu 


1-507 


4 


CONHSO2 


— 


1-McOOC-iBu 


1-508 


4 


CONHSO2 


— 


l-HCX)C-jPn 


1-509 


4 


CONHSO2 


— 


1-MeOOC-jPn 


1-510 


4 


CONHSO2 


— 


l-HOOC-2-Me-Bu 


1-511 


4 


CONHSO2 


— 


l-MeCXX:-2-Me-Bu 


1-512 


4 


CONHSO2 





CH2CH2SO3H 


1-513 


4 


CONHSO2 


— 


OH 


1-514 


4 


CONHSO2 


— 


MeO 


1-515 


4 


CX)NHS02 


— 


EtO 


1-516 


4 


CONHSO2 


— 


PiO 


1-517 


4 


CONHSO2 




iPrO 


1-518 


4 


CONHSO2 




BttO 


1-519 


4 


CONHSO2 




(BuO 


1-520 


4 


CONHSO2 




sBuO 
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Cpd. 
No. 


k 


A 


B 


n 1 


1-S21 


4 


CONHSO2 


— 


rBuO 


1-522 


4 


CONHSO2 




HxO 


1-523 


4 


CONHSO2 


— 


PhO 


1-524 


4 


CONHSO2 


— 


BzO 


1-525 


4 


CONHSO2 


— 


Z-l 


1-526 


4 


CONHSO2 


— 


Z-2 


1-527 


4 


CONHSO2 


— 


Z-3 


1-528 


4 


CONHSO2 


— 


Z-4 


1-529 


4 


CONHSO2 


— 


Z-5 


1-530 


4 


CONHSO2 


— 


Z-6 


1-531 


4 


CONHSO2 


— 


Z-7 


1-532 


4 


CONHSO2 


— 


Z-8 


1-533 


4 


CONHSO2 


■ — 


Z-9 


1-534 


4 


CONHSO2 


— 


Z-10 


1-535 


4 


CONHSO2 


— 


Z-11 


1-536 


4 


CONHSO2 


— 


Z-12 


1-537 


4 


CONHSO2 


— 


3-Py 


1-538 


4 


CONHSO2 


— 


4-Py 


1-539 


4 


CONHSO2 


NH 


H 


1-540 


4 


CONHSO2 


NH 


Ph 


1-541 


4 


CONHSO2 


NH 


2-Me-Ph 


1-542 


4 


CONHSO2 


NH 


4-Me.Ph 


1-543 


4 


CONHSO2 


NH 


2,4-diMe-Ph 


1-544 


4 


CONHSO2 


NH 


3,4-diMe-Ph 
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TahlelfconU 



Cpd. 
No. 


k 


A 


B 




1-545 


4 


CONHSO2 


NH 


2-(CF3)Ph 


1-546 


4 


CONHSO2 


NH 


4-(CF3)Ph 


1-547 


4 


CONHSO2 


NH 


2-MeOPh 


1-548 


4 


CONHSO2 


NH 


4-MeOPh 


1-549 


4 


CONHSO2 


NH 


2-EtOPh 


1-550 


4 


CONHSO2 


NH 


4-EtOPh 


1-551 


4 


CONHSO2 


NH 


2-HOPh 


1-552 


4 


CONHSO2 


NH 


4-HOPh 


1-553 


4 


CONHSO2 


NH 


2-(HOOC)Ph 


1-554 


4 


CONHSO2 


NH 


4-(HOOC)Ph 


1-555 


4 


CONHSO2 


NH 


2-(MeOOC)Ph 


1-556 


4 


CONHSO2 


NH 


4-(MeOOC)Ph 


1-557 


4 


CONHSO2 


NH 


2-(EtOOC)Ph 


1-558 


4 


CONHSO2 


NH 


4-(EtOOC)Ph 


1-559 


4 


<X)NHS02 


NH 


2-(/BttOOC)Ph 


1-560 


4 


CONHSO2 


NH 


4-(/BuOOC)Ph 


1-561 


4 


CONHSO2 


NH 


2-Cl-Ph 


1-562 


4 


CONHSO2 


NH 


4-a-Ph 


1-563 


4 


CX)NHS02 


NH 


2-Br-Ph 


1-564 


4 


CONHSO2 


NH 


4-Br-Ph 


1-565 


4 


CONHSO2 


NH 


2-I-Ph 


1-566 


4 


CONHSO2 


NH 


4-I-Ph 


1-567 


4 


CONHSO2 


NH 


2-N02-Ph 


1-568 


4 


CONHSO2 


NH 


4-N02-Ph 
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TaWe 1 (CQBt.) 



Cpd. 
No. 


k 


A 


B 


Rl 


1-569 


4 


CONHSO2 


NH 


2-NH2-Ph 


1-570 


4 


CONHSO2 


NH 


4-NH2-Ph 


1-571 


4 


CONHSO2 


NH 


2-(H03S)Ph 


1-572 


4 


CONHSO2 


NH 


4-(H03S)Ph 


1-573 


4 


CONHSO2 


NH 


2-(NH202S)Ph 


1-574 


4 


CONHSO2 


NH 


4-(NH202S)Ph 


1-575 


4 


CONHSO2 


NH 


2-CN-Ph 


1-576 


4 


CONHSO2 


NH 


4-CN-Ph 


1-577 


4 


CONHSO2 


NH 


2-(HOCH2)Ph 


1-578 


4 


CONHSO2 


NH 


4-(HOCH2)Ph 


1-579 


4 


CONHSO2 


NH 


Me 


1-580 


4 


CONHSO2 


NH 


Et 


1-581 


4 


CONHSO2 


NH 


Pr 


1-582 


4 


CONHSO2 


NH 


iPr 


1-583 


4 


CONHSO2 


NH 


Bu 


1-584 


4 


CONHSO2 


NH 


HOOCCH2- 


1-585 


4 


CONHSO2 


NH 


MeOOCCH2- 


1-586 


4 


CONHSO2 


NH 


MeCH(COOH) 


1-587 


4 


CONHSO2 


NH 


HOOC-(CH2)2- 


1-588 


4 


CONHSO2 


NH 


MeCH(COOMe) 


1-589 


4 


CONHSO2 


NH 


l-HOOC-iBu 


1-590 


4 


CONHSO2 


NH 


1-MeOOC-iBu 


1-591 


4 


CONHSO2 


NH 


1-HOOC-iPn 


1-592 


4 


CONHSO2 


NH 


1-MeOOC-iPn 
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TahleKcoiiU 



No. 


1 


A 


B 1 


d1 


1-593 


4 


CONHSO2 


NH 


l-HOOC-2-Me-Bu 


1-594 


4 


CONHSO2 


NH 


l-MeOOC-2-Me-Bu 


1-595 


4 


CONHSO2 


NH 


CH2CH2SO3H 


1-596 


4 


CONHSO2 


NH 


OH 


1-597 


4 


CONHSO2 


NH 


MeO 


1-598 


4 


CONHSO2 


NH 


EtO 


1-599 


4 


CONHSO2 


NH 


Pro 


1-600 


4 


CONHSO2 


NH 


iPiO 


1-601 


4 


CONHSO2 


NH 


BuO 


1-602 


4 


CONHSO2 


NH 


iBuO 


1-603 


4 


CONHSO2 


NH 


sBnO 


1-604 


4 


CONHSO2 


NH 


tBnO 


1-605 


4 


CONHSO2 


NH 


HxO 


1-606 


4 


CONHSO2 


NH 


PhO 


1-607 


4 


CONHSO2 


NH 


BzO 


1-608 


4 


CONHSO2 


NH 


Z-1 


1-609 


4 


CONHSO2 


NH 


Z-2 


1-610 


4 


CONHSO2 


NH 


Z-3 


1-611 


4 


CONHSO2 


NH 


Z-4 


1-612 


4 


CONHSO2 


NH 


Z-5 


1-613 


4 


CONHSO2 


NH 


Z-6 


1-614 


4 


CONHSO2 


NH 


Z-7 


1-615 


4 


CONHSO2 


NH 


Z-8 


1-616 


4 


CONHSO2 


NH 


Z-9 
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Table 1 fcoBLl 



Cpd. 
No. 


k 


A 


B 


Rl 


1-617 


4 


CONHSO2 


NH 


Z-10 


1-618 


4 


CONHSO2 


NH 


Z-ll 


1-619 


4 


CONHSO2 


NH 


Z-12 


1-620 


4 


CONHSO2 


NH 


3-Py 


1-621 


4 


CONHSO-? 


NH 


4-Pv 


l-OZZ 


A 








1 AOI 








Fll 


1-624 


4 


NHCO 




2-Me-Ph 


1-625 


4 


NHCO 




4-Me-Ph 


1-626 


4 


NHCO 




2,4-diMe-Ph 


1-627 


4 


NHCO 




3.4-diMe-Ph 


1-628 


4 


NHCO 




2-(CF'»)Ph 




4 








1-O30 


4 


NHCO 




2-MeOPn 


1 /til 
I -Oil 


4 






4-MeOPn 




4 


NHCU 




2-EtOrh 




4 






4-litUPn 


1-0 J4 


4 






z-HUFn 


1-0 J 5 


4 






4-HUPn 


1-oJo 


4 






2-(HOOC)Ph 


1-037 


A 

4 


NHCO 




4-(HOOC)Ph 












1-639 


4 


NHCO 




4-(MeOOC)Ph 


1-640 


4 


NHCO 




2-(EtOOC)Ph 


1-641 


4 


NHCO 




4-(EtOOC)Ph 


1-642 


4 


NHCO 




2-(<BuOOC)Ph 
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Tabic 1 (conU 



Cpd. 

No. 


k 


A 


B 


Rl 


1-0*1' J 


A 






dULaJL* )rn 


1 AAA 


A 
H 










A 
H 








1-646 


4 


NHCO 




2-Br-Ph 


1-647 


4 


NHCO 




4-Br-Ph 


1-648 


4 


NHCO 




2-I-Ph 


1-649 


4 


NHCO 


_ 


4-I-Ph 


1-650 


4 


NHCO 





2-N02-Ph 


1-651 


4 


NHCO 





4-N02-Ph 


1-652 


4 


NHCO 


_ 


2-NH2-Ph 


1-653 


4 


NHCO 





4-NH2-Ph 


1-654 


4 


NHCO 




2-(H03S)Ph 


1-655 


4 


NHCO 




4-(H03S)Ph 


1-656 


4 


NHCO 




2-(NH202S)Ph 


1-657 


4 


NHCO 




4-(NH202S)Ph 


1-658 


4 


NHCO 




2-CN-Ph 


1-659 


4 


NHCO 




4-CN-Ph 


1-660 


4 


NHCO 




2-fHOCH'5)Ph 


l-OOl 


>i 
*f 






4-(JrlUCrl2^"n 


1-662 


4 


NHCO 




Me 


1-OOj 


*f 








1-664 


4 


NHCO 




Pr 


1-665 


4 


NHCO 




iPr 


1-666 


4 


NHCO 




Bu 


1-667 


4 


NHCO 




HOOCCH2- 


1-668 


4 


NHCO 




MeOOCCH2- 
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Table 1 fcnnti) 



Cpd. 


k 


A 


B 




1-669 


4 


NHCO 




MeCH(COOH) 


1-670 


4 


NHCO 




HOOC-(CH2)2- 


1-671 


4 


NHCO 




MeCH(COOMe) 


1-672 


4 


NHCO 




1-HOOC-iBu 


1-673 


4 


NHCO 




1-HOOC-iPn 


1-674 


4 


NHCO 




l-HOOC-2-Me-Bu 


1-675 


4 


NHCO 




CH2CH2SO3H 


1-676 


4 


NHCO 




MeO 


1-677 


4 


NHCO 




EtO 


1-678 


4 


NHCO 




PtO 

X xvy 


1-679 


4 


NHCO 




Z-1 


1-680 


4 


NHCO 




Z.2 


1-681 


4 


NHCO 






1-682 


4 








1-683 


4 


NHCO 




7-^ 


U684 


4 


NHCO 

l^X xx^v/ 




7.6 


1-685 


4 


NHCO 




7.7 


1-686 


4 


NHCO 




7-8 


1-687 


4 


NHCO 




7-9 


1-688 


4 


NHCO 




7-10 


1-689 


4 


NHCO 

X^XXX^X/ 




7-1 1 


1-690 


4 


NHCO 

x^xxv^v/ 




7-1 9 


1-691 


4 


NHCO 




3-Pv 


1-692 


4 


NHCO 




4.Py 


1-693 


4 


NHCO 


NH 


H 


1-694 


4 


NHCO 


NH 


Ph 


1-695 


4 


NHCO 


NH 


2-Me-Ph 
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Tahl* 1 rMint.\ 



Cpd. 
No. 


k 


A 


B 




1-696 


4 


NHCO 


NH 


4-Me-Ph 


1-697 


4 


NHCO 


NH 


2.4-diMe-Ph 


1-698 


4 


NHCO 


NH 


3,4.diMe-Ph 


1-699 


4 


NHCO 


NH 


2-(CF^)Ph 




A 




XTTJ 
IN 11 


4-(,Cr3JFn 


1-701 


4 


NHCO 


NH 


2-MeOPh 


1-702 


4 


NHCO 


NH 


4-MeOPh 


1-703 


4 


NHCO 


NH 


2-EtOPh 


1-704 


4 


NHCO 


NH 


4-EtOPh 


1-705 


4 


NHCO 


NH 


2-HOPh 


1-706 


4 


NHCO 


NH 


4-HOPh 


1-707 


4 


NHCO 


NH 


2-(HOOC)Ph 


1-708 


4 


NHCO 


NH 


4-(HOOC)Ph 


1-709 


4 


NHCO 


NH 


2-(MeOOC)Ph 


1-710 


4 


NHCO 


NH 


4-(MeOOC)Ph 


1-711 


4 


NHCO 


NH 


2-(EtOOC)Ph 


1-712 


4 


NHCO 


NH 


4-(EtOOC)Ph 


1-713 


4 


NHCO 


NH 


2-(/BuOOC)Ph 


1-714 


4 


NHCO 


NH 


4-(/BuOOC)Ph 


1-715 


4 


NHCO 


NH 


2-Cl-Ph 


1-716 


4 


NHCO 


NH 


4-Cl-Ph 


1-/1/ 




NnCU 


XTU 


2-Br-Pn 


1-718 


4 


NHCO 


NH 


4-Br-Ph 


1-719 


4 


NHCO 


NH 


2-I-Ph 


1-720 


4 


NHCO 


NH 


4-I-Ph 


1-721 


4 


NHCO 


NH 


2.N02-Ph 


1-722 


4 


NHCO 


NH 


4-N02-Ph 
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Tahle 1 (eimtA 



Cpd. 
No. 


k 


A 


D 


Rl 


1-723 


4 


NHCO 


NH 


2-NH2-Ph 


1-724 


4 


NHCO 


NH 


4-NH2-Ph 


1-725 


4 


NHCO 


NH 


2-(H03S)Ph 


1-726 


4 


NHCO 


NH 


4-(H03S)Ph 


1-727 


4 


NHCO 


NH 


2-(NH202S)Ph 


1-728 


4 


NHCO 


NH 


4-(NH202S)Ph 


1-729 


4 


NHCO 


NH 


2-CN-Ph 


1-730 


4 


NHCO 


NH 


4-CN.Ph 


1-731 


4 


NHCO 


NH 


2-(HOCH2)Ph 


1-732 


4 


NHCO 


NH 


4-(HOCH2)Ph 


1-733 


4 


NHCO 


NH 


Me 


1-734 


4 


NHCO 


NH 


Et 


1-735 


4 


NHCO 


NH 


Pr 


1-736 


4 


NHCO 


NH 


iPr 


1-737 


4 


NHCO 


NH 


Bu 


1-738 


4 


NHCO 


NH 


HOOCCH2- 


1-739 


4 


NHCO 


NH 


MeOOCCH2- 


1-740 


4 


NHCO 


NH 


MeCH(COOH) 


1-741 


4 


NHCO 


NH 


HOOC-(CH2)2- 


1— /*tit 


A 




NH 


MeCHfCOOMe'4 


1— fVJ 


4 


NHCO 


NH 


l-HOOC-iBu 


1-744 


4 


NHCO 


NH 


1-MeOOC-iBu 


1-745 


4 


NHCO 


NH 


1-HOOC-iPn 


1-746 


4 


NHCO 


NH 


l-MeOOC-iPn 


1-747 


4 


NHCO 


NH 


l-HOOC-2-Me-Bu 


1-748 


4 


NHCO 


NH 


l-MeOOC-2-Me.Bu 
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Tahte I fconU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-749 


4 


NHCO 


NH 


CHoCHoSOiH 




A 




INtl 




1-751 


4 




VTLJ 
Nil 


Meu 


1-752 


4 


NHCO 


VTTT 

NH 


EtO 


1-753 


4 


NHCO 


NH 


PrO 


1-754 


4 


NHCO 


VTTT 

NH 


iPrO 


1-755 


4 


NHCO 


NH 


BuO 


1-756 


4 


NHCO 


XTXJ 

NH 


-*TV-- 

loUU 


1-757 


4 


NHCO 


NH 




1-758 


4 


NHCO 


XTTJ 

Nn 




1-759 


4 


NHCO 


NH 


HxU 


1-760 


4 


NHCO 


■VTTT 

NH 


PnO 


1-761 


4 


NHCO 


NH 


BzO 


1-762 


4 


NHCO 


NH 


Z-1 


1-763 


4 


NHCO 


NH 


Z-2 


1-764 


4 


NHCO 


NH 


Z-3 


1-765 


4 


NHCO 


NH 


Z-4 


1-766 


4 


NHCO 


NH 


Z-5 


1-767 


4 


NHCO 


VITT 

NH 


Z-6 


1-768 


4 


NHCO 


VTTT 

NH 


Z-7 


1-769 


4 


NHCO 


VTTT 

NH 


Z-8 


1-770 


4 


NHCO 


V.TTT 

NH 


far A 

Z-9 


1-/ / 1 


*\ 




XTtr 
iNri 


7 in 


1-772 


4 


NHCO 


NH 


Z-ll 


1-773 


4 


NHCO 


NH 


Z-12 


1-774 


4 


NHCO 


NH 


3-Py 


1-775 


4 


NHCO 


NH 


4-Py 
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Table KwnU 



Cpd. 

IMO. 


k 


A 


B 




1-776 


4 


NHCO 


NMe 


Ph 


1-777 


4 


NHCO 


NMe 


2-Me-Ph 


1-778 


4 


NHCO 


NMe 


4-Me-Ph 


1-779 


4 


NHCO 


NMe 


2,4-diMe-Ph 


1-780 


4 


NHCO 


NMe 


3,4-diMe-Ph 


1-781 


4 


NHCO 


NMe 


2-(CF3)Ph 


1-782 


4 


NHCO 


NMe 


4-(CF3)Ph 


1-783 


4 


NHCO 


NMe 


2-MeOPh 


1-784 


4 


NHCO 


NMe 


4-MeOPh 


1-785 


4 


NHCO 


NMe 


2-EtOPh 


1-786 


4 


NHCO 


NMe 


4-EtOPh 


1-787 


4 


NHCO 


NMe 


2-HOPh 


1-788 


4 


NHCO 


NMe 


4-HOPh 


1-789 


4 


NHCO 


NMe 


2-(HOOC)Ph 


1-790 


4 


NHCO 


NMe 


4-(H00C)Ph 


1-791 


4 


NHCO 


NMe 


2-(MeOOC)Ph 


1-792 


4 


NHCO 


NMe 


4-(MeOOC)Ph 


1-793 


4 


NHCO 


NMe 


2-(EtOOC)Ph 


1-794 


4 


NHCO 


NMe 


4.(EtOOC)Ph 


1-795 


4 


NHCO 


NMe 


2-(rBuOOC)Ph 


1-796 


4 


NHCO 


NMe 


4-(fBuOOC)Ph 


1-797 


4 


NHCO 


NMe 


2-Cl-Ph 


1-798 


4 


NHCO 


NMe 


4-a-Ph 


1-799 


4 


NHCO 


NMe 


2-Br-Ph 


1-800 


4 


NHCO 


NMe 


4-Br-Ph 


1-801 


4 


NHCO 


NMe 


2-I-Ph 


1-802 


4 


NHCO 


NMe 


4-I-Ph 
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Table 1 (wnU 



No. 


K 


A 


n 
D 


r1 


1-803 


4 


NHCO 


NMe 


2-N02-Ph 


1-804 


4 


NHCO 


NMe 


4-N02-Ph 


1-805 


4 


NHCO 


NMe 


2-NH2-Ph 


1-806 


4 


NHCO 


NMe 


4-NH2-Ph 


1-807 


4 


NHCO 


NMe 


2-(H03S)Ph 


1-808 


4 


NHCO 


NMe 


4-(H03S)Ph 


1-809 


4 


NHCO 


NMe 


2-(NH202S)Ph 


1-810 


4 


NHCO 


NMe 


4.(NH202S)Ph 


1-811 


4 


NHCO 


NMe 


2-CN-Ph 


1-812 


4 


NHCO 


NMe 


4-CN-Ph 


1-813 


4 


NHCO 


NMe 


2-(HOCH2)Ph 


1-814 


4 


NHCO 


NMe 


4-(HOCH2)Ph 


1-815 


4 


NHCO 


NMe 


Me 


1-816 


4 


NHCO 


NMe 


Et 


1-817 


4 


NHCO 


NMe 


Pr 


1-818 


4 


NHCO 


NMe 


iPi 


1-819 


4 


NHCO 


NMe 


Bu 


1-820 


4 


NHCO 


NMe 


HOOCCH2- 


1-821 


4 


NHCO 


NMe 


MeOOCCH2- 


1-822 


4 


NHCO 


NMe 


MeCH(COOH) 


1-823 


4 


NHCO 


NMe 


HOOC-(CH2)2- 


1-824 


4 


NHCO 


NMe 


MeCH(COOMe) 


1-825 


4 


NHCO 


NMe 


1-HOOC-jBu 


1-826 


4 


NHCO 


NMe 


1-MeOOC-jBu 


1-827 


4 


NHCO 


NMe 


1-HOOC-iPn 


1-828 


4 


NHCO 


NMe 


1-MeOOC-iPn 
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Table 1(conU 



Cpd. 
No. 


k 


A 


B 




1-829 


4 


NHCO 


NMe 


l-HOOC-2-Me.Bu 


1-830 


4 


NHCO 


NMe 


l-MeOOC-2-Me-Bu 


1-831 


4 


NHCO 


NMe 


CH2CH2SO3H 

*t A» J 


1-832 


A 

4 






OH 


1 oil 


A 

4 




INlVlC 


MeO 


1-634 


A 

4 






EtO 


1 01C 

l-o35 


A 

4 






PtO 


l-o30 


A 

4 






iPrO 


1 oil 
l-o3/ 


A 

4 




INJVlC 


DuO 


1 Q^Q 

1-oJo 


A 

4 






fRiiO 


1 Old 


A 

4 






c'RilO 


1 0>l A 

l-o4U 


A 

4 








1 Oil 1 

1-841 


4 




INJVie 




1-842 


4 




INM.C 




1-843 


4 




iNMe 


JDZVy 


1 O A A 

1-844 


4 




InMC 




1 OAS 

1-845 


4 




iNMc 




1-845 


4 




INlVlc 




1-847 


4 




INMc 




1-848 


4 








1 OAC% 


A 

4 








f OCA 

1-850 


4 




XJ\ifA 


7-7 




4 


NHCO 


NMe 


Z-8 


1-852 


4 


NHCO 


NMe 


Z-9 


1-853 


4 


NHCO 


NMe 


Z-10 


1-854 


4 


NHCO 


NMe 


Z-11 


1-855 


4 


NHCO 


NMe 


Z-12 
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Tahlft 1 (CMLI 



Cpd. 
No. 


k 


A 


B 




1-856 


4 


NHCO 


NMe 


3-Py 


1-857 


4 


NHCO 


NMe 


4-Py 


1-858 


4 


NHCO 


NHNH 


H 


1-859 


4 


NHCO 


NHNH 


Me 


1-860 


4 


NHCO 


NHNH 


£t 


1-861 


4 


NHCO 


NHNMe 


Me 


1-862 


4 


NHCO 


NHNMe 


Et 


1-863 


4 


NHCO 


NHNMe 


Pr 


1-864 


4 


NHCONHNHCO 


NH 


H 


1-865 


4 


NHCONHNHCO 


NH 


Ph 


1-866 


4 


NHCONHNHCO 


NH 


2-Me-Ph 


l-oO/ 


A 
H 




iNjn 


4-Me-Ph 




A 






2 4-diMe-Ph 




*T 




NH 


3 4-diM e-Ph 




*T 


NHPONHNHCO 


NH 


2-fCF^WIi 


1-871 


4 


NHCONHNHCO 


XTXJ 




1-872 


4 


NHCONHNHCO 


NH 


2-MeOPh 


1-873 


4 


NHCONHNHCO 


NH 


4-MeOPh 


1-874 


4 


NHCONHNHCO 


NH 


2-EtOPh 


1-875 


4 


NHCONHNHCO 


NH 


4-EtOPh 


1-876 


4 


NHCONHNHCO 


NH 


2-HOPli 


1-877 


4 


NHCONHNHCO 


NH 


4-HOPh 


1-878 


4 


NHCONHNHCO 


NH 


2-(H00C)Ph 


1-879 


4 


NHCONHNHCO 


NH 


4-(H00C)Ph 


1-880 


4 


NHCONHNHCO 


NH 


2-(MeOOC)Ph 


1-881 


4 


NHCONHNHCO 


NH 


4-(MeOOC)Ph 


1-882 


4 


NHCONHNHCO 


NH 


2-(EtOOC)Ph 
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Tahtel ^rnnLi 



Cpd. 
No. 


k 


A 


B 




1-883 


4 


NHCONHNHCO 


NH 


4-(EtOOQPh 


1-884 


4 


NHCONHNHCO 


NH 


2-(/BuOOC)Ph 


1-885 


4 


NHCONHNHCO 


NH 


4-(/BuOOC)Ph 


1-886 


4 


NHCONHNHCO 


NH 


2-CI-Ph 


1-887 


4 


NHCONHNHCO 


NH 


4-Cl-Ph 


l-ooo 


4 


NHCONHNHCO 


NH 


2-Br-Ph 


1-889 


4 




XNXl 


A Tir Ok 
*r-IJr-rIi 


1-890 


4 


NHCONHNHCO 


NH 


2-I-Ph 


1-891 


4 


NHCONHNHCO 


NH 


4-I-Ph 


1-892 


4 


NHCONHNHCO 


NH 


2.N02-Ph 


1-893 


4 


NHCONHNHCO 


NH 


4-N02-Ph 


1-894 


4 


NHCONHNHCO 


NH 


2-NH2-Ph 


1-895 


4 


NHCONHNHCO 


NH 


4-NH2-Ph 


1-896 


4 


NHCONHNHCO 


NH 


2-(H03S)Ph 


1-897 


4 


NHCONHNHCO 


NH 


4-(HOiS)Ph 


1-898 


4 


NHCONHNHCO 


NH 


2-fNHoOoS)Ph 


1-899 


4 


NHCONHNHCO 


NH 


4-(NHoO'>S)Ph 


1-900 


4 


NHCONHNHPO 






1-901 

I. ^V/ 1 


4 


NHCONTTNHrO 






1-902 


A 
*t 


ri \>/ v/i^ niy nv> v/ 






1-903 


4 


NHCONHNHCO 


NH 


4-(HOCH2)Ph 


1-904 


4 


NHCONHNHCO 


NH 


Me 


1-905 


4 


NHCONHNHCO 


NH 


Et 


1-906 


4 


NHCONHNHCO 


NH 


Pr 


1-907 


4 


NHCONHNHCO 


NH 


iPr 


1-908 


4 


NHCONHNHCO 


NH 


Bu 



47 



EP 0 869 126 A1 



Table 1 (wmO 



Cpd. 

No. 


k 


A 


B 




1-909 


4 


NHCONHNHCO 


NH 


HOOCCH2- 


1-910 


4 


NHCONHNHCO 


NH 


MeOOCCH2- 


1-911 


4 


NHCONHNHCO 


NH 

l^XX 


ivicv^xx^v*' Vy^^n ) 


1-912 


4 








1-913 


4 


NHCONHNHCO 


NH 


MeCH(COOMe) 


1-914 


4 


NHCONHNHCO 


NH 


1-HOOC-fBu 


1-915 


4 


NHCONHNHCO 


NH 


1-MeOOC-iBu 


1-916 


4 


NHCONHNHCO 


l^xx 




1-917 


4 


NHCONHNHCO 


NH 




1-918 


4 


NHCONHNHCO 

1 — X X>m<'>m/JI^X XX^XX^X^ 


MH 

A^XX 


I -nvVi/v.r-^-ivic-isu 


1-919 


4 


NHCONHNHCO 

1 ^ X XXm' V/X ^ A Xi ^ X X V> V/ 


NH 






A 
•t 




INIl 


Crl2Cxl22>vl3rl 


1-921 


4 


NHCONHNHCO 


NH 


OH 


1-922 


4 


^ TV ^^-^ l^k TV ^^^^^ 

NHCONHNHCO 


NH 


MeO 


1-923 


4 


NHCONHNHCO 


NH 


EtO 


1-924 


4 


NHCONHNHCO 


NH 


PrO 


1-925 


4 


NHCONHNHCO 


NH 


iPrO 


1-926 


4 


NHCONHNHCO 


NH 


BuO 


1-927 


4 


NHCONHNHCO 


NH 


/BuO 


1-928 


4 


NHCONHNHCO 


NH 


^BuO 


i-y2y 


4 


NHCONrlNMCO 


NH 


/BuO 


1-930 


4 


NHCONHNHCO 


NH 


HxO 


1-7J i 


*t 


'MHr'OKiwMHr'n 

IN£lv^\^INriJNXl\,yLI 


MIT 


rilU 


1-932 


4 


NHCONHNHCO 


NH 


BzO 


1-933 


4 


NHCONHNHCO 


NH 


Z-1 


1-934 


4 


NHCONHNHCO 


NH 


Z-2 


1-935 


4 


NHCONHNHCO 


NH 


Z-3 
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T«hleirconU 



Cpd. 
No. 


11 


A 




Rl 




*T 


NHCONHNHCO 


NH 


Z-4 


i^yD / 


A 

*T 


NHCONHNHCO 


NH 


Z-5 




4 


NHCONHNHCO 


NH 


Z-6 




4 


NHCONHNHCO 


NH 


Z-7 






KHCONHNHCO 


NH 


Z-8 








NH 


Z-9 




A 

4 


l>j XT V-' IN rxl> XX V-' v-^ 


NH 


Z-10 








NH 


Z-ll 


1 OAA 


A 
*r 


MHrONHNHCO 


NH 


Z.12 




A 
*r 


NHCONHNHCO 


NH 


3-Py 




A 


NHCONHNHCO 


NH 


4-Py 


1-047 


4 


NHCONHCO 




H 




4 


NHCONHCO 




Ph 


1-949 


4 


NHCONHCO 




2-Me.Ph 


1-950 


4 


NHCONHCO 





4-Me-Ph 


1-951 


4 


NHCONHCO 





2,4-diMe-Ph 


1-952 


4 


NHCONHCO 





3,4-diMc-Ph 


1-953 


4 


NHCONHCO 





2-(CF3)Ph 


1-954 


4 


NHCONHCO 




4-(CF3)Ph 


LOSS 


4 


NHCONHCO 




2-MeOPh 




4 


NHCONHCO 

X ^ X X^^ ^^X ^ X X^v^ 




4-MeOPh 




4 


NHCONHCO 

X ^ X X v^x^x ^ X X 




2-EtOPh 


1-958 


4 


NHCONHCO 




4-EtOPh 


1-959 


4 


NHCONHCO 




2-HOPh 


1-960 


4 


NHCONHCO 




4-HOPh 


1-961 


4 


NHCONHCO 




2-(HOOC)Ph 


1-962 


4 


NHCONHCO 




4-(HOOC)Ph 
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Table Ifennt.^ 



Cpd. 

No. 


k 


A 


B 


Rl 


1-963 


4 


NHCONHCO 




2-(MeOOC)Ph 


1-964 


4 


NHCONHCO 




4-(MeOOC)Ph 


1-965 


4 


NHCONHCO 




2-(EtOOQPh 


1-966 


4 


NHCONHCO 




4-(EtOOC^Ph 


1-967 


4 


NHCONHCO 




2-/'/BuOOC^Ph 

A^iJJllv^V-rx-' /X 11 




4 


NHCONHCO 








A 

*T 


IN ri.\^ v/iN n.\^ w 








A 






*r-V*l-lrll 


1-971 


4 


NHCONHCO 




2-Br-Ph 


1-972 


4 


NHCONHCO 




4.Br.Ph 


1-973 


4 


NHCONHCO 





2-I-Ph 


1-974 


4 


NHCONHCO 





4-I-Ph 


1-975 


4 


NHCONHCO 





2-N02-Ph 


1-976 


4 


NHCONHCO 





4-N02-Ph 


1-977 


4 


NHCONHCO 





2-NH2-Ph 


1-978 


4 


NHCONHCO 





4-NH2-Ph 


1-979 


4 


NHCONHCO 





2-(H03S)Ph 


1-980 


4 


NHCONHCO 




4-(H03S)Ph 


1-981 


4 


NHCONHCO 




2-(NH202S)Ph 


1-982 


4 


NHCONHCO 




4-(NH202S)Ph 


1-983 


4 


NHCONHCO 




2-CN-Ph 


1-984 


4 


NHCONHCO 




4-CN-Ph 


1-985 


4 


NHCONHCO 




2-(HOCH2)Ph 


1-986 


4 


NHCONHCO 




4-(HOCH2)Ph 


1-987 


4 


NHCONHCO 




Me 


1-988 


4 


NHCONHCO 




Et 
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Table KcoaU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-989 


4 


NHCONHCO 




Pr 


1-990 


4 


NHCONHCO 




iPr 


1-991 


4 


NHCONHCO 




Bu 


1-992 


4 


NHCONHCO 


_ 


HOOCCH2- 


1-993 


4 


NHCONHCO 




MeOOCCH2- 


1-994 


4 


NHCONHCO 




MeCH(COOH) 


1-995 


4 


NHCONHCO 




HOOC-(CH9)o- 




*T 








1-007 










1 OOfi 

l-5r5fo 


A 








1-999 


4 


NHCONHCO 




l-HOOC-iPn 

A XXX^^^^^ tX U 


1-1000 


4 


NHCONHCO 




l-MeOOC-fPn 


1-1001 


4 


NHCONHCO 




1 X ivy w w-A»— IVlw— D U 


1-1002 


4 


NHCONHCO 






1-1003 


4 


NHCONHCO 






1 1 ATIA 


A 






Meu 


1-1 nn^ 


A 
*f 








1 -lUVQ 




isjHPriMHr'n 




rrU 






IN n ^^iN nv^ v-r 






1.1 OOR 










1 1 000 

1-1 \}\r7 


A 
*t 


IN n wiNriv^vi 






1-1010 


4 


NHCONHCO 






1-1011 


4 


NHCONHCO 




<BuO 


1-1012 


4 


NHCONHCO 




HxO 


1-1013 


4 


NHCONHCO 




PhO 


1-1014 


4 


NHCONHCO 




BzO 
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Tabic Ifeoflt.) 



Cpd. 
No. 


k 


A 


B 


Pl 


1-1015 


4 


NHCONHCO 


— 


Z-1 


1-1016 


4 


NHCONHCO 


— 


Z-2 


1-1017 


4 


NHCONHCO 


— 


Z-3 


1-1018 


4 


NHCONHCO 


— 


Z-4 


1-1019 


4 


NHCONHCO 


— 


Z-5 


1-1020 


4 


NHCONHCO 


— 


Z-6 


1-1021 


4 


NHCONHCO 


— 


Z-7 


1-1022 


4 


NHCONHCO 


— 


Z-8 


1-1023 


4 


NHCONHCO 


— 


Z-9 


1-1024 


4 


NHCONHCO 


— 


Z-10 


1-1025 


4 


NHCONHCO 


— 


Z-11 


1-1026 


4 


NHCONHCO 




Z-12 


1 -1097 










1-1028 


4 


NHCONHCO 




4-Py 


1-1029 


4 


NHCONHSO2 




H 


1-1030 


4 


NHCONHSO2 




Ph 


1-1031 


4 


NHCONHSO2 




2-Mc-Ph 


1-1032 


4 


NHCONHSO2 




4-Me-Ph 


1-1033 


4 


NHCONHSO2 




2,4-diMe-Ph 


1-1034 


4 


NHCONHSO2 




3.4-diMe-Ph 


1-1035 


4 


NHCONHSO2 




2-(CF3)Ph 


1-1036 


4 


NHCONHSO2 




4-(CF3)Ph 


1-1037 


4 


NHCONHSO2 




2-MeOPh 


1-1038 


4 


NHCONHSO2 




4-MeOPh 


1-1039 


4 


NHCONHSO2 




2-EtOPh 
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Tahlal fmnt.^ 



Cpd. 
No. 


k 


A 


B 




1-1040 


4 


NHCONHSO2 


— 


4-EtOPh 


1-1041 


4 


NHCONHSO2 


— 


2-HOPh 


1-1042 


4 


NHCONHSO2 


— 


4-HOPh 


1-1043 


4 


NHCONHSO2 


— 


2-(H00C)Ph 


1-1044 


4 


NHCONHSO2 


— 


4-(HOOC)Ph 


1-1045 


4 


NHCONHSO2 


— 


2-(MeOOC)Ph 


1-1046 


4 


NHCONHSO2 


— 


4-(MeOCX:)Ph 


1-1047 


4 


NHCONHSO2 


— 


2-(EtOOC)Ph 


1-1048 


4 


NHCONHSO2 


— 


4.(EtOOC)Ph 


1-1049 


4 


NHCONHSO2 


— 


2-(rBuOOC)Ph 


1-1050 


4 


NHCONHSO2 


— 


4-(<BuOOC)Ph 


1-1051 


4 


NHCONHSO2 


— 


2-Cl-Ph 


1-1052 


4 


NHCONHSO2 


— 


4-Cl-Ph 


1-1053 


4 


NHCONHSO2 


— 


2-Br-Ph 


1-1054 


4 


NHCONHSO2 


— 


4.Br-Ph 


1-1055 


4 


NHCONHSO2 


— 


2.1-Ph 


1-1056 


4 


NHCONHSO2 


— 


4-I-Ph 


1-1057 


4 


NHCONHSO2 


— 


2-N02-Ph 


1-1058 


4 


NHCONHSO2 


— 


4-N02-Ph 


1-1059 


4 


NHCONHSO2 


— 


2-NH2-Ph 


1-1060 


4 


NHCONHSO2 




4-NH2-Ph 


1-1061 


4 


NHCONHSO2 




2-(H03S)Ph 


1-1062 


4 


NHCONHSO2 




4-(H03S)Ph 


1-1063 


4 


NHCONHSO2 




2-(NH202S)Ph 



53 



EP 0 869 126 A1 
Table 1 ieantA 



Cod 
No. 


If 


A 


D 




1-1064 


4 


NHCONHSO2 





4-(NH202S)Ph 


1-1065 


4 


NHCONHSO2 





2-CN-Ph 


1-1066 


4 


NHCONHSO2 





4-CN-Ph 


1-1067 


4 


NHCONHSO2 





2-(HOCH2)Ph 


1-1068 


4 


NHCONHSO2 





4-(HOCH2)Ph 


1-1069 


4 


NHCONHSO2 





Me 


1-1070 


4 


NHCONHSO2 





Et 


1-1071 


4 


NHCONHSO2 





Pr 


1-1072 


4 


NHCONHSO2 





iPr 


1-1073 


4 


NHCONHSO2 





Bu 


1-1074 


4 


NHCONHSO2 





HOOCCH2- 


1-1075 


4 


NHCONHSO2 





MeOOCCH2- 


1-1076 


4 


NHCONHSO2 





MeCH(COOH) 


1-1077 


4 


NHCONHSO2 





HOOC-(CH2)2- 


1-1078 


4 


NHCONHSO2 





MeCH(COOMe) 


1-1079 


4 


NHCONHSO2 





1-HOOC-iBu 


1-1080 


4 


NHCONHSO2 





1-MeOOC-jBu 


1-1081 


4 


NHCONHSO2 





1-HOOC-iPn 


1-1082 


4 


NHCONHSO2 





l.MeCX)C-/Pn 


1-1083 


4 


NHCONHSO2 





l-HOOC-2-Me-Bu 


1-1084 


4 


NHCONHSO2 




l-MeOOC-2-Me-Bu 


1-1085 


4 


NHCONHSO2 




CH2CH2SO3H 


1-1086 


4 


NHCONHSO2 




OH 


1-1087 


4 


NHCONHSO2 




MeO 
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Table Ifannt.^ 



5 


No 


1 

1 


A 


B 


Rl 




1-1088 


4 


NHCONHSO2 


— 


EtO 


10 


1-1089 


4 


NHCONHSO2 


— 


PrO 




1-1090 


4 


NHCONHSO2 


— 


jPiO 




1-1091 


4 


NHCONHSO2 


— 


BuO 


IS 


1-1092 


4 


NHCONHSO2 


— 


(BuO 




1-1093 


4 


NHCONHSO2 


— 


sBuO 


zu 


1-1094 


4 


NHCONHSO2 


— 


fBuO 




1-1095 


4 


NHCONHSO2 




HxO 




1-1096 


4 


NHCONHSO2 





PhO 


25 


1-1097 


4 


NHCONHSO2 


— 


BzO 




1-1098 


4 


NHCONHSO2 


— 


Z-1 


30 


1-1099 


4 


NHCONHSO2 


— 


Z-2 




1-1100 


4 


NHCONHSO2 


— 


Z-3 


3S 


1-1101 


4 


NHCONHSO2 


— 


Z-4 


1-1102 


4 


NHCONHSO2 


— 


Z-5 




1-1103 


4 


NHCONHSO2 


— 


Z-6 


40 


1-1104 


4 


NHCONHSO2 


— 


Z-7 




1-1105 


4 


NHCONHSO2 


— 


Z-8 


45 


1-1106 


4 


NHCONHSO2 





Z-9 




1-1107 


4 


NHCONHSO2 


— 


Z-10 




1-1108 


4 


NHCONHSO2 




Z-11 


50 


1-1109 


4 


NHCONHSO2 




Z-12 




1-1110 


4 


NHCONHSO2 




3-Py 


55 


1-1111 


4 


NHCONHSO2 




4-Py 
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Tnhlel rrnnM 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1112 


4 


NHCONHSO2 


NH 


H 


1-1113 


4 


NHCONHSO2 


NH 


Me 


1-1114 


4 


NHCONHSO2 


NH 


Et 


1-1115 


4 


NHCONHSO2 


NH 


Pr 


1-1116 


4 


NHCONHSO2 


NH 


iPr 


1-1117 


4 


NHCONHSO2 


NH 


Bu 


1-1118 


4 


NHCOISIHSO2 


NMe 


Me 


1-1119 


4 


NHCONHSO2 


NMe 


Et 


1-1120 


4 


NHCONHSO2 


NMe 


Pr 


1-1121 


4 


NHCONHSOo 


NMe 


iPr 


1-1122 


4 


NxlCUNrlS02 


NMe 


Bu 


1-1123 


4 


— 


NH 


H 


1-1124 


4 


— 


NH 


Me 


1-1125 


4 


— 


NH 


Et 


1-1126 


4 


— 


NH 


Pr 


1-1127 


4 


— 


NH 


iPr 


1-1128 


4 


— 


NH 


Bu 


1-1129 


4 


CO 


Pyr 


1-1130 


4 


CO 


Pipri 


1-1131 


4 


CO 


Pipra 


1-1132 


4 


CO 


Mor 


1-1133 


4 


CO 


Thmor 


1-1134 


4 


CO 


NHPyr 


1-1135 


4 


CO 


NHPipii 


1-1136 


4 


CO 


NHPipra 


1-1137 


4 


CO 


NHMor 
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Table IfaonU 



Cpd. 
No. 


k 


A 


B Rl 


1 1 1 ^fi 

1*1 I JO 


A 




iNiiiiixnor 


111 

1-1 1 


A 
4 




Pyr 


1-1 14U 


A 

4 


NrlCU 


Pipri 


1 1 1 >i 1 
1-1 141 


4 


NHCU 


Pipra 


1 11 
1 - 1 1 4Z 


A 

4 




Mor 


1 11 A1 
1-1 143 


A 

4 




Thmor 


111 AA 
1*1 144 


4 


JNHCU 


Nriryr 


111 
1-1 14^ 


A 

4 




NHPipn 


111 A£. 

1-1 14o 


4 


NHCO 


vim** 

NHPipra 


111 Al 
1-114/ 


4 




NHMor 


1 1 1 yl Q 
1-1 14o 


4 


JNrlCU 


"V TTTTP1 

NHThmor 


1 - 1 1 4y 


4 


CUNHCO 


Pyr 


1-115U 


4 


CONHCO 


Pipri 


1 1 1 CI 

1-1151 


4 


CONHCO 


Pipra 


1-IIS2 


4 


CONHCO 


Mor 


1-1153 


>• 
4 


CONHCO 


Thmor 


1 11 CA 

I'l 154 


4 


CONHCO 


NHPyr 


1-1155 


4 


CONHCO 




1-1156 


4 


CONHCO 


NHPipra 


1-1157 


4 


CONHCO 


NHMor 


1-1158 


4 


CONHCO 


NHThmor 


1-1159 


4 


CONHSO2 


Pyr 


1-1160 


4 


CONHSO2 


Pipri 


1-1161 


4 


CONHSO2 


Pipra 


1-1162 


4 


CONHSO2 


Mor 


1-1163 


4 


CONHSO2 


Thmcx- 
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Table irgont.^ 



Cpd. 
No. 


k 


A 


B 




1-1164 


4 


CONHSO2 


NHPyr 


1-1165 


4 


CONHSO2 


NHPipri 


1-1166 


4 


CONHSO2 


NHPipra 


1-1167 


4 


CONHSO2 


NHMor 


1-1168 


4 


CONHSO2 


NHThmor 


1-1169 


4 


NHSO2 


NH 


Z-4 


1-1170 


4 


NHSO2 


— 


Me 


1-1171 


4 


NHSO2 


— 


Et 


1-1172 


4 


NHSO2 





Pr 


1-1173 


4 


NHSO2 




CH2CI 


1-1174 


4 


NHSO2 




Ph 


1-1 1 /J 


A 






t-lWC-lrll 


1-1176 


4 


CO 


NMe 


Pb 


1.1177 
1-11/ / 






NMe 


2-Me-Ph 


M178 


4 


CO 




4-Me-rn 


1-1179 


4 


CO 


NMe 


2,4-diMe-Ph 


1-1180 


4 


CO 


NMe 


3,4-diMe-Ph 


1-1181 


4 


CO 


NMe 


2-(CF3)Ph 


1 1 1 fi'> 


*t 




NMe 


4KCF3)Ph 


1-1183 


4 


CO 


NMe 


2-MeOPh 


1-1184 


4 


CO 


NMe 


4-MeOPh 


1-1185 


4 


CO 


NMe 


2-EtOPh 


1-1186 


4 


CO 


NMe 


4-EtOPh 


1-1187 


4 


CO 


NMe 


2-HOPh 


1-1188 


4 


CO 


NMe 


4-HOPh 


1-1189 


4 


CO 


NMe 


2-<HOOC)Ph 
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Tabte 1 (cQut.) 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1190 


4 


CO 


NMe 


4-(HOOC)Ph 


1-1191 


4 


CO 


NMe 


2-(MeOOC^Ph 


1-1192 


4 


CO 


NMe 


4-(McOOC^Ph 


1-1193 
ill ^ J 


4 


CO 


NMe 




i — 1 1 jf*r 


A 

*T 








1-110^ 


A 




iNlYlC 


z^yiowJKjK^ )rti 


ill y\j 


A 

*T 




lilViC 




1-1 1Q7 

1-1 1 2r / 


A 




I^IVIC 


A-v^i** n 


1-11 


4 


CO 


NMe 


*T-V/1-Irll 


1-1199 


4 


CO 


NMe 


2-Br-Ph 


1-1200 


4 


CO 


NMe 


4-Br-Ph 


1-1201 


4 


CO 


NMe 


2-I-Ph 


1-1202 


4 


CO 


NMe 


4-I-Ph 


1-1203 


4 


CO 


NMe 


2-N02-Ph 


1-1204 


4 


CO 


NMe 


4-N02-Ph 


1-1205 


4 


CO 


NMe 


2-NH2-Ph 


1-1206 


4 


CO 


NMe 


4-NH2-Ph 


1-1207 


4 


CO 


NMe 


2-(H03S)Ph 


1-1208 


4 


CO 


NMe 


4-(H03S)Ph 


1-1209 


4 


CO 


NMe 


2-(NH202S)Ph 


1-1210 


4 


CO 


NMe 


4-(NH202S)Ph 


1-1211 


4 


CO 


NMe 


2-CN-Ph 


1-1212 


4 


CO 


NMe 


4-CN-Ph 


1-1213 


4 


CO 


NMe 


2-(H0CH2)Ph 


1-1214 


4 


CO 


NMe 


4-(H0CH2)Ph 


1-1215 


4 


CO 


NMe 


Me 
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Tahte 1 rPftiiO 



Cpd. 
No. 


k 


A 


B 




1-1216 


4 


CO 

^^^^ 


NMe 


Et 


1-1217 


4 


CO 


NMe 


Pr 


1-1218 


4 


CO 


NMe 


iPr 


1-1219 


4 


CO 


NMe 


Bu 


1-1220 


4 


CO 


NMe 


HOOCCH2- 


1-1221 


4 


CO 


NMe 


MeOOCCH2- 


1—1^^^ 


A 








1-1991 




PO 






1-1224 


4 


CO 


NMe 


MeCH(COOMe) 


1-122S 


4 


CO 


NMe 


1-HOOC-iBu 


1-1226 


4 


CO 


NMe 


1-MeOOC-iBu 


1-1 9*57 


J, 




INJVlC 


1 -WOOP-fPw* 




*f 


pn 


INMC 


1 K>r«oop n>** 




•f 




iNJVie 


1 HOOP 0 XifA !>•« 




A 
*k 


PO 


iNJvie 


1 \ifAOr>r^ '5 \irA_T>i« 
1 -i\ievA-i^-/-M.e-i>u 


1 1 97 1 
i-ixj 1 


A 
** 




lNJVLc 


v*ri2^ri2 ^ ^3" 


1-1232 


4 


CO 


NMe 


OH 


1-1233 


4 


CO 


NMe 


MeO 


1-1234 


4 


CO 


NMe 


EtO 


1-1235 


4 


CO 


NMe 


PrO 


1-1236 


4 


CO 


NMe 


iPiO 


1-1237 


4 


CO 


NMe 


BuO 






CO 


NMe 


/BuO 


1-1239 


4 


CO 


NMe 


5BuO 


1-1240 


4 


CO 


NMe 


rBuO 


1-1241 


4 


CO 


NMe 


HxO 


1-1242 


4 


CO 


NMe 


PhO 
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Table 1 (goiiU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1243 


4 


CO 


NMe 


BzO 


1-1244 


4 


CO 


NMe 


Z-1 


1-1245 


4 


CO 


NMe 


Z-2 


1-1246 


4 


CO 


NMe 


Z-3 


1-1247 


4 


CO 


NMe 


Z-4 


1-1248 


4 


CO 


NMe 


Z-5 


1-1249 


4 


CO 


NMe 


Z-6 


1-1250 


4 


CO 


NMc 


Z-7 


1-1251 


4 


CO 


NMe 


Z-8 


1-1252 


4 


CO 


NMe 


Z-9 


1-1253 


4 


CO 


NMe 


Z-10 


1-1254 


4 


CO 


NMe 


Z-11 


1-1255 


4 


CO 


NMe 


Z-12 


1-1256 


4 


CO 


NMe 


3-Py 


1-1257 


4 


CO 


NMe 


4-Py 


1-1258 


4 


CO 


Thiad 


1-1259 


4 


CO 


NHThiad 


1 1 oxn 
1-lZOU 


4 




Thiad 


1-1261 


4 


NHCO 


NHHiiad 


1-1262 


4 


CONHCO 


Thiad 


1-1263 


4 


CONHCO 


NHThiad 


1.1264 


4 


CONHSOl 


Thiad 




A 
*f 




NHThiad 


1-1266 


4 


NHCS 


NH 


H 


1-1267 


4 


NHCS 


NH 


Me 


1-1268 


4 


NHCS 


NH 


Et 


1-1269 


4 


NHCS 


NH 


Ph 
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Table 1 icnnt\ 



Cpd. 
No. 


1' 


1 ^ 


B 


1 


1-1270 


4 


NHCS 


NH 


HOOCCH2- 


1-1271 


4 


NHCS 


NH 


MeOOCCH2- 


1-1272 


4 


NHCS 


NH 


MeCH(COOH) 


1-1273 


4 


NHCS 


NH 


HOOC-(CH2)2- 


1-1274 


4 


NHCS 


NH 


MeCH(COOMe) 


1-1275 


4 


CO 


NH 


HOOC-(CH2)3- 


1-1276 


4 


NHCO 


NH 


HOOC-(CH2)3- 


1-1277 


4 


NHCO 


— 


HOOC-(CH2)3- 


1-1278 


4 


NHCS 


NH 


HOOC-(CH2)3- 


1-1279 


4 


CO 


NH 


MeS02NHC0CH(Me) 


1-1280 


4 


NHCO 


NH 


MeS02NHC0CH(Me) 


1-1281 


4 


NHCO 


— 


MeS02NHC0CH(Me) 


1-1282 


4 


NHCS 


NH 


MeS02NHC0CH(Me) 


1-1283 


4 


_ 


NH 


HOOCCH2- 


1-1284 


4 





NH 


MeOOCCH2- 


1-1285 


4 




NH 


MeCH(COOH) 


1-1286 


4 




NH 


H00C-(CH2b- 


1-1287 


4 




NH 


McCHfCOOMe'J 


1-1288 


4 




NH 




1-1289 


4 


NHCoro 




KJn. 


1-1290 


4 


NHCOCO 




MeO 


1-1291 


4 


NHCOCO 




EtO 


1-1292 


4 


NHCOCO 




PrO 


1-1293 


4 


NHCOCO 




zPrO 


1-1294 


4 


NHCOCO 




BuO 
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Tahl* 1 fenutA 



Cpd. 
No. 


V 


1 


1 ^ ■ 


1 


1-1295 


4 


NHrOTO 




iBuO 


1-1296 


4 


NHPOTO 




^BuO 


1.1 2Q7 


A 

■T 






fBuO 










HxO 


1-1 900 

1-1 








PhO 


1 1 lAA 


4 


NHCUCU 




BzO 






CO 


NH 


H 




< 


CO 


NH 


Ph 


1-1303 


5 


CO 






1-1304 


5 


CO 


NH 


4-Me-Ph 


1-1305 


5 


CO 


NH 


2.4-diMe-Ph 


1-1306 


5 


CO 


NH 


3 4-diMe-Ph 


1-1307 


5 


CO 


NH 










MIX 


4-(CF3)Ph 


1-1309 


5 


CO 


NH 


2-MeOPh 


1-1310 


5 


CO 


NH 


4-MeOPh 


1-1311 


c 


CO 


NH 


2-EtOPh 


i-l J IZ 


c 


CO 


NH 


4-EtOPh 


1 111^ 
1-1313 


5 


CO 


NH 


2-HOPh 


1-13 14 


D 


CO 


NH 


4-HOPh 


1 1 1 c 

1-1315 


5 


CO 


NH 


2-{H00C)Ph 


1 1 "3 1 A 

1-1310 


5 


CO 


NH 


4-(HOOC)Ph 


1-1317 


5 


CO 


IN 11 




1-1318 


5 


CO 


NH 


4-(MeOOC)Ph 


1-1319 


5 


CO 


NH 


2-(EtOOC)Ph 


1-1320 


5 


CO 


NH 


4-(EtOOC)Ph 


1-1321 


5 


CO 


NH 


2-(/BuOOC)Ph 
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Table I fgonU 



Cpd 
No. 


k 


A 


B 


Rl 


1-1322 


5 


CO 


NH 


4-(/BuOOC)Pn 


1-1323 


5 


CO 


NH 


2-Ci-rn 


1-1324 


5 


CO 


XTTT 

NH 


4-d-rn 




< 


CO 


NH 


2-Br-Ph 


1-1326 


5 


CO 


NH 


4-Br-Ph 


1-1327 


5 


CO 


NH 


2-I-Ph 


1-1328 


5 


CO 


NH 


4-I-Ph 


1-1329 


5 


CO 


NH 


2-N02-Ph 


1-1330 


5 


CO 


NH 


4-N02-Ph 


1-1331 


5 


CO 


NH 


2-NH2-Ph 


1-1332 


5 


CO 


NH 


4-NH2-Ph 


1-1333 


5 


CO 


NH 


2-(H03S)Ph 


1-1334 


5 


CO 


NH 


4-(H03S)Ph 


1-1335 


5 


CO 


NH 


2-(NH202S)Ph 


1-1336 


5 


CO 


NH 


4-{NH202S)Ph 


1-1337 


5 


CO 


NH 


2-CN-Ph 


1-1338 


5 


CO 


NH 


4-CN-Ph 


1-1339 


5 


CO 


NH 


2-flIOCH9)Ph 


1 1 lyflA 

1-1 34U 










1-1341 


5 


CO 


NH 


Me 


1-134^ 


c 






c« 

cX 


1-1343 


5 


CO 


NH 


Pr 


1-1344 


5 


CO 


NH 


iPr 


1-1345 


5 


CO 


NH 


Bu 


1-1346 


5 


CO 


NH 


HOOCCH2- 


1-1347 


5 


CO 


NH 


MeOOCCH2- 
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Tabic 1 (cont.) 



Cpd. 
No, 


k 


A 


B 


Rl 


1-1348 


5 


CO 


NH 


MeCH(COOH) 


1-1349 


5 


CO 


NH 


HOOC-(CH2)2- 








IN XX 






c 
J 


KJJ 


INti 


1 UOOi^ .Oil 

l-nUUC-JoU 


1 1 1 o 

1-1332 


5 


CO 


NH 


1-MeOOC-iBu 


X — 




ro 


NH 


l-HOOT-fPn 


1-1354 


5 

<j 


CO 


NH 




1-1355 


5 


CO 


NH 


1 -HOOC-2-Me-Bu 


1-1356 


5 


CO 


NH 


1 -MeOOC-2-Me-Bu 


1-1357 


5 


CO 


NH 


CHoCHoSO^H 


1 1 'I CO 


c 




XTLJ 


UH 


1 1 


c 


\JJ 


XTLT 
Mil 


MeO 


l-13oU 




CO 




£tO 


l-13ol 




CU 


XTLT 
NH 


PrO 


1-1362 


5 


CO 


NH 


iPrO 


1-1363 


5 


CO 


NH 


BuO 


1-1364 


5 


CO 


NH 


iBuO 


1-1365 


5 


CO 


XTTT 

NH 


^BuO 


1 1 inc. 


c 


CO 


NH 


ffluO 


1-1367 


c 
3 


CO 


XTLT 

NH 


TT ^ 

HxO 


1-1368 


5 


CO 


XTTT 

NH 


PhO 


1-1369 




CO 


XTTT 

NH 


BzO 




< 

■J 


cn 


NTT 


7-1 


1-1371 


5 


CO 


NH 


Z-2 


1-1372 


5 


CO 


NH 


Z-3 


1-1373 


5 


CO 


NH 


Z-4 


1-1374 


5 


CO 


NH 


Z-5 
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Cpd. 
No, 


k 


A 


B 


Rl 


1-1375 


5 


CO 


NH 


Z-6 


1-1376 


5 


CO 


NH 


Z-7 


1-1377 


5 


CO 


NH 


^— o 


1-1378 


5 


CO 


NH 




1-1379 


5 


CO 


NH 


Z-10 


1-1380 


5 


CO 


NH 


- 1 I 


1-1381 




CO 


NH 


7-17 


1-1382 


5 


CO 


NH 


j-ry 


1-1383 


5 


CO 


NH 


4_Pv 


1-1384 


5 


CO 




H 


1-1385 


5 


CO 




X 11 


1-1386 


5 


CO 


N(Ac) 


2-Me-Ph 


1-1387 


5 


CO 


N(Ac) 


4-Me-Ph 


1-1388 


5 


CO 


N(Ac) 


2,4-diMe-Ph 


1-1389 


5 


CO 


N(Ac) 


3,4-diMe-Ph 


1-1390 


5 


CO 


N(Ac) 


2-(CF3)Ph 


1-1391 


5 


CO 


N(Ac) 


4-(CF3)Ph 


1-1392 


5 


CO 


N(Ac) 


2-MeOPh 

XvX^X^X XX 


1-1393 


5 


CO 




•t-IVICV^x u 


1-1394 




CO 






1-1395 


5 


CO 










ro 


x>l\^M.C ) 




1-1397 


5 


CO 


N(Ac) 


4-HOPh 


1-1398 


5 


CO 


N(Ac) 


2-(HOOC)Ph 


1-1399 


5 


CO 


N(Ac) 


4-(HOOC)Ph 


1-1400 


5 


CO 


N(Ac) 


2-(MeOOC)Ph 


1-1401 


5 


CO 


N(Ac) 


4.(MeOOC)Ph 
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Table 1 (eont\ 



Cpd. 

No. 




A 


B 


Rl 


1-1402 


5 


CO 


N(Ac) 


2-(EtOOC)Ph 


1-1403 

11 "TV J 


5 


CO 


N(Ac) 


4-(EtOOC)Ph 


1-1404 


5 


CO 


N(Ac) 


2-(/BuOOC)Ph 


1.1405 


5 


CO 


NfAc) 


4-(;BuOOC)Ph 


1-1406 

1 1*TW 


5 


CO 


N(Ac) 


2-Cl-Ph 


1.1407 


mJ 


CO 


NfAc) 


4-Cl-Ph 


1-1408 


5 


CO 


N(Ac) 


2-Br-Ph 


1-1409 


5 


CO 


N(Ac) 


4-Br-Ph 


1-1410 


5 


CO 


N(Ac) 


2-I-Fh 


1-1411 


5 


CO 


N(Ac) 


4-I-Ph 


1-1412 


5 


CO 


N(Ac) 


2-N02-Ph 


1-1413 


5 


CO 


N(Ac) 


4-N02-Ph 


1-1414 


5 


CO 


N(Ac) 


2-NH2-Ph 


1-1415 


5 


CO 


N(Ac) 


4-NH2-Ph 


1-1416 


5 


CO 


N(Ac) 


2-(H03S)Ph 


1-1417 


5 


CO 


N(Ac) 


4-(H03S)Ph 


1-1418 


5 


CO 


N(Ac) 


2-(NH202S)Ph 


1-1419 


5 


CO 


N(Ac) 


4-(NH202S)Ph 


1-1420 


5 


CO 


N(Ac) 


2-CN-Ph 


1-1421 


5 


CO 


N(Ac) 


4-CN.Ph 


1-1422 


5 


CO 


N(Ac) 


2-(HOCH2)Ph 


1-1423 


5 


CO 


N(Ac) 


4-(HOCH2)Ph 


1-1424 


5 


CO 


N(Ac) 


Me 


1-1425 


5 


CO 


N(Ac) 


Et 


1-1426 


5 


CO 


N(Ac) 


Pr 


1-1427 


5 


CO 


N(Ac) 


/Pr 
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TaMt 1 (tont.) 



Cpd. 
No. 


1' 


1 


1 ' 


I 

1 


1-1428 


5 


CO 


N(Ac) 


Bu 


1-1429 


5 


CO 


N(Ac) 


HOOCCH2- 


1-1430 


5 


CO 


N(Ac) 


MeOOCCH2- 


1-1431 


5 


CO 


N(Ac) 


MeCH(COOH) 


1-1432 


5 


CO 


N(Ac) 


HOOC-fCHo)"?- 


1-1433 


5 


CO 






1-1434 


5 


CO 




l-ilLIUC-iBu 


1-1435 


5 


CO 






1-1436 


5 


CO 


N(Ac) 


1-HOOCwPn 


1-1437 


5 


CO 


N(Ac) 


1-MeOOC-iPn 


1-1438 


5 


CO 


N(Ac) 


l-HOOC-2-Me-Bu 


1-1439 


5 


CO 


N(Ac) 


1 -MeOOC-2-Me-Bu 


1-1440 


5 


CO 


N(Ac) 


CH2CH2SO3H 


1-1441 


5 


CO 






1-1442 


5 


CO 




Meu 


1-1443 


5 


CO 






1-1444 


5 


CO 




FrU 


1-1445 


5 


CO 






1-1446 


5 


CO 






1-1447 


5 


CO 






1-1448 


5 


CO 






1-1449 


5 


CO 






1-1450 


5 


CO 


N(Ac) 


HxO 


1-1451 


5 


CO 


N(Ac) 


PhO 


1-1452 


5 


CO 


N(Ac) 


BzO 


1-1453 


5 


CO 


N(Ac) 


Z-1 


1-1454 


5 


CO 


N(Ac) 


Z.2 
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Table 1 (cont.^ 



Cpd. 

No. 


k 


A 


B 




1-1455 


5 


CO 


N(Ac) 


Z-3 


t-1456 


5 


CO 


N(Ac) 


Z-4 


1-1457 


5 


CO 


N(Ac) 


Z-5 


1-1458 


5 


CO 




Z-6 


1-1 45Q 




CO 




Z-7 


1-1460 




CO 




Z-8 




J 


ro 




Z-9 






CO 


N(Ac) 


Z-10 


1-1463 


5 


CO 


N(Ac) 


Z-11 


1-1464 


5 


CO 




Z-12 


1-1465 


5 


CO 


N(Ac) 


3-Py 


1-1466 


5 


CO 


N(Ac) 


4-Py 

< 


1-1467 


5 


COO 




H 


1-1468 


5 


COO 




Ph 


1-1469 


5 


COO 




2-Me-Ph 


1-1470 


5 


coo 




4-Me-Ph 


1-1471 


5 


coo 




2,4-diMe-Ph 


1-1472 


5 


coo 




3.4-4iMe-Ph 


1-1473 


5 


coo 




2-{CF3)Ph 


1-1474 


5 


coo 




4.(CF3)Ph 


1-1475 


5 


coo 




2-MeOPh 


1-1476 


5 


coo 




4-MeOPh 


1-1477 


5 


coo 




2-EtOPh 


1-1478 


5 


coo 




4-EtOPh 


1-1479 


5 


coo 




2-HOPh 


1-1480 


5 


coo 




4-HOPh 


1-1481 


5 


coo 




2-(HOOC)Ph 
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Table 1 (enntA 



Cpd. 
No. 


k 


A 


B 






< 






4-(HOOC)Pn 




K 










< 






4-(MeOOC)Pn 










Z-(litUUC)ril 


U148^ 








4-(btuUC)rn 




c 

J 






2-(/BuOOC)Ph 




c 

J 






4-(<BuOOC)Ph 






COO 




2-Cl-Ph 




J 


coo 




4-Cl-Ph 




J 


POO 




Z-OT-ra 


1-1492 


5 


coo 




4-Br-Ph 


1-1493 


5 


coo 




2-I-Ph 


1-1494 


5 


coo 




4-I-Ph 


1-1495 


5 


coo 


— 


2-N02-Ph 


1-1496 


5 


coo 


— 


4.N02-Ph 


1-1497 


5 


coo 


— 


2-NH2-Ph 


1-1498 


5 


coo 


— 


4-NH2-Ph 


1-1499 


5 


coo 


II 


2-(H03S)Ph 


1-1500 


5 


coo 




4-(H03S)Ph 


1-1501 


5 


coo 




2-(NH202S)Ph 


1-1502 


5 


coo 




4-(NH202S)Ph 


1-1503 


5 


coo 




2-CN-Ph 


1-1504 


5 


coo 




4-CN-Ph 


1-1505 


5 


coo 




2-(HOCH2)Ph 


1-1506 


5 


coo 




4-(HOCH2)Ph 


1-1507 


5 


coo 




Me 
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Cpd. 1 
No. 1 


k 


A 


" 1 

1 


Rl 


1-1508 


5 


COO 




Et 


1-1509 


5 


COO 


— 


Pr 


1-1510 


5 


coo 


— 


iPr 


1-1511 


5 


coo 


— 


Bu 


1-1512 


5 


coo 


— 


HOOCCH2- 


1-1513 


5 


coo 


_ 


HOOC-<CH2)2- 


1-1514 


5 


coo 




MeCH(COOMe) 


1-1515 


5 


coo 




1-HOOC-iBu 


1-1516 


5 


coo 




1-HOOC-iPn 


1-1517 


5 


coo 




Z-1 


1-1518 


5 


coo 




Z-2 


1-1519 


5 


coo 




Z-3 


1-1520 


5 


coo 




Z-4 


1-1521 


5 


coo 




Z-5 


1-1522 


5 


coo 




Z-6 


1-1523 


5 


coo 




Z-7 


1-1524 


5 


coo 




Z-8 


1-1525 


5 


coo 




Z-9 


1-1526 


5 


coo 




Z-10 


1-1527 


5 


coo 




Z-11 


1-1528 


5 


coo 




Z-12 


1-1529 


5 


coo 




3-Py 


1-1530 


5 


coo 


_ 


4-Py 


1-1531 


5 


CONHCO 




H 


1-1532 


5 


CONHCO 




Ph 


1-1533 


5 


CONHCO 




2-Me-Ph 


1-1534 


5 


CONHCO 




4-Me-Ph 
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TaMtl(coat.1 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1535 


5 


CONHCO 


— 


2,4-diMe-Ph 


1-1536 


5 


CONHCO 


— 


3,4-diMe-Ph 


1-1537 


5 


CONHCO 


— 


2-(CF3)Ph 


1-1538 


5 


CONHCO 




4-(CF3)Ph 


1-1539 


5 


CONHCO 




2-MeOPh 


1-1540 


5 


CONHCO 




4-MeOPh 


1-1541 


5 


CONHCO 




2-EtOPh 


1-1542 


5 


CONHCO 




4-EtOPh 


1-1543 


5 


CONHCO 




2-HOPh 


1-1544 


5 


CONHCO 




4-HOPh 


1-1545 


5 


CONHCO 




2-(H00C)Ph 


1-1546 


5 


CONHCO 




4-(H00C)Ph 


1-1547 


5 


CONHCO 




2-(MeOOQPh 


1-1548 


5 


CONHCO 




4-(MeOOC)Ph 


1-1549 


5 


CONHCO 




2-(EtOOC)Ph 


1-1550 


5 


CONHCO 




4-(EtOOC)Ph 


1-1551 


5 


CONHCO 




2-(/BuOOC)Ph 


1-1552 


5 


CONHCO 




4-(/BuOOC)Ph 


1-1553 


5 


CONHCO 




2-a-Ph 


1-1554 


5 


CONHCO 




4-Cl-Pli 


1-1555 


5 


CONHCO 




2-Br-Ph 


1-1556 


5 


CONHCO 





4-Br-Ph 


1-1557 


5 


CONHCO 




2-I-Ph 


1-1558 


5 


CONHCO 




4-I-Ph 


1-1559 


5 


CONHCO 




2-N02-Ph 


1-1560 


5 


CONHCO 




4-N02-Ph 
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Table 1 (conU 



Cpd. 
No. 


k 


1 ' 


1 ' 


Rl 


1-1561 


5 


CONHCO 




2-NH2-Ph 


1-1562 


5 


CX5NHC0 





4-NH2-Ph 


1-1563 


5 


CONHCO 





2-(H03S)Ph 


1-1564 


5 


CONHCO 




4-(H03S)Ph 


1-1565 


5 


CONHCO 




2-(NH202S)Ph 


1-1566 


5 


CONHCO 




4-(NH202S)Ph 


1-1567 


5 


CONHCO 




2-CN-Ph 


1-1568 


5 


CONHCO 




4-CN-Ph 


1-1569 


5 


CONHCO 




2-(HOCH9)Ph 


1-1570 


5 


CONHCO 








« 


KAjciayAj 




Me 


1-1572 


5 


CONHCO 






1-1573 


5 


CONHCO 




Pr 


1-1574 


5 


CONHCO 




iPr 


1-1575 


5 


CONHCO 




Bu 


1-1576 


5 


CONHCO 




HOOCCH2- 


1-1577 


5 


CONHCO 




MeOOCCH^- 


1-1578 


5 


CONHCO 

V^v^J^X XV<i' 






1-1579 


5 


CONHCO 




rlfJvA-.-(Crl2J2' 


1.1 SRn 

I - 1 J OU 


J 






MeCH(COOMe) 


1.1 5K1 


< 

J 






l-HOGC-iBu 


1-1582 


5 


CONHCO 




1-MeOOC-iBu 


1-1583 


5 


CONHCO 




l-HOOC-iPn 


1-1584 


5 


CONHCO 




1-MeOOC-iPn 


1-1585 


5 


CONHCO 




l-HOOC-2-Me-Bu 


1-1586 


5 


CONHCO 




l-MeOOC-2-Me-Bu 
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Table WconU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1587 


5 


CONHCO 





CH2CH2SO3H 


1-1588 


5 


CONHCO 




Z-1 


1-1589 


5 


<X)NHCO 




Z-2 


1-1590 


5 


CONHCO 




Z-3 


1-1591 


5 


CONHCO 




Z-4 


1-1592 


5 


CONHCO 




Z-5 


1-1593 


5 


CONHCO 




Z-6 


1-1594 


5 


CONHCO 




Z-7 


1-1595 


5 


CONHCO 




Z-8 


1-1596 


5 


CONHCO 




Z-9 


1-1597 


5 


CONHCO 




Z-10 


1-1598 


5 


CONHCO 




Z-11 


1-1599 


5 


CONHCO 




Z-12 


1-1600 


5 


CONHCO 




3.Py 


1-1601 


5 


CONHCO 




4-Py 


1-1602 


5 


CON(Ac)CO 




H 


1-1603 


5 


CON(Ac)CO 




Ph 


1-1604 


5 


CON(Ac)CO 




2-Me-Ph 


1-1605 


5 


CON(Ac)CO 





4-Me-Ph 


1-1606 


5 


CON(Ac)CO 





2,4-diMe-Ph 


1-1607 


5 


CON(Ac)CO 


_ 


3.4-diMe-Ph 


1-1608 


5 


CON(Ac)CO 





2-(CF3)Ph 


1-1609 


5 


CON(Ac)CO 


_ 


4-(CF3)Ph 


1-1610 


5 


CON(Ac)CO 




2-MeOPh 


1-1611 


5 


CON(Ac)CO 




4-MeOPh 


1-1612 


5 


CON(Ac)CO 




2-EtOPh 


1-1613 


5 


CON(Ac)CO 




4-EtOPh 
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Table 1 (cnntA 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1614 


5 


CON(Ac)CO 




2-HOPh 


1-1615 


5 


CON(Ac)CO 




4-HOPh 


1-1616 


5 


CON(AcXX) 




2-(HOOC)Ph 


1-1617 


5 


CON(Ac)CO 




4-(HOOC)Ph 


1-1618 


5 


CON(Ac)CO 




2-(MeOOC)Ph 


1-1619 


5 


CON(Ac)CO 




4-fMeOOC)Ph 


1-1620 


5 


CON(Ac)CO 




2-(EtOOC)Ph 


1-1621 


5 


CON(Ac)CO 




4-(EtOOC)Ph 


1-1622 


5 


CON(Ac)CO 




2-(/BuOOC)Ph 


1-1623 


5 


CX)N(AcKX) 




4-f/BuOOOPh 


1-1624 


5 


CONfAcKJO 




2-Cl-Ph 


1-1625 


5 


CONfAcKIO 






1-1626 


5 


CON(Ac)CO 




2-Br-Ph 


1-1627 


5 


CON(Ac)CO 




4-Br-Ph 


1-1628 


5 


CON(Ac)CO 




2-I-Ph 


1-1629 


5 


CON(Ac)CO 





4-I-Ph 


1-1630 


5 


CON(Ac)CO 





2-N02-Ph 


1-1631 


5 


CON(Ac)CO 





4-N02-Ph 


1-1632 


5 


CON(Ac)CO 





2-NH2-Ph 


1-1633 


5 


CON(Ac)CO 





4-NH2-Ph 


1-1634 


5 


CON(Ac)CO 





2-(H03S)Ph 


1-1635 


5 


CON(Ac)CO 





4-(H03S)Ph 


1-1636 


5 


CON(Ac)CO 




2-(NH202S)Ph 


1-1637 


5 


CON(Ac)CO 




4-(NH202S)Ph 


1-1638 


5 


CON(Ac)CO 




2.CN-Ph 


1-1639 


5 


CON(Ac)CO 




4-CN-Ph 
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Tablet fgonU 



Cpd. 

No. 


k 


A 


B 




1-1640 


5 


CON(Ac)CO 


— 


2-(HOCH2)Ph 


1-1641 


5 


CON(Ac)CO 


— 


4-(HOCH2)Ph 


1-1642 


5 


CON(Ac)CO 




Me 


1-1643 


5 


CON(Ac)CO 




Et 


1-1644 


5 


CON(Ac)CO 





Pr 


1-1645 


5 


CON(Ac)CO 





iPr 


1-1646 


5 


CON(Ac)CO 





Bu 


1-1647 


5 


CON(Ac)CO 





HOOCCH2- 


1-1648 


5 


CON(Ac)CO 





MeOOCCH2- 


1-1649 


5 


CON(Ac)CO 




MeCH(COOH) 


1-1650 


5 


C0N(Ac)CO 





HOOC-(CH2)2- 


1-1651 


5 


CON(Ac)CO 




MeCH(COOMe) 


1-1652 


5 


CON(Ac)CO 




I-HOOC-iBu 


1-1653 


5 


CON(Ac)CO 




1-MeOOC-iBu 


1-1654 


5 


CON(Ac)CO 




l-HOOC-iPn 


1-1655 


5 


CON(Ac)CO 


_ 


l-MeOOC-iPn 


1-1656 


5 


CON(Ac)CO 




l-HOOC-2-Me-Bu 


1-1657 


5 


CON(Ac)CO 




l-MeOOC-2-Me-Bu 


1-1658 


5 


CON(Ac)CO 




CH2CH2SO3H 


1-1659 


5 


CON(Ac)CO 




Z-1 


1-1660 


5 


CON(Ac)CO 




Z-2 


1-1661 


5 


CON(Ac)CO 




Z-3 


1-1662 


5 


CON(Ac)CO 




Z-4 


1-1663 


5 


CON(Ac)CO 




Z-5 


1-1664 


5 


CON(Ac)CO 




Z-6 


1-1665 


5 


CON(Ac)CO 




Z-7 
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Tahte 1 fconU 



Cpd. 

No. 


k 


A 


B 


Rl 


1-1666 


5 


con(Ack:o 




Z-8 


1-1667 


5 


CONfAcVCO 




Z-9 


1-1668 


5 


CONfAcKIO 




Z-10 


1-1669 


5 


CONfAcK^O 




7.1 1 


1-1670 










1-1*^71 


< 

J 


wlN J\^\J 






1 ^^70 


C 
J 






4-ry 


1-lOf J 


c 
J 




XTXJ 

Nrl 


ur 
H 




c 




XTEJ 

Nrl 


Ph 


1-1675 


5 


CONHCO 


NH 


2-Me-Ph 


1-1676 


5 


CONHCO 


NH 


4-Me-Ph 


1-1677 


5 


CONHCO 


NH 


2,4-diMe-Ph 


M678 


5 


CONHCO 


NH 


3,4KliMc-Ph 


1-1679 


5 


CONHCO 


NH 


2-(CF3)Ph 


1-1680 


5 


CONHCO 


NH 




1 KQ1 
l-lOol 






NH 


2-MeOPh 


1-lOoZ 


e 




vri_T 
NH 


4-MeOPh 




D 




XTXJ 

Nrl 


2-EtOPn 


1 1 MA 


c 

J 




xro 
Nn 


4-EtOPn 


1 1 Ad< 


c 




VTTT 

NH 


2-HOPh 


1 1 ASIA. 


c 




XTU 

NH 


4-HOPn 


l-iOo / 


J 




XTXT 

NH 


2-(HOOC)Pn 


1-1688 


5 


CONHCO 






1-1689 


5 


CONHCO 


NH 


2-(MeOOC)Pli 


1-1690 


5 


CONHCO 


NH 


4-(MeOOC)Ph 


1-1691 


5 


CONHCO 


NH 


2-(EtOOC)Ph 


1-1692 


5 


CONHCO 


NH 


4-(EtOOC)Ph 
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Table 1 feont.) 



Cpd. 
No. 


k 


A 


B 




1-1693 


5 


CONHCO 


-VTTT 

NH 


2-(/BuOOC)Ph 


1-1694 


5 


CONHCO 


NH 


4-(/BuOOC)Ph 


1-1695 


5 


CONHCO 


"VTTT 

NH 


2-Cl-Ph 


1-1696 


5 


CONHCO 


NH 


4-Cl-Ph 


1—1 \J7 / 








x-i5r-rn 


1-1698 


5 


CONHCO 


NH 


4-Br-Ph 


1-1699 


5 


CONHCO 


NH 


2-I-Ph 


1-1700 


5 


CONHCO 


NH 


4-I-Ph 


1-1701 


5 


CONHCO 


NH 


2-N02-Ph 


1-1702 


5 


CONHCO 


NH 


4-N02-Ph 


1-1703 


5 


CONHCO 


NH 


2-NH2-Ph 


1-1704 


5 


CONHCO 


NH 


4-NH2-Ph 


1-1705 


5 


CONHCO 


NH 


2-(H03S)Ph 


1-1706 


5 


CONHCO 


NH 


4-(H03S)Ph 


1-1707 


5 


CONHCO 


NH 


2-(NH202S)Ph 


1-1708 


5 


CONHCO 


NH 


4-(NH202S)Ph 


1-1709 


5 


CONHCO 


NH 


2-CN-Ph 


1-1710 


5 


CONHCO 


NH 


4-CN-Ph 


1-1711 


5 


CONHCO 


NH 


2-(HOCH2)Ph 


1.1719 


« 




INrl 


4-(rlUCH2J"n 


1-1713 


5 


CONHCO 


NH 


Me 


1-1714 


5 


CONHCO 


NH 


CI 


1-1715 


5 


CONHCO 


NH 


Pr 


1-1716 


5 


CONHCO 


NH 


iPr 


1-1717 


5 


CONHCO 


NH 


Bu 


1-1718 


5 


CONHCO 


NH 


HOOCCH2- 
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TaMcHcwit.) 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1719 


5 


CONHCO 


NH 


MeOOCCH2- 


1-1720 


5 


CONHCO 


NH 


MeCH(COOH) 


1-1721 


5 


CONHCO 


NH 


HOOC-(CH2)2- 


1-1722 


5 


CONHCO 


NH 


MeCHfCOOMe) 


1-1723 


5 


CONHCO 


NH 

X^4.X 




1-1724 


5 


CONHCO 


NH 




1-1725 


5 


CONHCO 


NH 


1-HOOC-iPn 


1-1726 


5 


CONHCO 


NH 


1-MeOOC-iPn 


1-1727 


5 


CONHCO 


NH 


l-HOOC-2-Me-Bu 


1-1728 


5 


CONHCO 


NH 


l-MeOOC.2-Me-Bu 


1-1729 


5 


CONHCO 


NH 


CH2CH2SO3H 


1-1730 


5 


CONHCO 


NH 


HO 


1-1731 


5 


CONHCO 


NH 


MeO 


1-1732 


5 


CONHCO 


NH 


Ptn 


1-1733 


5 


CONHCO 




nvi 


1-1734 


5 


CONHCO 


NH 


rPrn 

IJTIV/ 


1-1735 


5 


CONHCO 


NH 


I3Uw 


1-1736 


5 


CONHCO 


x^XX 




1-1737 


5 


CONHCO 


NH 

x^xx 




1-1738 


5 


CONHCO 


NH 




1-1739 


5 


CONHCO 


NH 


HxO 


1-1740 


5 


CONHCO 


NH 


PhO 


1-1741 


5 


CONHCO 


NH 


BzO 


1-1742 


5 


CONHCO 


NH 


Z-1 


1-1743 


5 


CONHCO 


NH 


Z-2 


1-1744 


5 


CONHCO 


NH 


Z-3 


1-1745 


5 


CONHCO 


NH 


Z-4 
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Table 1 (conL) 



Cpd. 
No. 


k 


A 


B 


Rl 


1 1 '7A< 

1-1740 






JNO 


^-J 


1-1747 


5 




VTIJ 

Mn 




1 1 ^ AO 

1-1748 


5 


CONHCO 


Nn 


Z-7 


1-1749 


5 


CONHCO 


NH 


Z-8 


1-1750 


5 


CONHCO 


NH 


Z-9 


1-1751 


5 


CONHCO 


NH 


Z-10 


1-1 7^9 
1 - 1 / 






NH 


7-1 1 


1-1753 


5 


CONHCO 


NH 


Z-12 


1-1754 


5 


CONHCO 


NH 


3-Py 


1-1755 


5 


CONHCO 


NH 


4-Py 


1-1756 


5 


CONHSO2 


— 


H 


1-1757 


5 


CONHSO2 


— 


Ph 


1-1758 


5 


CONHSO2 


— 


2-Me-Ph 


1-1759 


5 


CONHSO2 


— 


4-Me-Ph 


1-1760 


5 


CONHSO2 


— 


2,4-diMe-Ph 


1-1761 


5 


CONHSO2 


— 


3,4-diMe-Ph 


1-1762 


5 


CONHSO2 


— 


2-(CF3)Ph 


1-1763 


5 


CONHSO2 


— 


4-(CF3)Ph 


1-1764 


5 


CONHSO2 


— 


2-MeOPh 


1-1765 


5 


CONHSO2 


— 


4-MeOPh 


1-1766 


5 


CONHSO2 


— 


2-EtOPh 


1-1767 


5 


CONHSO2 




4-EtOPh 


1-1768 


5 


CONHSO2 




2-HOPh 


1-1769 


5 


CONHSO2 




4-HOPh 


1-1770 


5 


CONHSO2 




2-(H00C)Ph 
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Cpd. 

No. 


k 


A 


B 


Rl 


1-1771 


5 


CONHSO2 


— 


4-(HOOC)Ph 


1-1772 


5 


CONHSO2 


— 


2-(MeOOC)Ph 


1-1773 


5 


CONHSO2 


— 


4-(MeOOC)Ph 


1-1774 


5 


CONHSO2 


— 


2-(EtOOC)Ph 


1-1775 


5 


CONHSO2 


— 


4.(EtOOC)Ph 


1-1776 


5 


CONHSO2 


— 


2-(/BuOOQPh 


1-1777 


5 


CONHSO2 


— 


4-(/BuOOC)Ph 


1-1778 


5 


CONHSO2 


— 


2-Cl-Ph 


1-1779 


5 


CONHSO2 


— 


4-Cl-Ph 


1-1780 


5 


CONHSO2 


— 


2-Br-Ph 


1-1781 


5 


CONHSO2 


— 


4-Br-Ph 


1-1782 


5 


CONHSO2 


— 


2-I-Ph 


1-1783 


5 


CONHSO2 


— 


4-I-Ph 


1-1784 


5 


CONHSO2 


— 


2-N02-Ph 


1-1785 


5 


CONHSO2 


— 


4-N02-Ph 


1-1786 


5 


CONHSO2 


— 


2-NH2-Ph 


1-1787 


5 


CONHSO2 


— 


4-NH2-Ph 


1-1788 


5 


CONHSO2 


— 


2-(H03S)Ph 


1-1789 


5 


CONHSO2 


— 


4-(H03S)Ph 


1-1790 


5 


CONHSO2 


— 


2-(NH202S)Ph 


1-1791 


5 


CONHSO2 




4-(NH202S)Ph 


1-1792 


5 


CONHSO2 




2-CN-Ph 


1-1793 


5 


CONHSO2 




4-CN-Ph 


1-1794 


5 


CONHSO2 




2-(HOCH2)Ph 
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Table 1 rconfc) 



Cpd. 

No. 


1 

k 


A 


B 




1-1795 


5 


CONHSO2 


— 


4-(HOCH2)Ph 


1-1796 


5 


CONHSO2 


— 


Me 


1-1797 


5 


CONHSO2 


— 


Et 


1-1798 


5 


CONHSO2 


— 


Pr 


1-1799 


5 


CONHSO2 


— 


iPr 


1-1800 


5 


CONHSO2 


— 


Bu 


1-1801 


5 


CONHSO2 


— 


HOOCCH2- 


1-1802 


5 


CONHSO2 


— 


MeOOCCH2- 


1-1803 


5 


CONHSO2 


— 


MeCH(COOH) 


1-1804 


5 


CONHSO2 


— 


HOOC-(CH2)2- 


1-1805 


5 


CONHSO2 


— 


MeCH(COOMe) 


1-1806 


5 


CONHSO2 


— 


1-HOOC-iBu 


1-1807 


5 


CONHSO2 


— 


l-MeOOC-iBu 


1-1808 


5 


CONHSO2 


— 


1-HOOC-iPn 


1-1809 


5 


CONHSO2 


— 


l-MeOOC-jPn 


1-1810 


5 


CONHSO2 


— 


l-HOOC-2-Me-Bu 


1-1811 


5 


CONHSO2 


— 


l-MeOOC-2-Me-Bu 


1-1812 


5 


CONHSO2 


— 


CH2CH2SO3H 


1-1813 


5 


CONHSO2 


— 


OH 


1-1814 


5 


CONHSO2 


— 


MeO 


1-1815 


5 


CONHSO2 




EtO 


1-1816 


5 


CONHSO2 




PrO 


1-1817 


5 


CONHSO2 




iPiO 


1-1818 


5 


CONHSO2 




BuO 
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Table 1 rmnU 



Cnd 
No. 


1 Ir 


1 A 

1 


0 


1 


M819 


5 


CONHSO2 





(BuO 


1-1820 


5 


CONHSO2 





sBuO 


1-1821 


5 


CONHSO2 





tBuO 


1-1822 


5 


CONHSO2 





HxO 


1-1823 


5 


CONHSO2 





PhO 


1-1824 


5 


CONHSO2 





BzO 


1-1825 


5 


CONHSO2 





Z-1 


1-1826 


5 


CONHSO2 





Z.2 


1-1827 


5 


CONHSO2 





Z-3 


1-1828 


5 


CONHSO2 





Z-4 


1-1829 


5 


CONHSO2 





Z-5 


1-1830 


5 


CONHSO2 





Z-6 


1-1831 


5 


CONHSO2 





Z-7 


1-1832 


5 


CONHSO2 





Z-8 


1-1833 


5 


CONHSO2 





Z-9 


1-1834 


5 


CONHSO2 





Z-10 


1-183S 


5 


CONHSO2 





Z-11 


1-1836 


5 


CONHSO2 





Z-12 


1-1837 


5 


CONHSO2 





3-Py 


1-1838 


5 


CONHSO2 





4-Py 


1-1839 


5 


CONHSO2 


NH 


H 


1-1840 


5 


CONHSO2 


NH 


Ph 


1-1841 


5 


CONHSO2 


NH 


2-Me-Ph 


1-1842 


5 


CONHSO2 


NH 


4-Me-Ph 
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Table 1 fconU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1843 


5 


CONHSO2 


NH 


2,4-diiMe-Ph 


1-1844 


5 


CONHSO2 


NH 


3,4-diMe-Ph 


1-1845 


5 


CONHSO2 


NH 


2-(CF3)Ph 


1-1846 


5 


CONHSO2 


NH 


4-(CF3)Ph 


1-1847 


5 


CONHSO2 


NH 


2-MeOPh 


1-1848 


5 


CONHSO2 


NH 


4-MeOPh 


1-1849 


5 


CONHSO2 


NH 


2-EtOPh 


1-1850 


5 


CONHSO2 


NH 


4-EtOPh 


1-1851 


5 


CONHSO2 


NH 


2-HOPh 


1-1852 


5 


CONHSO2 


NH 


4-HOPh 


1-1853 


5 


CONHSO2 


NH 


2-(HOOC)Ph 


1-1854 


5 


CONHSO2 


NH 


4-(HOOC)Ph 


1-1855 


5 


CONHSO2 


NH 


2-(MeOOC)Ph 


1-1856 


5 


CONHSO2 


NH 


4-{MeOOC)Ph 


1-1857 


5 


CONHSO2 


NH 


2-(EtOOC)Ph 


1-1858 


5 


CONHSO2 


NH 


4-(EtOOC)Ph 


1-1859 


5 


CONHSO2 


NH 


2-(fBuOOC)Ph 


1-1860 


5 


CONHSO2 


NH 


4-(rBuOOC)Ph 


1-1861 


5 


CONHSO2 


NH 


2-CI-Ph 


1-1862 


5 


CONHSO2 


NH 


4-a-Ph 


1-1863 


5 


CONHSO2 


NH 


2-Br-Ph 


1-1864 


5 


CONHSO2 


NH 


4-Br-Ph 


1-1865 


5 


CONHSO2 


NH 


2-I-Ph 


1-1866 


5 


CONHSO2 


NH 


4-I-Ph 
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Table 1 (coat.) 



5 


Cpd. 
No. 


k 


A 


B 


R* 




1-1867 


5 


CONHSO2 


NH 


2-N02-Ph 




1-1868 


5 


CONHSO2 


NH 


4-N02-Ph 




1-1869 


5 


CONHSO2 


NH 


2-NH2-Ph 




1-1870 


5 


CONHSO2 


NH 


4-NH2-Ph 


IS 


1-1871 


5 


CONHSO2 


NH 


2-(H03S)Ph 




1-1872 


5 


CONHSO2 


NH 


4-(H03S)Ph 


20 


1-1873 


5 


CONHSO2 


NH 


2-(NH202S)Ph 




1-1874 


5 


CX>NHS02 


NH 


4-(NH202S)Ph 




1-1875 


5 


CONHSO2 


NH 


2-CN-Ph 


2S 


1-1876 


5 


CONHSO2 


NH 


4.CN-Ph 




1-1877 


5 


CONHSO2 


NH 


2-(HOCH2)Ph 


30 


1-1878 


5 


CONHSO2 


NH 


4-(HOCH2)Ph 




1-1879 


5 


CONHSO2 


NH 


Me 


3S 


1-1880 


5 


CONHSO2 


NH 


Et 


1-1881 


5 


CONHSO2 


NH 


Pr 




1-1882 


5 


CONHSO2 


NH 


iPr 


40 


1-1883 


5 


CONHSO2 


NH 


Bu 




1-1884 


5 


CONHSO2 


NH 


HOOCCH2- 


45 


1-188S 


5 


CONHSO2 


NH 


MeOOCCH2- 


1-1886 


5 


CONHSO2 


NH 


MeCH(COOH) 




1-1887 


5 


CONHSO2 


NH 


HOCX:-(CH2)2- 


SO 


1-1888 


5 


CONHSO2 


NH 


MeCH(COOMe) 




1-1889 


5 


CONHSO2 


NH 


1-HOOC-iBu 


SS 


1-1890 


5 


CONHSO2 


NH 


1-MeOOC-iBu 
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Cpd. 
No. 


k 


A 


B 




1-1891 


5 


CX)NHS02 


NH 


1-HOOC-iPn 


1-1892 


5 


CX)NHS02 


NH 


1-MeOOC-iPn 


1-1893 


5 


CONHSO2 


NH 


l-HOC)C-2-Me-Bu 


1-1894 


5 


CONHSO2 


NH 


l-MeOOC-2-Me-Bu 


1-1895 


5 


CONHSO2 


NH 


CH2CH2SO3H 


1-1896 


5 


CONHSO2 


NH 


OH 


1-1897 


5 


CONHSO2 


NH 


MeO 


1-1898 


5 


CONHSO2 


NH 


EtO 


1-1899 


5 


CONHSO2 


NH 


PiO 


1-1900 


5 


CONHSO2 


NH 


iPrO 


1-1901 


5 


CONHSO2 


NH 


BuO 


1-1902 


5 


CONHSO2 


NH 


iBuO 


1-1903 


5 


CONHSO2 


NH 


5BuO 


1-1904 


5 


CONHSO2 


NH 


/BuO 


1-1905 


5 


CONHSO2 


NH 


HxO 


1-1906 


5 


CONHSO2 


NH 


PhO 


1-1907 


5 


CONHSO2 


NH 


BzO 


1-1908 


5 


CONHSO2 


NH 


Z-1 


1-1909 


5 


CONHSO2 


NH 


Z-2 


1-1910 


5 


CONHSO2 


NH 


Z-3 


1-1911 


5 


CONHSO2 


NH 


Z-4 


1-1912 


5 


CONHSO2 


NH 


Z-5 


1-1913 


5 


CONHSO2 


NH 


Z-6 


1-1914 


5 


CONHSO2 


NH 


Z-7 
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Cpd. 
No. 


r 


1 


1 ^ 


Rl 


1-1915 


5 


CONHSO2 


NH 


Z-8 


1-1916 


5 


CONHSO2 


NH 


Z-9 


1-1917 


5 


CONHSO2 


NH 


Z-10 


1-1918 


5 


CONHSO2 


NH 


Z-ll 


1-1919 


5 


CONHSO2 


NH 


Z-12 


1-1920 


5 






3-ry 


1 1 Ck^ 1 

i-iy2i 


5 


CONHSO2 


NH 


4-Py 


1-1922 


5 


NHCO 


— 


H 


1-1923 


5 


NHCO 


— - 


Ph 


1-1 y24 


5 


NHCO 




2-Me-Ph 


1-1925 


5 






4-Me-r'll 


1-1926 








z,4-aiMe-rn 


1-1927 








J,4-aiMie-Pli 


1-1928 

11 7 AO 








Z-(Cr3)Pn 


1-I92y 


5 


NHCO 




4-(CF3)Ph 


1-1930 


5 


NHCO 





2-MeOPh 


1-1931 


5 


NHCO 





4-MeOPh 


1-1932 


5 


NHCO 





2-EtOPh 


1-1933 


5 


NHCO 





4-BtOPh 


1-1934 


5 


NHCO 





2-HOPh 


1-1935 


5 


NHCO 





4-HOPh 


1 lo^/; 
1-1 yju 


c 

J 






2-<HOOC)Ph 


1-1937 


5 


NHCO 




4-(HOOC)Ph 


1-1938 


5 


NHCO 




2-(MeOOC)Ph 


1-1939 


5 


NHCO 




4.(MeOOC)Ph 


1-1940 


5 


NHCO 




2-(EtOOC)Ph 
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Table 1 (cant\ 



c 
o 


CpA 

No. 


h 


1 


B 


Rl 




1-1941 


5 








10 


1-1942 


5 








1.104:1 


5 






4-(fxiuUUC)Pn 






4: 






2-Cl-Ph 


IS 


1 1 0/1^ 


c 






4-Cl-Ph 




1-1946 


5 


NHro 




Z-tJr-rll 




1-1947 


5 


NHCO 




4-Br-Ph 


Oft 


1-1948 


5 


NHCO 




2-I-Ph 




1-1949 


5 


NHCO 





4-I-Ph 




1-1950 


5 


NHCO 





2-N02-Ph 


2S 


1-1951 


5 


NHCO 





4-N02-Ph 




1-1952 


5 


NHCO 





2-NH2-Ph 


30 


1-1953 


5 


NHCO 





4.NH2-Ph 




1-1954 


5 


NHCO 




2-(H03S)Ph 




1-1955 


5 


NHCO 




4-(H03S)Ph 


35 


1-1956 


5 


NHCO 




2-G^202S)Ph 




1-1957 


5 


NHCO 




4-(NH202S)Ph 


40 


1-1958 


5 


NHCO 




2-CN-Ph 

A V/l ^ X 11 




1-1959 


5 


NHCO 




4-CN-Ph 




1-1960 


5 


NHCO 




2-fHOCHo)Ph 


4S 


1-1961 


5 


NHCO 








1-1962 


5 


NHCO 




IVLC 




1-1963 


5 


NHCO 




Et 


SO 


1-1964 


5 


NHCO 




Pr 




1-1965 


5 


NHCO 




jPr 


SS 


1-1966 


5 


NHCO 




Bu 
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Table 1 f conU 



5 


Cpd. 
No. 


k 


A 


B 


Rl 




1-1967 


5 


NHCO 


— 


HOOCCH2- 


10 


1-1968 


5 


NHCO 




MeOOCCH2- 




M969 


5 


NHCO 




MeCH(COOH) 




1-1970 


5 


NHCO 




HOOC-<CH2)2- 


-f c 

To 


1-1971 


5 


NHCO 




MeCH(COOMe) 




1-1972 


5 


NHCO 




1-HOOC-iBu 




1-1973 


5 


NHCO 




l-HOOC-iPn 


20 


1-1974 


5 


NHCO 




l-HOOC-2-Mc-Bu 




M975 


5 


NHCO 




CH2CH2SO3H 


2S 






NHCO 




MeO 




1 1077 




1^X1.V>V-/ 




EtO 






c 
J 






PrO 


30 


1 1070 


C 


IMHPO 




Z-1 




1 1 ofin 




MHPn 

INfl.^.'Vi/ 




Z-2 




1- isfoi 




NHCO 




Z-3 








NHCO 




Z-4 




1-1 yoj 




NHCO 




Z-5 


40 




5 


NHCO 




Z-6 


1.1 Q5(^ 




NHCO 




Z-7 






< 


NHCO 




Z-8 


4S 


1 10fi7 


« 






Z-9 




1 lOfifi 

1-1 jfOO 


c 






Z-IO 




1-1989 


5 


NHCO 




Z-11 


SO 


1-1990 


5 


NHCO 




Z-12 




1-1991 


5 


NHCO 




3-Py 




1-1992 


5 


NHCO 




4-Py 


55 


1-1993 


5 


NHCO 


NH 


H 
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Tahig 1 fconU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-1994 


5 


NHCO 


NH 


Ph 


M995 


5 


NHCO 


NH 


2-Me-Ph 


M996 


5 


NHCO 


NH 


4-Me-Ph 


1-1997 


5 


NHCO 


NH 


2,4-diMe-Ph 


1-1998 


5 


NHCO 


NH 


3,4-diMe-Ph 


1-1999 


5 


NHCO 


NH 


2.(CF3)Ph 


1-2000 


5 


NHCO 


NH 


4-(CF3)Ph 


1-2001 


5 


NHCO 


NH 


2-MeOPh 


1-2002 


5 


NHCO 


NH 


4-MeOPh 


1-2003 


5 


NHCO 


NH 


2-EtOPh 


1 -2004 


5 


NHCO 


NH 


4-EtOPh 


1-2005 


5 


NHCO 


NH 


2-HOPh 


1-2006 


5 


NHCO 


NH 


4-HOPh 


1-2007 


5 


NHCO 


NH 


2-rHOOC^Ph 


1-2008 


5 


NHCO 


NH 


4-fHOOC)Ph 


1-2009 


5 


NHCO 


NH 


2-fMeOOOPh 


1-2010 


5 


NHCO 


NH 


4-fMeOOr'fcPh 


1-201 1 


5 


NHCO 


NH 




1-2012 


5 


NHCO 


NH 




1-2013 


5 


NHCO 


NH 


2-fiBuOOC^Ph 


1-2014 


5 


NHCO 


NH 


4-f/BuOOC)Ph 


1-2015 


5 


NHCO 


NH 


2-Cl-Ph 


1-2016 


5 


NHCO 


NH 


4-Cl-Ph 


1-2017 


5 


NHCO 


NH 


2-Br-Ph 


1-2018 


5 


NHCO 


NH 


4-Br-Ph 


1-2019 


5 


NHCO 


NH 


2-I-Ph 


1-2020 


5 


NHCO 


NH 


4-I-Ph 
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Tabte 1 (CTttt.) 



Cpd. 1 
No. 1 


1 


A 


n 


p1 


1-2021 


5 


NHCO 


NH 


2-N02-Ph 


1-2022 


5 


NHCO 


NH 


4-N02-Ph 


1-2023 


5 


NHCO 


NH 


2-NH2-Ph 


1-2024 


5 


NHCO 


NH 


4-NH2-Ph 


1-2025 


5 


NHCO 


NH 


2-(H03S)Ph 


1-2026 


5 


NHCO 


NH 


4-(H03S)Ph 


1-2027 


5 


NHCO 


NH 


2.(NH202S)Ph 


1-2028 


5 


NHCO 


NH 


4-(NH202S)Ph 


1-2029 


5 


NHCO 


NH 


2-CN-Ph 


1-2030 


5 


NHCO 


NH 


4-CN-Ph 


1-2031 


5 


NHCO 


NH 


2-(H0CH2)Ph 


1-2032 


5 


NHCO 


NH 


4-(H0CH2)Ph 


1 -2033 


5 


NHCO 


NH 


Me 


1-2034 


5 


NHCO 


NH 


Et 


1-2035 


5 


NHCO 


NH 


Pr 


1-2036 


5 


NHCO 


NH 


iPr 


1-2037 


5 


NHCO 


NH 


Bu 


1-2038 


5 


NHCO 


NH 


HOOCCH2- 


1-2039 


5 


NHCO 


NH 


MeOOCCH2- 


1-2040 


5 


NHCO 


NH 


MeCH(COOH) 


1-2041 


5 


NHCO 


NH 


HOOC-(CH2)2- 


1-2042 


5 


NHCO 


NH 


MeCH(COOMe) 


1-2043 


5 


NHCO 


NH 


1-HOOC-iBu 


1-2044 


5 


NHCO 


NH 


l-MeOOC-iBu 


1-2045 


5 


NHCO 


NH 


l-HOOC-iT>n 


1-2046 


5 


NHCO 


NH 


l-MeOOC-jPn 
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Table UctuU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-2047 


5 


NHCO 






1-2048 


5 


NHCO 


NH 


X XVXvW^'A-B^C-OU 


1-2049 


5 


NHCO 


NH 






f 




NH 


OH 


1 one 1 


5 


NHCO 


NH 


MeO 


1-2052 


5 


NHCO 


NH 


EtO 


1-2053 


5 


NHCO 


NH 


PrO 


1-2054 


5 


NHCO 


NH 


iPiO 


1-2055 


5 


NHCO 


NH 


BuO 


1-2056 


5 


NHCO 


NH 


iBuO 


1-2057 


5 


NHCO 


NH 


iBuO 


1-2058 


5 


NHCO 


NH 


/BuO 


1-2059 


5 


NHCO 


NH 


HxO 


1-2060 


5 


NHCO 


NH 


PhO 


1-2061 


5 


NHCO 


NH 


BzO 


1-2062 


5 


NHCO 


NH 


Z-1 


1-2063 


5 


NHCO 


NH 


Z-2 


1-2064 


5 


NHCO 


NH 


Z-3 


1-2065 


5 


NHCO 


NH 


Z-4 


1-2066 


5 


NHCO 


NH 


Z-5 


1-2067 


5 


NHCO 


NH 


Z-6 


1-2068 


5 


NHCO 


NH 


Z-7 




< 




KTU 
IN XI 


Z-8 


1-2070 


5 


NHCO 


NH 


Z-9 


1-2071 


5 


NHCO 


NH 


Z-10 


1-2072 


5 


NHCO 


NH 


Z-11 


1-2073 


5 


NHCO 


NH 


Z-12 
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Table 1 fconU 



Cpd. 

No. 


k 


A 


B 


Rl 


1-2074 


5 


NHCO 


NH 


3-Py 


1-2075 


5 


NHCO 


NH 


4-Py 


1-2076 


5 


NHCO 


NMe 


Ph 


1-2077 


5 


NHCO 


NMe 


2-Me-Ph 


1-2078 


5 


NHCO 


NMe 


4-Me-Ph 


1-2079 


5 


NHCO 


NMe 


2,4-diMe.Ph 


1-2080 


5 


NHCO 


NMe 


3.4-diMe-Ph 


1-2081 


5 


NHCO 


NMe 


2-(CF3)Ph 


1-2082 


5 


NHCO 


NMe 


4-(CF3)Ph 






NHCO 


NMe 


2-MeOPh 


1 -1084 




NHCO 


NMe 


4-MeOPh 




•J 


NHCO 


NMe 


2-EtOPh 


1 OOQfi 
1 "Ayjov} 




NHCO 


NMe 


4-EtOPh 


1 -90117 


•> 


NHCO 


NMe 


2-HOPh 


1 905152 
i -X voo 






NMe 


4-HOPh 






NHCO 


NMe 


2-fflOOC^Ph 






NHCO 


NMe 


4-ffIOOCWh 


1-9001 


J 


NHCO 


NMe 


2-(MeOOC1Ph 


1 -9009 




NHCO 


NMe 


A-rMeOOCiPh 


1-900^ 




NHCO 


NMe 


2-^EtOOC^Ph 


1 9004. 




NHCO 


NMe 


4-rEtOOC^Ph 


1 900^ 


J 


NHCO 


NM^ 


l-Z'iRuOOC'^Ph 

A— ^tUUV^VyV^ JX 11 


1-2096 


5 


NHCO 


NMe 


4-(/BuOOC)Ph 


1-2097 


5 


NHCO 


NMe 


2-Cl-Ph 


1-2098 


5 


NHCO 


NMe 


4-Cl-Ph 


1-2099 


5 


NHCO 


NMe 


2-Br-Ph 


1-2100 


5 


NHCO 


NMc 


4-Br-Ph 
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Table 1 reont.^ 



Cpd. 


k 


A 


B 


Rl 


1-2101 


5 


NHCO 


NMe 


2-I-Ph 


1-2102 


5 


NHCO 


NMe 


4-I-Ph 


1-2103 


5 


NHCO 


NMe 


2-N02-Ph 


1-2104 


5 


NHCO 


NMe 


4-N02-Ph 


1-2105 


5 


NHCO 


NMe 


2-NH2-Ph 


1-2106 


5 


NHCO 


NMe 


4-NH2-Ph 


1-2107 


5 


NHCO 


NMe 


2-(H03S)Ph 


1-2108 


5 


NHCO 


NMe 


4-(H03S)Ph 


1-2109 


5 


NHCO 


NMe 


2-(NH202S)Ph 


1-2110 


5 


NHCO 


NMe 


4-(NH202S)Ph 


1-2111 


5 


NHCO 


NMe 


2-CN-Ph 


1-2112 


5 


NHCO 


NMe 


4-CN-Ph 


1-2113 


5 


NHCO 


NMe 












4-(ilOCH2)Ph 


1-2115 


5 


NHCO 


NMe 


Me 


1-2116 






iNJMe 


eX 


1-2117 


5 


NHCO 


NMe 


Pr 


1-2118 


5 


NHCO 


NMe 


iPr 


1-2119 


5 


NHCO 


NMe 


Bu 


1-2120 


5 


NHCO 


NMe 


HOOCCH2- 


1-2121 


5 


NHCO 


NMe 


MeCXXICH^- 


1-2122 


5 


NHCO 


NMe 


MeCHfCOOm 


1-2123 


5 


NHCO 


NMe 


H00C-(CH2)2- 


1-2124 


5 


NHCO 


NMe 


MeCH(COOMe) 


1-2125 


5 


NHCO 


NMe 


1-HOOC-iBu 


1-2126 


5 


NHCO 


NMe 


1-MeOOC-iBu 
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Table 1 icaniA 



Cpd. 
No. 




1 


B 


Rl 


1-2127 


5 


NHCO 


NMe 


l-HOOC-iPn 


1-2128 


S 


NHCO 


NMe 


1-MeOOC-iPn 


1-2129 


5 


NHCO 


NMe 


1 -HOOC-2-Me-Bu 


1-2130 


5 


NHCO 


NMe 


1 -MeOOC-2-Me-Bu 


1-2131 


5 


NHCO 


NMe 


CH9CH9SO^H 


1 -17 


C 

J 




IMMC 


OH 


1 -9 M*^ 
i 1 DO 


c 




INMe 


MeO 


1 1 DH 






jNMe 


ctO 








NMe 


PrO 








NMe 


iPtO 




< 




NMe 


BuO 








XTTL if ^ 

NMe 


iBuO 








NMe 


5BuO 


1 91Afl 






NMe 


/BuO 


1 9141 






NMe 


HxO 


1 -9 1 d9 


< 




XIX if A 

NMe 


PnO 








XT& if— 

NMe 


BzO 




< 




NMe 


Z-1 


1 914C 


c 

J 




NMe 


Z-2 


1 9 1 


c 

J 




NMe 


Z-3 


1 01 A9 


c 

J 




NMe 


Z-4 


1 91 AC 


c 




NMe 


Z-5 


1-2149 


5 


NHCO 


NMe 




1-2150 


5 


NHCO 


NMe 


Z-7 


1-2151 


5 


NHCO 


NMe 


Z-8 


1-2152 


5 


NHCO 


NMe 


Z-9 


1-2153 


5 


NHCO 


NMe 


Z-10 
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Table 1 (cnntA 



1 Cpd. 
1 No. 


il 


1 


.1 


1 


1-2154 


5 


NHCO 


NMe 


Z-11 


1-2155 


5 


NHCO 


NMe 


Z-12 


1-2156 


5 


NHCO 


NMe 


3-Py 


1-2157 


5 


NHCO 


NMe 


4-Py 


1-2158 


5 


NHCO 


NHNH 


H 


1-2159 


5 


NHCO 


NHNH 


Me 


1-2160 


5 


NHCO 


NHNH 


Et 


1-2161 


5 


NHCO 


NHNMe 


Me 


1-2162 


5 


NHCO 


NHNMe 


Et 


1-2163 


5 


NHCO 


NHNMe 


Pr 


1-2164 


5 


NHCONHNHCO 


NH 


H 


1-2165 


5 


NHCONHNHCO 


NH 


Ph 


1-2166 


5 


NHCONHNHCO 


NH 


2-Me-Ph 


1-2167 


5 


NHCONHNHCO 


NH 


4.Me-Ph 


1-2168 


5 


NHCONHNHCO 


NH 


2,4-cliMe-Ph 


1-2169 


5 


NHCONHNHCO 


NH 


3,4-diMe-Ph 


1-2170 


5 


NHCONHNHCO 


NH 


2-(CF3)Ph 


1-2171 


5 


NHCONHNHCO 


NH 


4<CF3)Ph 


1-2172 


5 


NHCONHNHCO 


NH 


2-MeOPh 


1-2173 


5 


NHCONHNHCO 


NH 


4-MeOPh 


1-2174 


5 


NHCONHNHCO 


NH 


2-EtOHi 


1-2175 


5 


NHCONHNHCO 


NH 


4-EtOni 


1-2176 


5 


NHCONHNHCO 


NH 


2-HOPh 


1-2177 


5 


NHCONHNHCO 


NH 


4-HOPh 


1-2178 


5 


NHCONHNHCO 


NH 


2-(H00C)Ph 


1-2179 


5 


NHCONHNHCO 


NH 


4-(H00C)Ph 


1-2180 


5 


NHCONHNHCO 


NH 


2-(MeOOC)Ph 
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TahlelfaonU 



Cpd. 1 
No. 1 


1 


^ 1 


B 


Rl 


1-2181 


c 

D 


xrwr'OMiTKTH'PO 


NH 


4-rMeOOC)Ph 


1-2182 


c 

5 




NTT 


2-(EtOOQPh 


1-2183 


5 


N HCUIS rllN rlCU 


vru 


4-fEtOOOPh 


1-2184 


5 




iNIl 




1-218S 


5 




INIl 


■T— ^4 D llV-fV/V-» U 


1-2186 


5 


N nL UIN ruN rli^lJ 




2-Cl-Ph 


1-2187 


5 






4-Cl-Ph 




< 


NHCONHNHCO 


NH 


2-Br-Ph 


1-2189 


5 


NHCONHNHCO 


NH 


4-Br-Ph 


1-2190 


5 


NHCONHNHCO 


NH 


2-I-Ph 


1-2191 


5 


NHCONHNHCO 


NH 


4-I-Ph 


1-2192 


5 


NHCONHNHCO 


NH 


2-N02-Ph 


1-2193 


5 


NHCONHNHCO 


NH 


4-N02-Ph 


1-2194 


5 


NHCONHNHCO 


NH 


2-NH2-Ph 


1-2195 


5 


NHCONHNHCO 


NH 


4-NH2-Ph 


1-2196 


5 


NHCONHNHCO 


NH 


2-(H03S)Ph 


1-2197 


5 


NHCONHNHCO 


NH 


4-(H03S)Ph 


1-2198 


5 


NHCONHNHCO 


NH 


2-(NH202S)Ph 


1-2199 


5 


NHCONHNHCO 


NH 


4.(NH202S)Ph 


1-2200 


5 


NHCONHNHCO 


NH 


2-CN-Ph 


1-2201 


5 


NHCONHNHCO 


NH 


4-CN-Ph 


1-2202 


5 


NHCONHNHCO 


NH 


2-(HOCH2)Ph 


1-2203 


5 


NHCONHNHCO 


NH 


4-(HOCH2)Ph 


1-2204 


5 


NHCONHNHCO 


NH 


Me 


1-2205 


5 


NHCONHNHCO 


NH 


Et 


1-2206 


5 


NHCONHNHCO 


NH 


Pr 
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TaiWel (coBt) 



5 


Cpd. 
No. 


k 


A 


B 






1-2207 


5 


NHCONHNHCO 


NH 


iPr 




1-2208 


5 


IfflCONHNHCO 


NH 


Bu 


10 


1-2209 


5 


NHCONHNHCO 


NH 


HOOCCH2- 




1-2210 


5 


NHCONHNHCO 


NH 


MeOOCCH2- 


IS 


1-991 1 




NHCONHNHCO 


NH 


MeCHfCOOH) 




1.9919 


s 

J 


"NHCONHNHCO 


NH 


HOOC-CCH9)9- 




1-2213 


5 


NHCONHNHCO 


NH 


MeCH(CUOMe} 


20 


1-2214 


5 


NHCONHNHCO 


VTTT 

NH 


l-HOOC-rBu 




1-2215 


5 


NHCONHNHCO 


NH 


l-MeOOC-/Bu 


2S 


1 -Z^ I o 


< 


NWrONHNHrO 
n v/i>i jxi^xi.^^ 


NH 


l-HOOC-rPn 


1 9917 


J 


NnCONTTMHCO 

1^ n V.^ Vyi^ JXL^XT v> v/ 


NH 


l-MeOOC-2Pn 






c 


IN xx IN JXIN n. 


NR 


1 -HOOC-2-Me-Bu 

X X XV^ V/Vv' 'iw XtXw u 


30 


1 9910 

i-ZZi7 




NHCONHNHCO 


NH 


1 -MeOOC-2-Me-Bu 




1 9990 


c 


NHCONHNHCO 


NH 


CH-^CHoSO-iH 




1-2221 


5 


NHCONHNHCO 


VTTT 

NH 


OH 


35 


1-2222 


5 


NHCONHNHCO 


VTTT 

NH 


MeO 




1-2223 


5 


NHCONHNHCO 


NH 


EtO 




1-2224 


5 


NHCONHNHCO 


NH 


PrO 


40 


1-2225 


5 


NHCONHNHCO 


NH 


iPrO 




1-2226 


5 


NHCONHNHCO 


VTTT 

NH 


BuO 


45 


1-2227 


5 


^ YT T^^^NV TT TV TT T^^^\ 

NHCONHNHCO 


NH 


iBuO 


1-2228 


5 


-» TT r ^1 TT TV. TT T^^^^ 

NHCONHNHCO 


VTTT 

NH 


T> ^V 

jBuO 










JN£1 




SO 


1-2230 


5 


NHCONHNHCO 


NH 


HxO 




1-2231 


5 


NHCONHNHCO 


NH 


PhO 




1-2232 


5 


NHCONHNHCO 


NH 


BzO 


55 


1-2233 


5 


NHCONHNHCO 


NH 


Z-1 
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Table 1 faniit.) 



Cpd. 
No. 


k 


A 


B 


Rl 


1-2234 


5 


NHCONHNHCO 


NH 


Z-2 


1-2235 


5 


NHCONHNHCO 


NH 


Z-3 


1-2236 


5 


NHCONHNHCO 


NH 


7-4 


1-2237 


5 


NHCONHNHCO 


NH 




1-2238 


5 




ISJH 






J 




INrl 




1 -^^HV 




IN xl V-/ IN rllN 11 vl 


INxl 


T O 

Z-o 


1-9941 




xN xxv^ v^i>f ni> n\-^ V-/ 


IN IT 




1-9249 






XTtl 




1-2243 


5 


NHCONHNHCO 

X ^ X X^B^ %^X ^ X XX ^ X X Vtf-^^ 


NH 


7-1 1 


1-2244 


5 


NHCONHNHCO 


NH 

x^xx 


7-12 


1-2245 


5 


NHCONHNHCO 


NH 

x^xx 




1-2246 


5 


NHCONHNHCO 


NH 


4-Pv 


1-2247 


5 


NHCONHCO 




H 

X X 


1-2248 


5 


NHCONHCO 

A ^ A A A ^ A A ^^^^ 




Ph 

X 11 


1-2249 


5 


NHCONHCO 




2-Mc-Ph 


1-2250 


5 


NHCONHCO 




4-Me-Ph 


1-2251 


5 


NHCONHCO 




2,4-diMe-Ph 


1-2252 


5 


NHCONHCO 




3,4-diMe-Ph 


1-2253 


5 


NHCONHCO 


_ 


2-(CF3)Ph 


1-2254 


5 


NHCONHCO 




4-(CF3)Ph 


1-2255 


5 


NHCONHCO 




2-MenPh 


1-2256 


5 


NHCONHCO 




4-MeOPh 


1-2257 


5 


NHCONHCO 




2-EtOPh 


1-2258 


5 


NHCONHCO 




4-EtOPh 


1-2259 


5 


NHCONHCO 




2-HOPh 


1-2260 


5 


NHCONHCO 




4-HOPh 
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Tahte 1 icnntA 



Cpd. 
No. 


k 


A 


B 


Rl 




D 






2-(ilOOC)Pn 


1 

1 *ZZOZ 


c 
D 






4-(HOOC)Ph 


1 -ZZO J 


< 

J 






2-(MeOOC)Ph 


1 '51/^4 


c 

J 






4-(MeOOC)Ph 


1 -ZZOj 




XTTJ i^/^XTTJ/^ #^ 




2-(EtOOC)Ph 


1 -zzoo 


c 

J 


iNriCUNrlCL) 




4-(EtOOC)Ph 


1 OO/iT 


< 






2-(/BuCX)C)Ph 


1 O^AIi 
1 -ZZOo 




IMrlCUNHCO 




4-(/BuOCX:)Ph 


1 99#\0 








2-Cl-Ph 






NrlCUlNriCU 




4-Cl-Ph 


1-2271 


5 








1-2272 


5 


NHCONHCO 




4-Br-Ph 


1-2273 


5 


NHCONHCO 




2-I-Ph 


1-2274 


5 


NHCONHCO 




4-I-Ph 


1-2275 


5 


NHCONHCO 





2-N02-Ph 


1-2276 


5 


NHCONHCO 





4.N02-Ph 


1-2277 


5 


NHCONHCO 





2-NH2-Ph 


1-2278 


5 


NHCONHCO 





4-NH2-Ph 


1-2279 


5 


NHCONHCO 




2KH03S)Ph 


1-2280 


5 


NHCONHCO 




4-(H03S)Ph 


1-2281 


5 


NHCONHCO 




2-{NH202S)Ph 


1-2282 


5 


NHCONHCO 




4-(NH202S)Ph 


1-2283 


5 


NHCONHCO 




2-CN-Ph 


1-2284 


5 


NHCONHCO 




4-CN-Ph 


1-2285 


5 


NHCONHCO 




2-(HOCH2)Ph 


1-2286 


5 


NHCONHCO 




4-(HOCH2)Ph 
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Table 1 fannL^ 



Cpd. 
No. 


k 


A 


B 




1-2287 


5 


NHCONHCO 




Me 


1-2288 


5 


NHCONHCO 




Et 


1-2289 


5 


NHCONHCO 




Pr 


1-2290 


5 


NHCONHCO 




iPr 


1-2291 


5 


NHCONHCO 





Bu 


1-2292 


5 


NHCONHCO 





HOOCCH2- 


1-2293 


5 


NHCONHCO 




MCOOCCH2- 


1-2294 


5 


NHCONHCO 




MeCH(COOH) 


1-2295 


5 


NHCONHCO 




H00C-(CH2)7- 


1-2296 


5 


NHCONHCO 






1-2297 


5 


NHCONHCO 






1-2298 


5 


NHCONHCO 






1-2299 


5 


NHCONHCO 




l-HOOC-iPn 


1-2300 


5 


NHCONHCO 




1-MeOOC-iPn 


1-2301 


5 


NHCONHCO 




l-HOOC-2-Me-Bu 


1-2302 


5 


NHCONHCO 




l-MeOOC-2-Me-Bu 


1-2303 


5 


NHCONHCO 




CH2CH2SO3H 


1-2304 


5 


NHCONHCO 






1-2305 


5 


NHCONHCO 






1-2306 


5 


NHCONHCO 






1-2307 


5 


NHCONHCO 

X ^x A^^^^x ^x x^^^^ 






1-2308 


5 


NHCONHCO 




BuO 


1-2309 


5 


NHCONHCO 




iBuO 


1-2310 


5 


NHCONHCO 




^BuO 


1-2311 


5 


NHCONHCO 




/BuO 


1-2312 


5 


NHCONHCO 




HxO 
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Tahiti fconM 



Cpd. 
No. 


k 


A 


B 


Rl 


1 -^^11 
1 -Z J i J 








rnU 


1 o\yA 

i *Z J 1 H 












c 
J 






T f 
^-1 




5 


NnCUMxlCU 




Z-2 


1-2317 


5 


•VT¥ ¥^^WTTT^^\ 

NHCONHCO 




Z-3 


1-2318 


*• 
5 


NHCONHCO 




Z-4 


1-2319 


5 


NHCONHCO 




Z-5 


1-2320 


5 


NHCONHCO 




Z-6 


1-2321 


5 


NHCONHCO 




Z-7 


1-ZJZz 




NHCUNHCU 




Z-8 


1-2323 


5 


NHCONHCO 




Z-9 


1-2324 


5 


NHCONHCO 




Z-10 












1-2326 


5 


NHCONHCO 




Z-12 


1-2327 


5 


NHCONHCO 




3-Py 


1-2328 


5 


NHCONHCO 


_ 


4-Py 


1-2329 


5 


NHCONHSO2 





H 


1-2330 


5 


NHCONHSO2 





Ph 


1-2331 


5 


NHCONHSO2 


_ 


2-Me-Ph 


1-2332 


5 


NHCONHSO2 





4-Me-Ph 


1-2333 


5 


NHCONHSO2 





2,4-diMe-Ph 


1-2334 


5 


NHCONHSO2 





3,4-diMe-Ph 


1-2335 


5 


NHCONHSO2 





2-(CF3)Ph 


1-2336 


5 


NHCONHSO2 




4-(CF3)Ph 


1-2337 


5 


NHCONHSO2 




2-MeOPh 


1-2338 


5 


NHCONHSO2 




4-MeOPh 


1-2339 


5 


NHCONHSO2 




2-EtOPh 
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Table 1 (conU 



Cpd. 
No. 


k 


A 


B 




1-2340 


5 


NHCONHSO2 


— 


4-EtOPh 


1-2341 


5 


NHCONHSO2 


— 


2-HOPh 


1-2342 


5 


NHCONHSO2 


— 


4-HOPh 


1-2343 


5 


NHCONHSO2 


— 


2-(HCX)C)Ph 


1-2344 


5 


NHCONHSO2 


— 


4-(HOOC)Ph 


1-2345 


5 


NHCONHSO2 


— 


2-(MeOOC)Ph 


1-2346 


5 


NHCONHSO2 


— 


4-(MeOOC)Ph 


1-2347 


5 


NHCONHSO2 


— 


2.(EtOOC)Ph 


1-2348 


5 


NHCONHSO2 


— 


4-(EtOOC)Ph 


1-2349 


5 


NHCONHSO2 


— 


2-(/BuOOC)Ph 


1-2350 


5 


NHCONHSO2 


— 


4-(/BuOOC)Ph 


1-2351 


5 


NHCONHSO2 


— 


2.a-Ph 


1-2352 


5 


NHCONHSO2 


— 


4-Cl-Ph 


1-2353 


5 


NHCONHSO2 


— 


2-Br-Ph 


1-2354 


5 


NHCONHSO2 


— 


4-Br-Ph 


1-2355 


5 


NHCONHSO2 


— 


2-I-Ph 


1-2356 


5 


NHCONHSO2 


— 


4-I-Ph 


1-2357 


5 


NHCONHSO2 


— 


2-N02-Ph 


1-2358 


5 


NHCONHSO2 


— 


4-N02-Ph 


1-2359 


5 


NHCONHSO2 


— 


2-NH2-Ph 


1-2360 


5 


NHCONHSO2 




4-NH2-Ph 


1-2361 


5 


NHCONHSO2 




2-(H03S)Ph 


1-2362 


5 


NHCONHSO2 




4-(H03S)Ph 


1-2363 


5 


NHCONHSO2 




2-(NH202S)Ph 
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Table 1 (cnntA 



Cpd. 
No. 


k 


A 


B 




1-2364 


5 


NHCONHSO2 


— 


4-(NH202S)Ph 


1-2365 


5 


NHCONHSO2 


— 


2-CN-Ph 


1-2366 


5 


NHCONHSO2 


— 


4-CN-Ph 


1-2367 


5 


NHCONHSO2 


— 


2.(HCX:H2)Ph 


1-2368 


5 


NHCONHSO2 


— 


4-(HOCH2)Ph 


1-2369 


5 


NHCONHSO2 


— 


Me 


1-2370 


5 


NHCONHSO2 


— 


Et 


1-2371 


5 


NHCONHSO2 


— 


Pr 


1-2372 


5 


NHCONHSO2 


— 


(Pt 


1-2373 


5 


NHCONHSO2 


— 


Bu 


1-2374 


5 


NHCONHSO2 


— 


HOOCCH2 


1-2375 


5 


NHCONHSO2 


— 


Me(X)CCH2 


1-2376 


5 


NHCONHSO2 


— 


MeCH(COOH) 


1-2377 


5 


NHCONHSO2 


— 


HOOC-(CH2)2 


1-2378 


5 


NHCONHSO2 


— 


MeCH(COOMe) 


1-2379 


5 


NHCONHSO2 





1-HOOC-jBu 


1-2380 


5 


NHCONHSO2 


— 


1-MeOOC-iBu 


1-2381 


5 


NHCONHSO2 


— 


1-HOOC-iPn 


1-2382 


5 


NHCONHSO2 





1-MeOOC-iPn 


1-2383 


5 


NHCONHSO2 


— 


l-HOOC-2-Me-Bu 


1-2384 


5 


NHCONHSO2 




l-MeOOC-2-Me-Bu 


1-2385 


5 


NHCONHSO2 




CH2CH2SO3H 


1-2386 


5 


NHCONHSO2 




OH 


1-2387 


5 


NHCONHSO2 




MeO 
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TaWeHcont) 



1 Cpd. 1 
No. 


k 


. 1 » 1 




1 1-2388 


5 


NHCONHSO2 




EtO 


1-2389 


5 


NHCONHSO2 




PtO 


1 1-2390 


5 


NHCONHSO2 




jPrO 


1-2391 


5 


NHCONHSO2 




BuO 


1-2392 


5 


NHCONHSO2 




iBuO 


1-2393 


5 


NHC0NHSC)2 




5BuO 


1-2394 


5 


NHCONHSO2 




<BuO 


1-2395 


5 


NHCONHSO2 




HxO 


1-2396 


5 


NHCONHSO2 




PhO 


1-2397 


5 


NHCONHSO2 




BzO 


1-2398 


5 


NHCONHSO9 




Z-1 


1-2399 


5 


NHCONHSO9 




Z-2 


1-2400 


5 


NHCONHSO) 

X X^^^^X ^X Xk^ ^ 




Z-3 


1-2401 


5 


NHCONHSO? 




Z-4 


1-2402 


5 


NHCONHSOo 




Z-5 


1-2403 


5 


NHCONHSO2 




Z-6 


1-2404 


5 


NHCONHSO9 




Z-7 


1 1-240S 


5 


NHCONHSO2 




Z-8 


1-2406 


5 


NHCONHSO2 




Z-9 


1-2407 


5 


NHCONHSO2 




Z-10 


1-2408 


5 


NHCONHSO2 




Z-U 


1-2409 


5 


NHCONHSO2 




Z-12 


1-2410 


5 


NHCONHSO2 




3-Py 


1 1-2411 


5 


NHCONHSO2 




4-Py 
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TaMt 1 (wnU 



Cpd. 
No. 


k 


A 


B 


Rl 


1-2412 


5 


NHCONHSO2 


NH 


H 


1-2413 


5 


NHCONHSO2 


NH 


Me 


1-2414 


5 


NHCONHSO2 


NH 


Et 


1-2415 


5 


NHCONHSO2 


NH 


Pr 


1-2416 


5 


NHCONHSO2 


NH 


jPt 


1-2417 


5 


NHCONHSO2 


NH 


Bu 


1-2418 


5 


NHCONHSO2 


NMe 


Me 


1-2419 


5 


NHCONHSO2 


NMe 


Et 


1-2420 


5 


NHCONHSO2 


NMe 


Pr 


1-2421 


5 


NHCO>fHSOi 


NMe 


iPr 


1-2422 


5 


V TT T^yyy tt to 

NrlC0NrlS02 


NMe 


Bu 


1-2423 


5 




NH 


H 


1-2424 


5 


— 


NH 


Me 


1-2425 


5 


— 


NH 


Et 


1-2426 


5 


— 


NH 


Pr 


1-2427 


5 


— 


NH 


/Pr 


1-2428 


5 


— 


NH 


Bu 


1-2429 


5 


CO 


Pyr 


1-2430 


5 


CO 


Pipri 


1-2431 


5 


CO 


Pipra 


1-2432 


5 


CO 


Mor 


1-2433 


5 


CO 


Thmor 


1-2434 


5 


CO 


NHPyr 


1-2435 


5 


CO 


NHPipri 


1-2436 


5 


CO 


NHPipra 


1-2437 


5 


CO 


NHMor 
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Table 1 icnniA 



Cpd. 
No. 


k 


A 


B Rl 
















Pvr 

ryr 








Pinri 


1 






X ipr<i 


1-Z44Z 






Mor 


1 1 /t >i 1 
1-Z443 


5 




inmor 


1*2444 


5 


^^HCo 


NHryr 


1-2445 


5 


NHCO 


NHPipn 


1-2446 


5 


NHCO 


NHripra 


1-2447 


5 


NrlCO 


NxiMor 


1 ^ A AO 

1-2448 


5 


NHCU 


Nxi 1 nmor 


1 Oyl yl A 

1-Z44y 


er 
J 




Fyr 




c 

3 . 




r'lpn 


1-2451 


5 


CUNHCU 


Pipra 


1 Oil 
1-2452 


5 


CONHCO 


Mor 


% ^ Ae^ 

1-2453 


5 


CONHCO 


Thmor 


1-2454 


5 


CONHCO 


NHPyr 


1— 




CONHrO 

Vk'x^a ^ xx V/ vy 




1-2456 


5 


CONHCO 


NHPipra 


1-2457 


5 


CONHCO 


NHMor 


1-2458 


5 


CONHCO 


NHThmor 


1-2459 


5 


CONHSO2 


Pyr 


1-2460 


5 


CONHSO2 


Pipri 


1-2461 


5 


CONHSO2 


Pipra 


1-2462 


5 


CONHSO2 


Mor 


1-2463 


5 


CONHSO2 


Thmor 
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Tabift 1 ieantA 



Cpd. 
No. 


k 


A 


B 




1-2464 


5 


CONHSO2 


NHPyr 


1-2465 


5 


CONHSO2 


NHPipri 


1-2466 


5 


CONHSO2 


NHPipra 


1-2467 


5 


CONHSO2 


NHMor 


1-2468 


5 


CONHSO2 


NHThmor 


1-2469 


5 


NHSO2 


NH 


Z-4 


1-2470 


5 


NHSO2 


...» 


Me 


1-2471 


5 


NHSO2 




Et 


1-2472 


5 


NHSO2 


_ 


Pr 


1-2473 


5 


NHSO2 




CH2CI 


1-2474 


5 


NHSO2 




Ph 


1-2475 


5 


Nlia02 




4-Me-Ph 


1-2476 


5 


CO 


NMe 


Ph 


1-2477 


5 


CO 


NMe 


2-Me-Ph 


1-2478 


5 


CO 


NMe 


4-Me-Ph 


1-2479 


5 


CO 


NMe 


2.4-diMe-Ph 


1-2480 


5 


CO 


NMe 


3,4-diMe-Ph 


1-2481 


5 


CO 


NMe 


2-(CF3)Ph 




e 




NMe 


4-(CF3)Ph 


1-2483 


5 


CO 


NMe 


2-MeOPh 


1-2484 


5 


CO 


NMe 


4-MeOPh 


1-2485 


5 


CO 


NMe 


2-EtOPh 


1-2486 


5 


CO 


NMe 


4.EtOPh 


1-2487 


5 


CO 


NMe 


2-HOPh 


1-2488 


5 


CO 


NMe 


4-HOPh 


1-2489 


5 


CO 


NMe 


2-(H00C)Ph 
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Tahto 1 ^iMnt^ 



Cpd. 
No. 


k 


A 


B 




1-2490 


5 


CO 


NMe 


4-(HOOC)Ph 


1-2491 


5 


CO 


NMe 


2-(MeOOC)Ph 


1-2492 


5 


CO 


NMe 


4-(MeOOC)Ph 


1-2493 


5 


CO 


NMe 


2-(EtOOC)Ph 


1-2494 


5 


CO 


NMe 


4-(EtOOC)Ph 


1-2495 


5 


CO 


NMe 


2-(/BuOOC)Ph 


U2496 


5 


CO 


NMe 


4-(/BuOOC)Ph 


1-2497 


5 


CO 


NMe 


2-Cl-Ph 


1-2498 


5 


CO 


NMe 


4-Cl-Ph 




e 




MXifa 
INMe 


^-i3r-rii 


1-2500 


5 


CO 


NMe 


4-Br-Ph 


1-2501 


5 


CO 


NMe 


2-I-Ph 


1-2502 


5 


CO 


NMe 


4-I-Ph 


1-2503 


5 


CO 


NMe 


2-N02-Ph 


1-2504 


5 


CO 


NMe 


4-N02-Ph 


1-2505 


5 


CO 


NMe 


2-NH2-Ph 


1-2506 


5 


CO 


NMe 


4-NH2-Ph 


1-2507 


5 


CO 


NMe 


2-(H03S)Ph 


1-2508 


5 


CO 


NMe 


4-(H03S)Ph 


1-2509 


5 


CO 


NMe 


2-(NH202S)Ph 


1-2510 


5 


CO 


NMe 


4-(NH202S)Ph 


1-2511 


5 


CO 


NMe 


2-CN-Ph 


1-2512 


5 


CO 


NMe 


4-CN.Ph 


1-2513 


5 


CO 


NMe 


2-(HOCH2)Ph 


1-2514 


5 


CO 


NMe 


4-(HOCH2)Ph 


1-2515 


5 


CO 


NMe 


Me 
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Table 1 teontA 



Cpd. 
No. 


k 


A 


B 


Rl 


1-2516 


5 


CO 


NMe 


Et 


1-2517 


5 


CO 


NMe 


Pr 


1-2518 


5 


CO 


NMe 


jPr 


1-2519 


5 


CO 


NMe 


Bu 


1-2520 


5 


CO 


NMe 


HOOCCH2 


1-2521 


5 


CO 


NMe 


HOOC-(CH2)2 


1-2522 


5 


CO 


NMe 


MeCHfCOOm 


1-2523 


5 


CO 


NMe 


HOOC-fCHo^i- 




c 
3 


cc\ 
\aj 


^Me 


MeCrlCCUUMe) 




J 




iNivie 


l-rl\JUL/-liJU 








INJVlc 


1 -jvievj\ji^-ii3u 


1-2527 


5 


CO 


NMe 


l-HOOC-/Pn 


1-2528 


5 


CO 


NMe 


1-MeOOC-rPn 


1-2529 


5 


CO 


NMe 


l-HOOC-2-Me-Bu 


1-2530 


5 


CO 


NMe 


1 -MeOOC-2-Me-Bu 


1-2531 


5 


CO 


NMe 


CHoCHoSOiH 






pn 


INJVlc 


Lirl 


1 9^'^1 


c 




iNme 


MeU 


1 -9S'^4 

1 J j*r 




cc\ 
y^yj 


iNJYie 








\^\J 


iNMe 










iNivie 


IrTU 




c 

■J 




INlVLe 




1-2S38 


5 


CO 


NMe 


<BuO 


1-2539 


5 


CO 


NMe 


5BuO 


1-2540 


5 


CO 


NMe 


/BuO 


1-2541 


5 


CO 


NMe 


HxO 


1-2542 


5 


CO 


NMe 


PhO 
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Table 1 (cnnL^ 



Cpd. 

No. 


k 


A 


B 


Rl 






ro 






1 ^^AA 


c 

3 






7 1 




< 

3 


r^n 

\AJ 


iNMC 


T 0 


l-ij4o 


c 
5 


L.U 




Z-3 


1 -254 / 


5 




NMe 


Z-4 


l-Z34o 


3 


CU 


MMe 


Z-5 




5 




NMe 




1-Z55U 


c 

5 




KTXif A 

NMe 


Z*-7 


1 


5 




NMe 


•7 Q 


1 


5 




NMe 


z-y 




3 




NMC 


'7 1 n 
Z-IU 


1-2354 


5 


r^r\ 


NMe 


Z-11 


1-2553 


3 




NMe 


Z.12 


1-2550 


c 
5 


cu 


NMe 


3.Py 


1-2557 


5 


CO 


NMe 


4.Py 




5 


CO 


Thiad 


1-2559 


5 


CO 


NHThiad 


1-2560 






Thiad 


1-2561 


5 


NHCO 


NHThiad 


1-2562 


5 


CONHCO 


Thiad 


1-2563 


5 


CONHCO 


NHThiad 


1-2564 


5 


CONHSO2 


Thiad 


1-2565 


5 


CONHS02 


NHThiad 


1-2566 


5 


NHCS 


NH 


H 


1-2567 


5 


NHCS 


NH 


Me 


1-2568 


5 


NHCS 


NH 


Et 


1-2569 


5 


NHCS 


NH 


Ph 
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Table 1 (coat) 



Cpd. 

No. 


k 


A 


B 


Rl 


1-2570 


5 


NHCS 


NH 


HOOCCH2 


1-2571 


5 


NHCS 


NH 


MeOOCCH2 


1-2572 


5 


NHCS 


NH 


MeCH(COOH) 


1-2573 


5 


NHCS 


NH 


HOOC-(CH2)2 


1-2574 


5 


NHCS 


NH 


MeCH(COOMe) 


1-2575 


5 


CO 


NH 


HOOC-(CH2)3- 


1-2576 


5 


NHCO 


NH 


HOOC-(CH2)3- 


1-2577 


5 


NHCO 


— 


HOOC-(CH2)3- 


1-2578 


5 


NHCS 


NH 


HOOC-(CH2)3- 


1-2579 


5 


CO 


NH 


MeS02NHC0CH(Me) 


1-2580 


5 


NHCO 


NH 


MeS02NHC0CH(Me) 


1-2581 


5 


NHCO 


— 


MeS02NHC0CH(Me) 


1-2582 


5 


NHCS 


NH 


MeS02NHC0CH(Me) 


1-2583 


5 


— 


NH 


HOOCCH2 


1-2584 


5 


— 


NH 


MeOOCCH2 


1-2585 


5 




NH 


McCH(COOH) 


1-2586 


5 


_ 


NH 


HOOC-(CH2)2 


1-2587 


5 




NH 


MeCH(COOMe) 


1-2588 


5 




NH 


HOOC-(CH2)3- 


1-2589 


5 


NHCOCO 




OH 


1-2590 


5 


NHCOCO 




MeO 


1-2591 


5 


NHCOCO 




EtO 


1-2592 


5 


NHCOCO 




PiO 


1-2593 


5 


NHCOCO 




iPiO 


1-2594 


5 


NHCOCO 




BuO 
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Cpd. 
No. 


k 


A 


B 


Rl 


1-2595 


5 


NHCOCO 




iBuO 


1-2596 


5 


NHCOCO 




5BuO 


1-2597 


5 


NHCOCO 




/BuO 


1-2598 


5 


NHCOCO 




HxO 


1-2599 


5 


NHCOCO 




PhO 


1-2600 


5 


NHCOCO 

1. ^ J. X V-f 




BzO 


1-2601 


0 




1,3-diox-IInd 


1-2602 


1 




l,3-<iiox-IInd 


1-2603 


2 




1,3-diox-IInd 


1-2604 


3 




13-diox-IInd 


1-2605 


4 




13-diox-IInd 


1-2606 


5 




1,3-diox-IInd 


1-2607 


6 




1,3-diox-IInd 


1-2608 


7 




1,3-diox-IInd 


1-2609 


s 

(J 




1.3-diox-IInd 


1-2610 


9 




1,3-diox-IInd 


1-2611 


10 




1,3-diox-IInd 


1-2612 


11 




1,3-diox-IInd 


1-2613 


12 




1,3-diox-IInd 


1-2614 


4 


NHCONHS02NHCO 


NH 


Z-4 


1-2615 


4 


NHCONHS02NHCO 


NH 


Pn 


1-2616 


2 


0 




H 


1-2617 


4 


0 




H 


1-2618 


5 


0 




H 


1-2619 


5 


0 




Ph 


1-2620 


5 


0 




2-Py 


1-2621 


5 


0 




3-Py 
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Cpd. 
No. 


k 


A 


B 


Rl 


1-2622 


5 


o 










o 








< 


n 










n 










r\ 










n 










o 








< 


r\ 
\j 








< 


r% 
\J 






1-2631 


5 


o 






1-2632 


5 


o 




Z-10 


1-2633 


5 


o 




Z-11 


1-2634 


5 


o 




Z-12 


1-2635 


4 


NHCO 




3-Py 


l-2o3o 


5 


NHCO 




3-Py 


1-ZOJ7 


4 


CO 


NH 


HOCH2CH(CH3)CH2 






CO 


NH 


HOCH2CH(CH3)CH2 




/I 
*♦ 


INrlUU 


Nil 


HOCH2CH(CH3)CH2 






INrlCU 


NH 


HOCH2CH(CH3)CH2 


1 9/C>ll 


*t 


CO 


NH 


MeS02NHCOCH2 




c 

J 


CO 


NH 


MeS02NHC0CH2 


1-2643 


4 


NHCO 


NH 




1-2644 


5 


NHCO 


NH 


MeS02NHCOCH2 


1-2645 


4 


CO 


NH 


H2NSO2NHCOCH2 


1-2646 


5 


CO 


NH 


H2NSO2NHCOCH2 


1-2647 


4 


NHCO 


NH 


H2NSO2NHCOCH2 
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Cpd 
No. 


k 


A 


B 


Rl 


1-2648 


5 


NHCO 


NH 


H2NSO2NHCOCH2 


1-2649 


4 


CO 


NH 


l-{MeS02NHC0)-Et 


1-2650 


5 


CO 


NH 


1 -(MeS02NHC0)-Et 


1-2651 


4 


NHCO 


NH 


1 -(MeSOjNHCOVEt 


1-2652 


5 


NHCO 


NH 


1 -(MeSOoNHCOVEt 


1-2653 


4 


CO 


NH 


1 -(H-»NSOoNHCO^-Et 


1-2654 


5 


CO 


NH 


l-rtl'.NSOoNHCO'l-Et 


1-2655 


4 


NHCO 


NH 




1-2656 


5 


NHCO 


NH 


l-flH-iNSOiNHCOVEt 

x^\x x^x^tj^^ yx^x x^y^^ / 


1-2657 


4 


CO 


NH 


Xx ^Xiy / A 


1-2658 


5 


CO 


NH 


HOOC-^CHo'lyi 


1-2659 


4 


NHCO 


NH 


HOOC-l'CH'^^yi 


1-2660 


5 


NHCO 


NH 


HOOC-fCHo'kyi 


1-2661 


4 


CO 


NH 


HO-CCHo^'i 


1-2662 


5 


CO 


NH 


xxv v^**Z-/2 


1-2663 


4 


NHCO 


NH 


HO-TCHo^o 


1-2664 


5 


NHCO 


NH 




1-2665 


4 


CO 


NH 

l^XX 




1-2666 


5 


CO 


NH 


xxV^-\-<'XX2 wXxy V^XX J J 


1-2667 


4 


NHCO 


NH 

l^XX 


* J.vy— wxx J— V>XX^ V-»XX J J 


1-2668 


5 


NHCO 


NH 


HO-CH2-CH(CH3) 


1-2669 


4 


CO 


NMe 


HOOC-(CH2)3 


1-2670 


4 


NHCO 


NMe 


HOOC-(CH2)3 


1-2671 


5 


NHCO 


NMe 


HOOC-(CH2)3 


1-2672 


4 


C0NMeS02 




Me 
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Table 1 fcontA 



Cpd. 
No. 


k 


A 


B 


Rl 


1-2673 


5 


CONMeSOj 




Me 


1-2674 


4 


CO 


l-Indn 


1-2675 


5 

mJ 




l-Indn 


1-2676 


4 




1-Indn 


1 -zo / / 






l-Indn 


i-ZO/O 






2-(H00C)-l-Indn 


1 -ZD / 3^ 






2-(HOOC)-l-Indn 


1-2680 


4 


NHCO 


2-(H00C)-l-Indn 


1-2681 


5 


NHCO 


2-(H(X)C)-l-Indn 


1-2682 


4 




3 ,4-diMe-2,5-diox- 1 -Imdd 


1-2683 


5 




3.4-diMe-2,S-diox-l-Imdd 


1-2684 


4 


CONHSO2 




CF3 



(CH2)k— A— B— Rl (1-2) 
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labkl 



Cpd. 1 
No. 1 


k 


A 


B 


Rl 


2-1 


4 


CO 


NH 


H 


2-2 


4 


CO 


NH 


rh 




4 




IN fx 


2-Me-Ph 


2-4 


4 


CO 


NH 


4-Me-Ph 


2-5 


4 


CO 


NH 


2,4-diMe-Ph 


2-6 


4 


CO 


NH 


3,4-diMe-Ph 


2-7 


4 


CO 


NH 


2-(CF3)-Ph 


2-8 


4 








2-9 


4 


CO 


NH 


2-MeOPn 


2-10 


4 


CO 


NH 


4-MeOPh 


2-11 


4 


CO 


NH 


2-EtOPh 


2-12 


4 


CO 


NH 


4-EtOPh 


2-13 


4 


CO 


NH 


2-HOPh 


2-14 


4 


CO 


NH 


4-HOPh 


2-15 


4 


CO 


NH 


2-(HOOC)-Ph 


2-16 


4 


CO 


NH 


4-(HOOC)-Ph 


2-17 


4 


CO 


NH 


2-(MeOOC)-Ph 


2-18 


4 


CO 


NH 


4-(MeOOC)-Ph 


2-19 


4 


CO 


NH 


2-(EtOOC)'Pn 


2-20 


4 




nti 




2-21 


4 


CO 


NH 


2-(/BuOOC)-Ph 


2-22 


4 


CO 


NH 


4-(rBuOOC)-Ph 


2-23 


4 


CO 


NH 


2-Cl-Ph 


2-24 


4 


CO 


NH 


4-Cl-Ph 



117 



EP 0 869 126 A1 
Tahte 1 tiMntA 



Cpd. 
No. 


k 


A 


B 


Rl 


2-25 


4 


CO 


NH 


2-Br-Ph 


2-26 


4 


CO 


NH 


4-Br-Ph 


2-27 


4 


CO 


NH 


2-I-Ph 


2-28 


4 


CO 


NH 


4-I-Ph 


2-29 


4 


CO 


NH 


2-N02-Ph 


2-30 


4 


CO 


NH 


4-N02-Ph 


2-31 


4 


CO 


NH 


2-NH2-Ph 


2-32 


4 


CO 


NH 


4-NH2-Ph 


2-33 


4 


CO 


NH 


2-(H03S)-Ph 


2-34 


4 


CO 


NH 


4-(H03S)-Ph 


2-35 


4 


CO 


NH 


2-(NH202S)-Ph 


2-36 


4 


CO 


NH 


4-(NH202S)-Ph 


2-37 


4 


CO 


NH 


2-CN-Ph 


2-38 


4 


CO 


NH 


4-CN-Ph 


2-39 


4 


CO 


NH 


2-(HOCH2)-Ph 


Z-*rU 






IN ft 




2-41 


4 


CO 


NH 


Me 








JNM 


£1 


2-43 


4 


CO 


NH 


Pr 


2-44 


4 


CO 


NH 


iPr 


2-45 


4 


CO 


NH 


Bu 


2-46 


4 


CO 


NH 


HOOCCH2- 


2-47 


4 


CO 


NH 


MeOOCCH2- 


2-48 


4 


CO 


NH 


MeCH(COOH)- 


2-49 


4 


CO 


NH 


HOOC-(CH2)2- 


2-50 


4 


CO 


NH 


MeCH(COOMe> 


2-51 


4 


CO 


NH 


l-HOOC-iBu 
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TabielfconU 



Cpd. 
No. 


k 


A 


B 


Rl 


2-52 


4 


CO 


NH 


1-MeOOC-iBu 


2-53 


4 


CO 


NH 


i-HOOC-a»ii 


2-54 


4 


CO 


NH 


l-MeOOC-iPn 


2-55 


4 


CO 


NH 


l-HOOC-2-Me-Bu 


2-56 


4 


CO 


NH 


l-MeOOC-2-Me-Bu 


2-57 


4 


CO 


NH 


CHoCH^SO^H 




















M6U 


2-60 


4 


CO 


NH 




2-61 


4 


CO 


NH 


PrO 


2-62 


4 


CO 


NH 


iPrO 


2-63 


4 


CO 


NH 


BuO 


2-64 


4 


CO 


NH 




2-65 


4 


CO 


MR 




2-66 


4 


CO 




laMJXJ 


2-67 


4 


CO 


VTIJ 

iNn 


flXU 


2-68 


4 


ro 


IN XT 


rvSJ 


2-60 


4 






isnu 


2-70 


4 


CO 


XTLI 
INXT 




2-71 


4 


CO 


NH 




2-72 


4 


CO 


NH 




2-73 


4 


CO 




Z*-*r 


2-74 


4 


CO 


NH 


7-^ 


2-75 


4 


CO 


NH 


Z-6 


2-76 


4 


CO 


NH 


Z-7 


2-77 


4 


CO 


NH 


Z-8 


2-78 


4 


CO 


NH 


Z-9 


2-79 


4 


CO 


NH 


Z-10 
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Table IfcBiit.^ 



Cpd. 
No. 


k 


A 


B 


Rl 


2-80 


A 

4 


CO 


NH 


Z-11 


2-81 


4 


CO 


NH 


Z-12 


2-82 


4 


CO 


XTTT 

NH 


^ TV- _ 

3.Py 


2-83 


4 


CO 


NH 


4-Py 


2-84 


4 


CO 


N(Ac) 


H 


2-85 


4 


CO 


N(Ac) 


Ph 










z-ivie-i^ii 


2-87 


4 


CO 


N(Ac) 


4-Me-Ph 


2-88 


4 


CO 


N(Ac) 


2,4-diMe-Ph 


2-89 


4 


CO 


N{Ac) 


3,4-diMe-Ph 


2-90 


4 


CO 


N(Ac) 


2-fCF'»)Ph 


9-01 










2-92 


4 


CO 


N(Ac) 


2-MeOPh 


2-93 


4 


CO 


N(Ac) 


4-MeOPh 


2-94 


4 


CO 


N(Ac) 


2-EtOPh 


2-95 


4 


CO 


N(Ac) 


4-EtOPh 


2-96 


4 


CO 


N(Ac) 


2-HOPh 


2-97 


4 


CO 


N(Ac) 


4-HOPh 


2-98 


4 


CO 


N(Ac) 


2-(HOOC)Ph 


2-99 


4 


CO 


N(Ac) 


4-(H00C)Ph 


2-100 


4 


CO 


N(Ac) 


2-<MeOOC)ni 


2-101 


4 


CO 


N(Ac) 


4-(MeOOC)Pli 


2-102 


4 


CO 


N(Ac) 


2-(EtOOC)Ph 


0 1 til 


/I 
4 


CO 


XT/ A — \ 

N(Ac) 


4-(EtOOC)Ph 


2-104 


4 


CO 


N(Ac) 


2-(/BuOOC)Ph 


2-105 


4 


CO 


N(Ac) 


4-(rBuOOC)Ph 


2-106 


4 


CO 


N(Ac) 


2-Cl-Ph 


2-107 


4 


CO 


N(Ac) 


4-Cl-Ph 
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No. 




A 


D 




2-108 


4 


CO 


N(Ac) 


2-Br-Ph 


2-109 


4 


CO 


XT/ A — \ 

N(Ac) 


4-Br-Ph 


2-110 


4 


CO 






2-111 


4 


CO 


N(Ac) 


4-I-Ph 


2-112 


4 


CO 


N(Ac) 


2-N02-Ph 


2-113 


4 


CO 


N(Ac) 


4-N02-Ph 


2-114 


4 


CO 


N(Ac) 


2-NH2-Ph 


2-115 


4 


CO 


N(Ac) 


4-NH2-Ph 


2-116 


4 


CO 


N(Ac) 


2-fHO-»S'4Ph 


Z-i 1 / 


4 




XT/ A >»\ 


4-(HU3S)Pn 




A 




XT/ A #»\ 


O /XTTT^/N^CXnik 

2-(NH202S)Ph 








XT/ A«\ 


4-^iNrl2U2^/"" 


2-120 


4 


CO 


N(Ac) 


2-CN-Ph 


2-121 


4 


CO 


N(Ac) 


4-CN-Ph 


2-122 


4 


CO 


N(Ac) 


2-(HOCH2)Ph 


2-123 


4 


CO 


N(Ac) 


4-(HOCH2)Ph 


2-124 


4 


CO 


N(Ac) 


Me 


2-125 


4 


CO 


N(Ac) 


Et 


2-126 


4 


CO 


N(Ac) 


Pr 


2-127 


4 


CO 


N(Ac) 


iPr 


Z-IZo 






XT/ A ^\ 


BU 


z-izy 


4 




XT/ A ^\ 

N(AC) 


TT/N/^/^/^TT 
HOOCCH2- 


z-liU 


4 


CO 


XT/ A 

N(Ac) 


MeOOCCH2- 


2-131 


4 


CO 


N(Ac) 


MeCH(COOH) 


2-132 


4 


CO 


N(Ac) 


HOOC-(CH2)2- 


2-133 


4 


CO 


N(Ac) 


MeCH(COOMe) 


2-134 


4 


CO 


N(Ac) 


1-HOOC-iBu 
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Tahleircont.) 



Cpd. 
No. 


k 


A 


B 


Rl 


2-135 


4 


ro 




1 *jyieooc-f ou 


2-136 


4 


CO 


N(Ac) 


l-HGOC-iPn 


2-137 


4 


CO 


N(Ac) 


l-MeOOC-iPn 


2-138 


4 


CO 


N(Ac) 


1 -HOOC-2-Me-Tiii 


2-139 


4 


CO 




1 -M^nnr'-9.\4<» 

1 -ii^cwv/^-z-jYie-Du 


2-140 


4 


CO 






T 1/11 


4 


CO 


N(Ac) 


OH 


O 1 ^0 


4 




N(Ac) 


MeO 




A 






btO 


9.1 Ad 






XT/ A -\ 


Pro 




*t 




XT/ A /»\ 


irrJ 


9 1^ 


4 




XT/ A a\ 


BuO 




4 


kAj 


XT/ A ^\ 

W(AC) 


/BuO 


0 1 AO 


4 


CO 


VT/ A \ 

N(Ac) 


jBuO 


2-149 


4 


CO 


N(Ac) 


/BuO 


2-150 


4 


CO 


N(Ac) 


HxO 


2-l3l 


if 
4 


CO 


N(Ac) 


PhO 


2-152 


4 


CO 


N(Ac) 


BnO 


9 1 ^1 


A 

4 


CO 


XT/ A -«\ 

N(Ac) 


Z-1 


2-154 


4 


CO 


VT/ A — \ 

N(Ac) 


Z-2 


9 1 ^< 


4 


CO 


XT/ A 

N(Ac) 


Z-3 


9 1 


4 


CO 


XT/ A ^\ 

N(AC) 


Z-4 


9 1 C7 


4 


CO 


XT/ A 

N(Ac) 


Z-5 


2-158 


4 


CO 






2-159 


4 


CO 


N(Ac) 


Z.7 


2-160 


4 


CO 


N(Ac) 


Z-8 


2-161 


4 


CO 


N(Ac) 


Z.9 


2-162 


4 


CO 


N(Ac) 


Z-10 
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TabteZfcpot.) 



Cpd. 
No. 


k 


A 


B 


r1 


2-163 


4 


CO 


N(Ac) 


Z-11 


2-164 


4 


CO 


N(Ac) 


Z-12 


2-1 65 


4 


CO 


N(Ac) 


3-Py 


2-166 


4 


CO 


N(Ac) 


4-Py 


2-167 


4 


C<X) 




H 


2-168 


4 


coo 




Ph 




4 








2-170 


4 


COO 




4-Me-Ph 


2-171 


4 


COO 




2 4-diMe-Ph 


2-172 


4 


COO 






2-1 7^^ 


*T 


V \J\J 






2-174 


4 


coo 




4-(Cr3)rn 


2-175 


4 


COO 


— 


2-MeOPh 


2-176 


4 


COO 





4-MeOPh 


2-177 


4 


coo 


— 


2-EtOPh 


2-178 


4 


coo 





4-EtOPh 


2-179 


4 


coo 





2-HOPh 


2-180 


4 


coo 





4-HOPh 


2-181 


4 


coo 




2-(H00C)Ph 


2-182 


4 


coo 





4-(H00C)Ph 


2-183 


4 


coo 




2-(MeOOC)Ph 


2-184 


4 


coo 





4-(MeOOC)Ph 


2-185 


4 


coo 





2-(EtOOC)Ph 


2-186 


4 


coo 




4-(EtOOC)Ph 


2-187 


4 


coo 




2-(/BuOOC)Ph 


2-188 


4 


coo 




4-(/BuOOC)Ph 


2-189 


4 


coo 




2-Cl-Ph 


2-190 


4 


coo 




4-Cl-Ph 
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Table ircHBt.^ 



Cpd. 
No. 


k 


A 


B 


Rl 


2-191 


4 


COO 




2-Br-Ph 


2-192 


4 


COO 




4-Br-Ph 


2-193 


4 


COO 




2-I-Ph 


2-194 


4 


COO 


— 


4-I-Ph 


2-195 


4 


COO 


— 


2-N02-Ph 


2-196 


4 


COO 


— 


4-N02-Ph 


2-197 


4 


COO 


— 


2-NH2-Ph 


2-198 


4 


coo 


— 


4-NH2-Ph 


2-199 


4 


coo 





2-(H03S)Ph 


2-200 


4 


coo 




4-(H03S)Ph 


2-201 


4 


coo 




2-(NH202S)Ph 


2-202 


4 


coo 




4-(NH202S)Ph 


2-203 


4 


coo 




2-CN-Ph 


2-204 


4 


coo 




4-CN-Ph 


2-205 


4 


coo 




2-(HOCH2)Ph 


2-206 


4 


coo 








A 

4 


L.OO 




Me 


2-208 


4 


coo 




Pt 


2-209 


4 


coo 




Pr 


2-210 


4 


coo 




iPr 


2-211 


4 


coo 




Bu 


2-212 


4 


coo 




HOOCCH2- 


2-213 


4 


coo 




HOOC-(CH2)2- 


2-214 


4 


coo 




MeCH(COOMe) 


2-215 


4 


coo 




1-HOOC-iBu 


2-216 


4 


coo 




l-HOOC-/Pn 


2-217 


4 


coo 




Z-1 



124 



EP 0 869 126 A1 



TabteZCcoBt.) 



Cpd. 
No. 


k 


A 


B 


Rl 


2-218 


4 


COO 




7-9 


2-219 


4 


COO 




Z«~J 




4 


rno 




7-4 
Z»-^ 


9-991 


*♦ 








9 999 




yJJKJ 




Z-o 


9 90^ 


A 






Z-7 


9 99A 










9 99<J 


A 

*» 






Z-9 


9 99A 








Z-iU 


9 997 








Til 

Z-1 1 


9 99ft 
Z*ZZo 


A 

H 


CUU 




Z-lz 


9 990 


A 
H 






3-Py 


9 9in 

Z-Z^U 


A 
H 






4-Fy 


z-zJi 


A 
4 






TT 

H 


Z-ZJZ 


4 


CONHCU 




Ph 




4 






9-Mtf>.Pti 
z-iyiC"i o 


2-234 


4 


CONHCO 




4-Me-Ph 


2-235 


4 


CONHCO 




2.4-diMe-Ph 


2-236 


4 


CONHCO 




3,4-diMe-Ph 


2-237 


4 


CONHCO 




2-(CF3)Ph 


2-238 


4 


CONHCO 






i-iSy 


4 






2-MeOPh 




4 






4-MeOPh 


2-241 


4 


CONHCO 






2-242 


4 


CONHCO 




4-EtOPh 


2-243 


4 


CONHCO 




2-HOPh 


2-244 


4 


CONHCO 




4.H0Ph 


2-245 


4 


CONHCO 




2-(H00C)Ph 
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Table 2 fconU 



Cpd. 
No. 


k 


A 


B 


Rl 


2-246 


4 


CONHCO 




4.moOC^Ph 


2-247 


4 


CONHCO 




2-rMeOOC^Ph 


2-248 


4 


CONHCO 




4-fMeOOC^Ph 

^^yi»x^vyxyx^ J A 11 


2-249 


4 


CONHCO 




2-^FtOOC^Ph 


2-250 


4 


CONHCO 






2-251 


4 












CONHCO 








A 
*t 


CONHCO 




9 PI PK 
Z-l^i-rD 




4 


CONHCO 




4 r*i PK 

H-^i-iril 


2-255 


4 


CONHCO 




2-Br-Ph 


2-256 


4 


CONHCO 




4-Br-Ph 


2-257 


4 


CONHCO 




2-I-Ph 


2-258 


4 


CONHCO 


— 


4-I-Ph 


2-259 


4 


CONHCO 


— 


2-N02-Ph 


2-260 


4 


CONHCO 


— 


4-N02-Ph 


2-261 


4 


CONHCO 


— 


2-NH2-Ph 


2-262 


4 


CONHCO 


— 


4-NH2-Ph 


2-263 


4 


CONHCO 


— 


2-(H03S)Ph 


2-264 


4 


CONHCO 




4-(H03S)Ph 


2-265 


4 


CONHCO 


_ 


2-(NH202S)Ph 


2-266 


4 


CONHCO 




4<NH202S)Ph 


2-267 


4 


CONHCO 




2-CN-Ph 


2-268 


4 


CONHCO 




4-CN-Ph 


2-269 


4 


CONHCO 




2-(HOCH2)Ph 


2-270 


4 


CONHCO 




4-(HOCH2)Ph 


2-271 


4 


CONHCO 




Me 


2-272 


4 


CONHCO 




Et 
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TllMB2(CQnt.) 



Cpd. 

No. 


k 


A 


B 


Rl 


2-273 


4 


CONHCO 




Pr 


2-274 


4 


CONHCO 




iPr 


2-275 


4 


CONHCO 




Bu 


2-276 


4 


CONHCO 


_ 


HOOCCH2- 


2-277 


4 


CONHCO 




MCOOCCH2- 


2-278 


*T 


CONHCO 








4 


CONHCO 




HOOC-fCH'^Vi- 


2-280 


4 


CONHCO 




MeCH(COOMe) 


2-281 


4 


CONHCO 




1-HOOC-iBu 


2-282 


4 


CONHCO 




1-MeOOC-iBu 




*T 


CONHPO 




1 -HOOC-zPfi 




4 


CONHCO 




l-MeOOC-/Pn 


2-285 


4 


CONHCO 




1 -HOOC-2-Me-Bu 


2-286 


4 


CONHCO 




1 -MeOOC-2-Me-Bu 


9.287 




CONHCO 




CH'^CH'^^O^H 


2-288 


4 


CONHCO 




Z-1 


2-289 


4 


CONHCO 




Z-2 


2-290 


4 


CONHCO 




Z-3 


2-291 


4 


CONHCO 




Z-4 


2-292 


4 


CONHCO 




Z-5 


2-293 


4 


CONHCO 




Z-o 


2-294 


4 


CONHCO 




Z-7 


7 90< 


4 


CONHCO 




^-0 


2-296 


4 


CONHCO 




Z-9 


2-297 


4 


CONHCO 




Z-10 


2-298 


4 


CONHCO 




Z-11 


2-299 


4 


CONHCO 




Z-12 
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TiiWc2(Mmj 



Cpd 
No. 


k 


A 


B 


Rl 


2-300 


4 


CONHCO 






2-301 


4 


CONHCO 






2-302 


4 


CONfAc'^CO 




n 




A 
*» 






Jrn 


2-304 


4 


CONfAc)CO 




2-Me-Ph 


2-305 


4 


CON(Ac)CO 




4.Me-Ph 


2-306 


4 


CON(Ac)CO 




2,4-diMe-Ph 


2-307 


4 


CON(Ac)CO 




3,4-diMe-Ph 


2-308 


4 


CON(Ac)CO 




2-(CF3)Ph 


2-309 


4 


CON(Ac)CO 




4-fCFi)Ph 






KAjn \iV& )\J\J 






H 1 
Z-Jl 1 








4-MeUrll 




4 






2-fitUrn 




A 

4 


/^i^XT/ A 




4-EtOFn 




4 






Z-HOPh 




4 


CUiN^AC^CU 




4-llQFn 




4 


CUW(AC)CU 




2-(HOC)C)Pn 




4 


CUN(Ac)CU 




4-(HOOC)Ph 




A 
4 


CV^IN^AC^U 




2-(MeUtMJ)rn 




/I 






A rKAAfli^f^XOU 














4 


K^Uri ^ AC 








4 


v-r WIN ^ AC )K^yj 




z-(rDUCKJC)Pli 


2-323 


4 


CONfAc^CO 






2-324 


4 


CON(Ac)CO 




2-Cl-Ph 


2-325 


4 


CON(Ac)CO 




4-Cl-Ph 


2-326 


4 


CON(Ac)CO 




2-Br.Ph 


2-327 


4 


CON(Ac)CO 




4-Br-Ph 
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TaMe2(coBU) 



Cpd. 

No. 


-J. 


A 


B 


Rl 


2-328 


4 


CON(Ac)CO 


— 


2-I-Ph 


2-329 


4 


CX)N(Ac)CO 


— 


4-I-Ph 


2-330 


4 


CON(Ac)CO 


— 


2-N02-Ph 


2-331 


4 


CON(Ac)CO 


— 


4-N02-Ph 


2-332 


4 


CON(Ac)CO 


— 


2-NH2-Ph 


2-333 


4 


CON(Ac)CO 


— 


4-NH2-Ph 


2-334 


4 


CON(Ac)CO 


— 


2-(H03S)Ph 


2-335 


4 


CON(Ac)CO 


— 


4-(H03S)Ph 


2-336 


4 


CON(Ac)CO 


— 


2-(NH202S)Ph 


2-337 


4 


CON(Ac)CO 




4-(NH202S)Ph 


2-338 


4 


CON(Ac)CO 




2-CN-Ph 


2-339 


4 


CON(Ac)CO 




4-CN-Ph 


2-340 


4 


CON(Ac)CO 




2-(HOCH2)Ph 




4 


CON(Ac)CO 




4-(HOCH2)Ph 


2-342 


4 






Me 


2-343 


4 


CON(Ac)CO 




Et 


2-344 


4 


CON(Ac)CO 




Pr 


2-345 


4 


CON(Ac)CO 




iPr 


2-346 


4 


CON(Ac)CO 


— 


Bu 


2-347 


4 


CON(Ac)CO 


— 


HOOCCH2- 


2-348 


4 


CON(Ac)CO 




MeOOCCH2- 


2-349 


4 


CON(Ac)CO 




MeCH(COOH) 


2-350 


4 


CON(Ac)CO 




HOOC-(CH2)2- 


2-351 


4 


CON(Ac)CO 




MeCH(COOMe) 


2-352 


4 


CON(Ac)CO 




1-HOOC-iBu 


2-353 


4 


CON(Ac)CO 




1-MeOOC-iBu 
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Cpd. 

No, 


c 


A 


B 


Rl 


2-354 


4 


CON(Ac)CO 




1-HOOC-iPn 


2-355 


4 


C0N(Ac)CO 




1-MeOOC-iPn 


2-356 


4 


C0N(Ac)CO 




l-HOOC-2-Mc-Bu 


2-357 


4 


CON(Ac)CO 




l-MeOOC-2-Me-Bu 


2-358 


4 


CON(Ac)CO 




CH2CH2SO3H 




*T 


CONfAc'iCO 




Z-1 


Z-30U 


A 






Z-2 




>l 
*4 






Z-3 










Z-4 




A 






Z-5 










Z-6 




A 






Z-7 


Z~jOO 








Z-8 










Z-9 


2-300 








Z-10 




4 






Z-11 


2-370 


A 

4 






Z-12 


2-371 


4 






3-Pv 


2-372 


4 






4.Pv 


2-373 


4 


CONHCXJ 




u 

XI 


2-374 


4 






Ph 


7-175 
A»— J / J 


4 


CONHCO 


NH 


2-Me-Ph 


2-376 


4 


CONHCO 


NH 


4-Me-Ph 


2-377 


4 


CONHCO 


NH 


2,4-diMe-Ph 


2-378 


4 


CONHCO 


NH 


3,4-diMe-Ph 


2-379 


4 


CONHCO 


NH 


2-(CF3)Ph 


2-380 


4 


CONHCO 


NH 


4-(CF3)Ph 


2-381 


4 


CONHCO 


NH 


2-MeOPh 
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Cpd. 
No. 


k 


A 


B 




2-382 


4 


CONHCO 


NH 


4-MeOPh 


2-383 


4 


CONHCO 


NH 


2-EtOPh 


2-384 


4 


CONHCO 


NH 


4-EtOPh 


2-385 


4 


CONHCO 


NH 


2-HOPh 


2-386 


4 


CONHCO 


NH 


4-HOPh 


2-387 


4 


CONHCO 


NH 


2-(H00C)Ph 


2-388 


4 


CONHCO 


NH 


4-(HOOC)Ph 


2-389 


4 


CONHCO 


NH 


2-(MeOOQPh 


2-390 


4 


CONHCO 


NH 


4-(MeOOC)Ph 


2-391 


4 


CONHCO 


NH 


2-(EtOOC)Ph 


2-392 


4 


CONHCO 


NH 


4-(EtOOC)Ph 


2-393 


4 


CONHCO 


NH 


2-(fBuOOC)Ph 


2-394 


4 


CONHCO 


NH 


4-(/BuOOC)Ph 


2-395 


4 


CONHCO 


NH 


2-CI-Ph 


2-396 


4 


CONHCO 


NH 


4-Cl-Ph 


2-397 


4 


^^^^^ TW^^.^V 

CONHCO 


NH 


2-Br-Ph 








rsii 


4-i5r-rn 


2-399 


4 


CONHCO 


NH 


2-I-Ph 


2-400 


4 


CONHCO 


NH 


4-I-Ph 


2-401 


4 


CONHCO 


NH 


2-N02-Ph 


2-402 


4 


CONHCO 


NH 


4-N02-Ph 


2-403 


4 


CONHCO 


NH 


2-NH2-Ph 


2-404 


4 


CONHCO 


NH 


4-NH2-Ph 


2-405 


4 


' CONHCO 


NH 


2-(H03S)Ph 


2-406 


4 


CONHCO 


NH 


4<H03S)Ph 


2-407 


4 


CONHCO 


NH 


2-(NH202S)Ph 


2-408 


4 


CONHCO 


NH 


4-(NH202S)Ph 
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TableirgnnL^ 



Cpd, 

No, 


k 


A 


B 




2-409 


4 




NH 




2-410 


4 


CONHCO 


i^n 




2-411 


4 


CONHCO 


NH 




Z-41Z 


4 




VIXT 

NH 


4-(HOCH2)Ph 


2-413 


4 


CONHCO 


NH 


Me 


2-414 


4 


CONHCO 


ITT 

NH 


Et 


2-415 


4 




l^Xx 


Pr 

rr 


2-416 


4 








2-417 


4 


CONHCO 


NH 


Bu 


2-418 


4 


CONHCO 


NH 


HOOCCH2- 




4 
*f 




Mir 

IN IT 


Memjccri2- 


2-420 


4 


CONHCO 


NH 


MeCH(COOH) 


2-421 


4 


CONHCO 


NH 


HOOC-(CH2)2- 


2-422 


4 


CONHCO 


NH 


MeCH(COOMe) 


2-423 


4 


CONHCO 


NH 


1-HOOC-iBu 


2-424 


4 


CONHCO 


NH 


1-MeOOC-iBu 


2-425 


4 


CONHCO 


NH 


1-HOOC-iPn 


2-426 


4 


CONHCO 


NH 


l-MeOOC^Pn 


2-427 


4 


CONHCO 


NH 


l-HOOC-2-Me-Bu 


2-428 


4 


CONHCO 


NH 


l-MeOOC-2-Me-Bu 


2-429 


4 


CONHCO 


NH 


CH2CH2SO3H 


2-430 


4 


CONHCO 


NH 


HO 


2-431 


4 


CONHCO 


NH 


MeO 


2-432 


4 


CONHCO 


NH 


EtO 


2-433 


4 


CONHCO 


NH 


PrO 


2-434 


4 


CONHCO 


NH 


iPrO 


2-435 


4 


CONHCO 


NH 


BuO 


2-436 


4 


CONHCO 


NH 


iBuO 
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Tablelfcnnt.^ 



Cpd. 
No. 


k 


A 


B 


AX 


2-437 


A 

4 


CONHCO 


NH 


5BuO 


2-438 


A 

4 


CONHCO 


NH 


fBuO 


2-439 


4 


CONHCO 


NH 


HxO 


2-440 


4 


^^^^^ ^TT^^.^^ 

CONHCO 


NH 


PhO 


2-441 


4 


CONHCO 


NH 


BnO 


2-442 


4 


CONHCO 


NH 


Z-1 


2-443 


4 


CONHCO 


NH 


Z-2 


2-444 


4 


CONHCO 


NH 


Z-3 


2-445 


4 


CONHCO 


NH 


Z-4 


2-446 


4 


CONHCO 


NH 


Z-5 


2-447 


4 


CONHCO 


NH 


Z-6 


2-448 


4 


CONHCO 


NH 


Z-7 


2-449 


4 


CONHCO 


NH 


Z-8 


2-450 


4 


CONHCO 


NH 


Z-9 


2-451 


4 


CONHCO 


NH 


Z-10 




4 




XTTT 

NH 


Z-11 


2-453 


4 


CONHCO 


NH 




2-454 


4 


CONHCO 


NH 


3-Py 


2-455 


4 


CONHCO 


NH 


4-Py 


2-456 


4 


CONHSO2 


— 


H 


2-457 


4 


CONHSO2 




Ph 


2-458 


4 


CONHSO2 




2-Me-Ph 


2-459 


4 


CONHSO2 


— 


4-Me-Ph 


2-460 


4 


CONHSO2 




2,4-diMe-Ph 


2-461 


4 


CONHSO2 




3,4-diMe-Ph 


2-462 


4 


CONHSO2 




2-(CF3)Ph 


2-463 


4 


CONHSO2 




4-(CF3)Ph 
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TaMe I (coaU 



Cpd. 

No. 


k 


A 


B 




2-464 


4 


CONHSO2 


— 


2-MeOPh 


2-465 


4 


CONHSO2 


— 


4-MeOPh 


2-466 


4 


CONHSO2 


— 


2-EtOPh 


2-467 


4 


CONHSO2 


— 


4-EtOPh 


2-468 


4 


CONHSO2 


— 


2-HOPh 


2-469 


4 


CONHSO2 


— 


4-HOPh 


2-470 


4 


CONHSO2 


— 


2-(H00C)Ph 


2-471 


4 


CONHSO2 


— 


4-(HOOC)Ph 


2-472 


4 


CONHSO2 


— 


2-(MeOOC)Ph 


2-473 


4 


CONHSO2 


— 


4-(MeOOC)Ph 


2-474 


4 


CONHSO2 


— 


2-(EtOOC)Ph 


2-475 


4 


CONHSO2 


— 


4-(Et<X>C)Ph 


2-476 


4 


CONHSO2 


— 


2-(/BuOOC)Ph 


2-477 


4 


CONHSO2 


— 


4-(t^\xOOC)?h 


2-478 


4 


CONHSO2 


— 


2-Cl-Ph 


2-479 


4 


CONHSO2 


— 


4-Cl-Ph 


2-480 


4 


CONHSO2 


— 


2-Br-Ph 


2-481 


4 


CONHSO2 


— 


4-Br-Ph 


2-482 


4 


CONHSO2 


— 


2-I-Ph 


2-483 


4 


CONHSO2 


— 


4-I-Ph 


2-484 


4 


CONHSO2 


— 


2-N02-Ph 


2-485 


4 


CONHSO2 




4-N02-Ph 


2-486 


4 


CONHSO2 




2-NH2-Ph 


2-487 


4 


CONHSO2 




4-NH2-Ph 


2-488 


4 


CONHSO2 




2.(H03S)Ph 
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T«blc2(cgnt.) 



Cpd. 


k 


A 


B 




2-489 


4 


CONHSO2 


— 


4-(H03S)Ph 


2-490 


4 


CONHSO2 


— 


2-(NH202S)Ph 


2-491 


4 


CONHSO2 


— 


4-(NH202S)Ph 


2-492 


4 


CONHSO2 


— 


2-CN-Ph 


2-493 


4 


CONHSO2 


— 


4-CN-Ph 


2-494 


4 


CONHSO2 





2-(HOCH2)Ph 


2-495 


4 


CONHSO2 




4-(HOCH2)Ph 


2-496 


4 


CONHSO2 





Me 


2-497 


4 


CONHSO2 





Et 


2-498 


4 


CONHSO2 





Pr 


2-499 


4 


CONHSO2 





iPr 


2-500 


4 


CONHSO2 





Bu 


2-501 


4 


CONHSO2 





HOOCCH2- 


2-502 


4 


CONHSO2 





MeOOCCH2- 


2-503 


4 


CONHSO2 





MeCH(COOH) 


2-504 


4 


CONHSO2 




HOOC-(CH2)2- 


2-505 


4 


CONHSO2 




MeCH(COOMe) 


2-506 


4 


CONHSO2 





l-HOOC-»Bu 


2-507 


4 


CONHSO2 





l-MeOCX:-iBu 


2-508 


4 


CONHSO2 





l-HOOC-«Pn 


2-509 


4 


CONHSO2 


— 


1-MeOOC-iPn 


2-510 


4 


CONHSO2 




l-HOOC-2-Me-Bu 


2-511 


4 


CONHSO2 




l-MeOOC-2-Me-Bu 


2-512 


4 


CONHSO2 




CH2CH2SO3H 


2-513 


4 


CONHSO2 




OH 
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Cpd. 

No. 


k 


A 


B 




2-514 


4 


CONHSO2 


— 


MeO 


2-515 


4 


CONHSO2 


— 


EtO 


2-516 


4 


CONHSO2 


— 


PiO 


2-517 


4 


CONHSO2 


— 


iPiO 


2-518 


4 


CONHSO2 


— 


BuO 


2-519 


4 


CONHSO2 


— 


iBuO 


2-520 


4 


CONHSO2 


— 


jBuO 


2-521 


4 


CONHSO2 


— 


/BuO 


2-522 


4 


CONHSO2 


— 


HxO 


2-523 


4 


CONHSO2 


— 


PhO 


2-524 


4 


CONHSO2 


— 


BnO 


2-525 


4 


CONHSO2 


— 


Z-1 


2-526 


4 


CONHSO2 


— 


Z-2 


2-527 


4 


CONHSO2 


— 


Z-3 


2-528 


4 


CONHSO2 


— 


Z-4 


2-529 


4 


CONHSO2 


— 


Z-5 


2-530 


4 


CONHSO2 


— 


Z-6 


2-531 


4 


CONHSO2 


— 


Z-7 


2-532 


4 


CONHSO2 


— 


Z-8 


2-533 


4 


CONHSO2 


— 


Z-9 


2-534 


4 


CONHSO2 


— 


Z-ID 


2-535 


4 


CONHSO2 




Z-11 


2-536 


4 


CONHSO2 




Z-12 


2-537 


4 


CONHSO2 




3-Py 


2-538 


4 


CONHSO2 




4-Py 
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TiibteZrctfBt.) 



yjpa. 
No. 


K 


A 


B 




2-539 


4 


CONHSO2 


NH 


H 


2-540 


4 


CONHSO2 


NH 


Ph 


2-541 


4 


CONHSO2 


NH 


2-Me-Ph 


2-542 


4 


CONHSO2 


NH 


4-Me-Ph 


2-543 


4 


CONHSO2 


NH 


2.4-diMe-Ph 


2-544 


4 


CONHSO2 


NH 


3.4-diMe-Ph 


2-545 


4 


CONHSO2 


NH 


2-(CF3)Ph 


2-546 


4 


CONHSO2 


NH 


4-(CF3)Ph 


2-547 


4 


CONHSO2 


NH 


2-MeOPh 


2-548 


4 


CONHSO2 


NH 


4-MeOPh 


2-549 


4 


CONHSO2 


NH 


2-EtOPh 


2-550 


4 


CONHSO2 


NH 


4-EtOPh 


2-551 


4 


CONHSO2 


NH 


2-HOPh 


2-552 


4 


CONHSO2 


NH 


4-HOPli 


2-553 


4 


CONHSO2 


NH 


2-(HOOC)Ph 


2-554 


4 


CONHSO2 


NH 


4-(HOOC)Ph 


2-555 


4 


CONHSO2 


NH 


2-(MeOOC)Ph 


2-556 


4 


CONHSO2 


NH 


4-(MeOOC)Ph 


2-557 


4 


CONHSO2 


NH 


2-(EtOOC)Ph 


2-558 


4 


CONHSO2 


NH 


4.(EtOOC)Ph 


2-559 


4 


CONHSO2 


NH 


2-(/BuOOC)Ph 


2-560 


4 


CONHSO2 


NH 


4-(/BuOOC)Ph 


2-561 


4 


CONHSO2 


NH 


2-Cl-Ph 


2-562 


4 


CONHSO2 


NH 


4-Cl-Ph 


2-563 


4 


CONHSO2 


NH 


2-Br-Ph 
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Tahiti teantA 



Cpd. 
No. 


k 


A 


B 


Rl 


2-564 


4 


CONHSO2 


NH 


4-Br-Ph 


2-S6S 


4 


CONHSO2 


NH 


2-I-Ph 


2-566 


4 


CONHSO2 


NH 


4-I-Ph 


2-567 


4 


CONHSO2 


NH 


2-N02-Ph 


2-568 


4 


CONHSO2 


NH 


4-N02-Ph 


2-569 


4 


CONHSO2 


NH 


2-NH2-Ph 


2-570 


4 


CONHSO2 


NH 


4-NH2-Ph 


2-571 


4 


CONHSO2 


NH 


2-(H03S)Ph 


2-572 


4 


CONHSO2 


NH 


4-(H03S)Ph 


2-573 


4 


CONHSO2 


NH 


2-(NH202S)Ph 


2-574 


4 


CONHSO2 


NH 


4-{NH202S)Ph 


2-575 


4 


CONHSO2 


NH 


2-CN-Ph 


2-576 


4 


CONHSO2 


NH 


4-CN-Ph 


2-577 


4 


CONHSO2 


NH 


2-(HOCH2)Ph 


2-578 


4 


CONHSO2 


NH 


4-(HOCH2)Ph 


2-579 


4 


CONHSO2 


NH 


Me 


2-580 


4 


CONHSO2 


NH 


Et 


2-581 


4 


CONHSO2 


NH 


Pr 


2-582 


4 


CONHSO2 


NH 


jPr 


2-583 


4 


CONHSO2 


NH 


Bu 


2-584 


4 


CONHSO2 


NH 


HOOCCH2- 


2-585 


4 


CONHSO2 


NH 


MeOOCCH2- 


2-586 


4 


CONHSO2 


NH 


MeCH(COOH) 


2-587 


4 


CONHSO2 


NH 


HOOC-(CH2)2- 


2-588 


4 


CONHSO2 


NH 


MeCH(COOMe) 
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Table Ifannt.) 



Cpd. 
No. 


k 


A 


B 




2-589 


4 


CONHSO2 


NH 


l-HOOC-iBu 


2-590 


4 


CONHSO2 


NH 


l-MeOOC-tBu 


2-591 


4 


CONHSO2 


NH 


1-HOOC-jPn 


2-592 


4 


CONHSO2 


NH 


I-MeOOC-jPn 


2-593 


4 


CONHSO2 


NH 


l-HOOC-2-Me-Bu 


2-594 


4 


CONHSO2 


NH 


I-MeOOC-2-Me-Bu 


2-595 


4 


CONHSO2 


NH 


CH2CH2SO3H 


2-596 


4 


CONHSO2 


NH 


OH 


2-597 


4 


CONHSO2 


NH 


MeO 


2-598 


4 


CONHSO2 


NH 


EtO 


2-599 


4 


CONHSO2 


NH 


PiO 


2-600 


4 


CONHSO2 


NH 


iPiO 


2-601 


4 


CONHSO2 


NH 


BuO 


2-602 


4 


CONHSO2 


NH 


iBuO 


2-603 


4 


CONHSO2 


NH 


sBuO 


2-604 


4 


CONHSO2 


NH 


/BuO 


2-605 


4 


CONHSO2 


NH 


HxO 


2-606 


4 


CONHSO2 


NH 


PhO 


2-607 


4 


CONHSO2 


NH 


BnO 


2-608 


4 


CONHSO2 


NH 


Z-1 


2-609 


4 


CONHSO2 


NH 


Z-2 


2-610 


4 


CONHSO2 


NH 


Z-3 


2-611 


4 


CONHSO2 


NH 


Z-4 


2-612 


4 


CONHSO2 


NH 


Z-5 


2-613 


4 


CONHSO2 


NH 


Z-6 
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Cpd. 
No. 


k 


A 


B 




2-614 


4 


CONHSO2 


NH 


Z-7 


2-615 


4 


CX>NHS02 


NH 


Z-8 


2-616 


4 


CONHSO2 


NH 


Z-9 


2-617 


4 


CONHSO2 


NH 


Z-10 


2-618 


4 


CONHSO2 


NH 


Z-11 


2-619 


4 


CONHSO2 


NH 


Z-12 


2-620 


4 


CONHSO2 


NH 


3-Py 


2-621 


4 


CONHSOi 


NH 




Z-022 


4 


NHCU 




H 


2-023 


4 


NiiCO 




Ph 


2-624 


4 


NHCO 




<b-lVlC-A 11 


2-625 


4 


NHCO 




4-Me-Ph 


2-626 


4 


NHCO 




2 4-diMe-Ph 


2-627 


4 


NHCO 




3.4-diMe-Ph 


2-628 


4 


NHCO 




2-(CF'i)Ph 










4-lCr3;rn 




4 


NHCO 




2-MeOPh 




4 


NHCU 




4-MeOPh 


2-632 


4 


NHCO 




2-EtOPh 


2-033 


4 


NHCO 




4-EtOPh 


2-534 


A 

4 


NHCO 




2-HOPh 


2-635 


4 


NHCO 




4-HOPh 












2-637 


4 


NHCO 




4-(HOOC)Ph 


2-638 


4 


NHCO 




2-(MeOOC)Ph 


2-639 


4 


NHCO 




4-(McOOC)Ph 


2-640 


4 


NHCO 




2-(EtOOC)Ph 
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Table 2 fgrniU 



Cpd. 
No. 


k 


A 


B 




2-641 


4 


NHCO 




4-(EtOOC)Ph 


2-642 


4 


NHCO 




2-(^BuOOC)Ph 


2-643 


4 


NHCO 




4-(/BuOOC)Ph 


2-644 


4 


NHCO 




2-Cl-Ph 


2-645 


4 


NHCO 




4-Cl-Ph 










O Hr 1>K 


2-647 


4 


NHCO 




4-Br-Ph 


2-648 


4 


NHCO 




2-I-Ph 


2-649 


4 


NHCO 




4-I-Ph 


2-650 


4 


NHCO 




2-N02-Ph 


2-651 


4 


NHCO 




4-N02-Ph 


2-652 


4 


NHCO 




2-NH2-Ph 


2-653 


4 


NHCO 





4-NH2-Ph 


2-654 


4 


NHCO 




2-(H03S)Ph 


2-655 


4 


NHCO 




4-(HOiS)Ph 


2-656 


4 


NHCO 




2-(NH202SJPh 


2-657 


4 


NHCO 




4-(NH202S)Ph 

X ^^^^ ^^^^ 0 ^ 


2-658 


4 


NHCO 




2-CN-Ph 


2-659 


4 


NHCO 




4-CN-Ph 


2-660 


4 


NHCO 






2-661 


4 


NHCO 




4-(HOCH2)Ph 


2-662 


4 


NHCO 




Me 




** 






ct 


2-664 


4 


NHCO 




Pr 


2-665 


4 


NHCO 




rPr 


2-666 


4 


NHCO 




Bu 


2-667 


4 


NHCO 




HOOCCH2- 
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Tablg2(TOnl.) 



Cpd. 

No. 


k 


A 


B 


Rl 


2-668 


4 


NHCO 




MeOOCCHo- 


2-669 


4 


NHCO 




MeCHfCOOH) 


2-670 


4 


NHCO 




HOOC-fCHoV>. 


2-671 


4 


NHCO 








4 


NHPO 






9 fklX 
z-o / J 


A 


MHrn 






Z-0 /*♦ 




INrlL.U 




I -rlUUL-2-Me-BU 










C'rl2i-'Xl22>v-l3n 


2-676 


4 


NHCO 


— 


MeO 


2-677 


4 


NHCO 




EtO 


2-o7o 


4 


NHCO 




PrO 


2-679 


4 


NHCO 




Z-1 


2-680 


4 


NHCO 




Z-2 


2-681 


4 


NHCO 




Z-3 


2-682 


4 


NHCO 




Z-4 


2-683 


4 


NHCO 




Z-5 


2-684 


4 


NHCO 


" 


Z-6 


2-685 


4 


NHCO 




Z-7 


2-686 


4 


NHCO 


■ " ■ 


Z-8 


2-687 


4 


NHCO 




Z-9 


2-688 


4 


NHCO 




Z-10 


2-689 


4 


NHCO 




Z-11 


2-690 


4 


NHCO 




Z-12 


2-691 


4 


NHCO 




3-Py 


2-692 


4 


NHCO 




4-Py 


2-693 


4 


NHCO 


NH 


H 


2-694 


4 


NHCO 


NH 


Ph 


2-695 


4 


NHCO 


NH 


2-Me-Ph 
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Tahleircont.^ 



Cpd 
No. 


k 


A 


B 


Rl 


2-696 


4 


NHCO 


NH 


4-Me-Ph 


2-697 


4 


NHCO 


NH 


2,4-diMe.Ph 


2-698 


4 


NHCO 


NH 


3,4<liMe-Ph 


2-699 


4 


NHCO 


NH 


2-(CF3)Ph 


2-7(X) 


4 


NHCO 


NH 


4.(CF-i)Ph 


2-701 


4 


NxlCU 


NH 




2-702 


4 




NH 


A X/f «>OPH 
*fr-XVlCv/l:n 


2-703 


4 


NHCO 






2-704 


4 


NHCU 


NH 




2-705 


4 




jNn 




2-706 


4 


Nnv>U 


xru 
NH 


A urkPVi 


2-707 


4 


NHCO 


xru 
NH 


z-^^lvAJC n 


2-708 


4 


NHCO 


NH 




2-709 


4 


NHCO 


xru 
NH 


2-CMeOOCJJra 


2-710 


4 


NHCO 


XIXJ 

NH 


4-^MeOOC )rTi 


2-711 


4 


NHCO 


XTtJ 

NH 


Z-(iltOOC)rn 


2-712 


4 


NHCO 


XTXJ 

NH 


4-(JitOOC}rn 


2-713 


4 


NHCO 


XTXJ 

NH 


Z-^iHUOOC Jirn 


2-714 


4 


NHCO 


XTU 

NH 


4-(fEJUOOC )rii 


2-715 


A 

4 


NHCO 


NH 


O-T"! Pk 


2-716 


4 


NHCO 


XTIJ 

NH 


A-rf^l Pli 


'>-717 
*" / 1 / 




NHCO 


NH 


2-Br-Ph 


2-718 


4 


NHCO 


NH 


4-Br-Ph 


2-719 


4 


NHCO 


NH 


2-I-Ph 


2-720 


4 


NHCO 


NH 


4.I.Ph 


2-721 


4 


NHCO 


NH 


2-N02-Ph 


2-722 


4 


NHCO 


NH 


4-N02-Ph 


2-723 


4 


NHCO 


NH 


2-NH2-Ph 
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Cpd. 

No. 


k 


A 


B 


Rl 


2-724 


4 


NHCO 


NH 


4-NH2-Ph 


2-725 


4 


NHCO 


NH 


2-(H03S)Ph 


2-726 


4 


NHCO 


NH 


4-(H03S)Ph 


2-727 


4 


NHCO 


NH 


2-(NH202S)Ph 


2-728 


4 


NHCO 


NH 


4-(NH202S)Ph 


2-729 


4 


NHCO 


NH 


2-CN-Ph 


2-730 


4 


NHCO 


NH 




2-731 


4 


NHCO 


NH 


2-rHor'H'>^Pii 


2-732 


4 


NHCO 


NH 


4-(HOCH2)Ph 


2-733 


4 


NHCO 


NH 


Me 


2-734 


4 


NHCO 


NH 


Et 


2-735 


"T 




NR 


Pr 

IT 


2-736 


4 


NHCO 


MR 




2-737 


4 


NHCO 


NH 


Bu 


2-738 


4 


NHCO 


NH 


HOOCCH2- 


2-739 


4 


NHCO 


NH 


MeOOCCH-*- 




4 


NHCU 


NH 


MeCH(COOH) 










HOOC-(CH2)2- 


2-742 


4 


NHCO 


NH 


MeCH(COOMe) 


2-743 


4 


NHCO 


NH 


1-HOOC-iBu 


2-744 


4 


NHCO 


NH 


l-MeOOC-<Bu 


2-745 


4 


NHCO 


NH 


1-HOOC-flPn 




4 




xnh 




2-747 


4 


NHCO 


NH 


l-HOOC-2-Me-Bu 


2-748 


4 


NHCO 


NH 


l-MeOOC-2-Me-Bu 


2-749 


4 


NHCO 


NH 


CH2CH2SO3H 


2-750 


4 


NHCO 


NH 


OH 



144 



EP 0 869 126 A1 
Tahiti rennU 



Cpd. 
No. 


k 


A 


B 


Rl 


1 TCI 

2-751 


A 

4 








2-752 


A 
*l 








2-753 


4 






PrO 


2-754 


A 

4 




xrur 


IJrTvr 


2-755 


4 


NHCU 


XTU 


OUd 


2-756 


4 


NHCO 


xrtr 
NH 


muU 


2-757 


4 


NHCO 


NH 


^BuO 


2-758 


4 


NHCO 


NH 


^BuO 


2-759 


4 


NHCO 


VTLT 

NH 


rlXiJ 


2-760 


4 


NHCO 


XTU 

Nil 


rllU 


2-761 


4 


NHCO 


XTCT 
NH 




2-762 


4 


NHCO 


VTTT 

NH 


T 1 


2-763 


4 


NHCO 


XTU 

NH 


/>2 


2-764 


4 


NHCO 


■VTTT 

NH 


Z-3 


2-765 


4 


NHCO 


NH 


'7 A 

Z-4 


2-766 


4 


NHCO 


"VTTT 

NH 


Z-5 


2-767 


4 


NHCO 


-w TTT 

NH 


Z-o 


2-768 


4 


NHCO 


NH 


Z-7 


2-769 


4 


NHCO 


NH 


ITT O 

Z-8 


2-770 


4 


NHCO 


NH 


Z-9 


2-771 


4 


NHCO 


NH 


7 1 A 

Z-10 


2-772 


4 


NHCO 


XTU 

NH 


Til 


2-773 


4 


NHCO 


XTU 

NH 


Z-12 


2-774 


4 




XTX-T 
iNXl 




2-775 


4 


NHCO 


NH 


4-Py 


2-776 


4 


NHCO 


NMe 


Ph 


2-777 


4 


NHCO 


NMe 


2.Me-Ph 


2-778 


4 


NHCO 


NMe 


4-Me-Ph 
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Cpd. 

No. 


k 


A 


B 




2-779 


4 


NHCO 


NMe 


2,4.diMe-Ph 


2-780 


4 


NHCO 


NMe 


3,4-diMe-Ph 


2-781 


4 


NHCO 


NMe 


2-(CF3)Ph 


2-782 


4 


NHCO 


NMe 


4-(CFi)Ph 








JNMe 


7 Xir.a/*\'DU 


*-/o*r 








4-MeiJlrn 








IN Me 


z-istUrn 








JNrae 


4-lltUrIl 


0 7fi7 


A 
H 




INMC 


7 IJ^1>U 




A 




XNJYie 


4-ilUr'n 


7 7flO 


A 
*f 




NMe 


2-(rlUUC)Pll 


7 7Qrt 


A 
H 




WMe 


4-(rlUUC)Pn 


2-7^1 


A 
4 


NHCO 


NMe 


2-(MeOOC)Ph 






NriCO 


NMe 


4-(MeOOC)Ph 




A 




NMe 


2-(EtOOC)Pn 


7 70A 






NMe 


4-(lltUUC)Pn 


7 7Q^ 


A 
H 




iNMe 




7 7QA 


A 




NMe 


4-(/BuOOC)Pn 


7 707 


A 




NMC 


2-Cl-rn 


7 70fi 


4 


JNrlCvJ 


IMMe 


4-Cl-Pn 


2-799 


4 


NHCO 


NMe 


2-Br.Ph 


2-800 


4 


NHCO 


NMe 


4-Br-Ph 


2-801 


4 


NHCO 


NMe 


2-I-Ph 


2-802 


4 


NHCO 


NMe 


4-I-Ph 


2-803 


4 


NHCO 


NMe 


2-N02-Ph 


2-804 


4 


NHCO 


NMe 


4-N02-Ph 


2-805 


4 


NHCO 


NMe 


2-NH2-Ph 
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Cpd. 
No. 


k 


A 


B 




2-806 


4 


NHCO 


NMe 


4-NH2-Ph 


2-807 


4 


NHCO 


NMe 


2-(H03S)Ph 


2-808 


4 


NHCO 


NMe 


4-(H03S)Ph 


2-809 


4 


NHCO 


NMe 


2-(NH202S)Ph 


2-810 


4 


NHCO 


NMe 


4-(NH202S)Ph 


2-811 


4 


NHCO 


NMe 


2-CN-Ph 


2-812 


4 


NHCO 


NMe 


4-CN-Ph 


2-813 


4 


NHCO 


NMe 


2-(HOCH2)Ph 


2-814 


4 


NHCO 


NMe 


4-(HOCH2)Ph 


'> Q1 C 






INJMLC 


IVIC 


2-816 


4 


NHCO 


NMe 


Et 


2-817 


4 


NHCO 


NMe 


Pr 


2-818 


4 


NHCO 


NMe 


iPt 


2-819 


4 


NHCO 


NMe 


Bu 


2-820 


4 


NHCO 


NMe 


HOOCCH2- 


2-821 


4 


NHCO 


NMe 


MeOOCCH2- 


2-822 


4 


NHCO 


NMe 


MeCH(COOH) 


2-823 


4 


NHCO 


NMe 


HOOCKCHoh- 








INJVlC 






A 

4 






1 WnOT' rRit 




4 






1 ''mV\J\J\^'lDu 


2-827 


4 


NHCO 


NMe 


l-HOOC-iPn 


2-828 


4 


NHCO 


NMe 


1-MeOOC-iPn 


2-829 


4 


NHCO 


NMe 


l-HOOC-2-Me-Bu 


2-830 


4 


NHCO 


NMe 


l-MeOOC-2-Me-Bu 


2-831 


4 


NHCO 


NMe 


CH2CH2SO3H 
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TaMtlfeoet.) 



Cpd. 
No. 


k 


1 


B 






A 

*T 


NHCO 


NMe 


OH 




A 

■T 


NHCO 


NMe 


MeO 




A 


NHCO 


NMe 


EtO 








NMe 


PiO 


Z**oiO 


A 
H 




NMe 

A ^ ITXC 


iPiO 


2-837 


4 






BuO 


2-838 


4 








2-839 


4 








2-840 


4 






^BuO 


O O it 1 

2-84 1 


/I 
4 






HxO 


2-842 


4 






PhO 


2-843 


4 






BnO 


^ OA A 

2-844 


4 




NMe 


Z-1 


2-845 


4 






Z-2 


2-846 


4 




INiVLC 


Z-3 


2-847 


4 




INlVlC 


Z-4 


2-848 


4 




rNjyic 


Z-S 


2-849 


4 




KMp 


Z-6 


OCA 

2-850 


4 




NMe 


Z-7 


2-8S1 


4 




NM#» 


Z-8 


2-o52 


4 




NMe 


Z-9 


2-o5j 


A 

4 




NMe 


Z-10 


2-854 


4 


NHCO 


NMe 


Z-U 


2-855 


4 


NHCO 


NMe 


Z-12 


2-856 


4 


NHCO 


NMe 


3-Py 


2-857 


4 


NHCO 


NMe 


4-Py 


2-858 


4 


NHCO 


NHNH 


H 
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Tahle2fconM 



Cpd. 1 
No. 1 


k 


A 


B 


Rl 


2-859 


4 


NHCO 


NHNH 


Me 


2-860 


4 


NHCO 


NHNH 


Et 


2-861 


4 


NHCO 


NHNMe 


Me 


2-862 


4 


NHCO 


NHNMe 


Et 


2-863 


4 


NHCO 


NHNMe 


Pr 


2-864 


4 


NHCONHNHCO 


NH 


H 


2-865 


4 


NHCONHNHCO 


NH 


Ph 


2-866 


4 




XNll 




2-867 


4 


NHCONHNHCO 


NH 


4-Me-Ph 


2-868 


4 


NHCONHNHCO 


NH 


2,4-diMe-Ph 


2-869 


4 


NHCONHNHCO 


NH 


3,4-diMe-Ph 


2-870 


4 


NHCONHNHCO 


NH 


2-(CFi)Ph 


2-871 


4 


NHCONHNHCO 


Nn. 




2-872 


4 


NHCONHNHCO 


NH 


2-M60Ph 


2-873 


4 


NHCONHNHCO 


NH 


4-MeOPh 


2-874 


4 


NHCONHNHCO 


NH 


2-EtOPh 


2-875 


4 


NHCONHNHCO 


NH 


4-EtOPh 


2-876 


4 


NHCONHNHCO 


NH 


2-HOPh 


2-877 


4 


NHCONHNHCO 


NH 


4-HOPh 


2-878 


4 


NHCONHNHCO 


NH 


2-(HOOC)Ph 


2-879 


4 


NHCONHNHCO 


NH 


4-(HOOC)Ph 


2-880 


4 


NHCONHNHCO 


NH 


2-(MeOOC)Ph 


2-881 


4 


NHCONHNHCO 


NH 


4-(MeuUU)rn 


2-882 


4 


NHCONHNHCO 


NH 


2-(EtOOC)Ph 


2-883 


4 


NHCONHNHCO 


NH 


4-(EtOOC)Ph 


2-884 


4 


NHCONHNHCO 


NH 


2-(/BuOOC)Ph 


2-885 


4 


NHCONHNHCO 


NH 


4-(/BuOOC)Ph 
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T«hte2(coat.> 



Cpd. 1 
No. 1 


k 


A 


B 




2-886 


4 


NHCONHNHCO 


NH 


2-Cl-Ph 


2-887 


4 


NHCONHNHCO 


NH 


4-Cl-Ph 


2-888 


4 


NHCONHNHCU 


Nn 








NHCONHNHCO 


NH 


4-Br-Ph 


2-890 


4 


NHCONHNHCO 


NH 


2-I-Ph 


2-891 


4 


NHCONHNHCO 


NH 


4-I-Ph 


2-892 


4 


NHCONHNHCO 


NH 


2-N02-Ph 


2-893 


4 


NHCONHNHCO 


NH 


4-N02-Ph 


2-894 


4 


NHCONHNHCO 


NH 


2-NH2-Ph 


2-895 


4 


NHCONHNHCO 


NH 


4-NH2-Ph 


2-896 


4 


NHCONHNHCO 


NH 


2-(H03S)Ph 


2-897 


4 


NHCONHNHCO 


NH 


4-(H03S)Ph 


2-898 


4 


NHCONHNHCO 


NH 


2-<NH202S)Ph 


2-899 


4 


NHCONHNHCO 


NH 


4-(NH202S)Ph 


z-yoo 


4 




VJTJ 


2-rN-Ph 








TJH 
i^n 






ii 

H 


iNn^wAN XIXN Xl^ 


1^X1 




2-903 


4 


NHCONHNHCO 


NH 


4-(HOCH2)Pii 


2-904 


4 


NHCONHNHCO 


NH 


Me 


2-905 


4 


NHCONHNHCO 


NH 


Et 


2-906 


4 






Pr 


2-907 


4 


NHCONHNHCO 


NH 


iTr 


2-908 


4 


NHCONHNHCO 


NH 


Bu 


2-909 


4 


NHCONHNHCO 


NH 


HOOCCH2- 


2-910 


4 


NHCONHNHCO 


NH 


MeOOCCH2- 


2-911 


4 


NHCONHNHCO 


NH 


MeCH(COOH) 
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TaMeZfcoBt.) 



Cpd. 
No. 


k 


A 


B 


Rl 


2-912 


4 


NHCONHNHCO 


NH 


HOOC-fCH^b- 


o oil 


A 
*f 




INfl 


ivic\^ri^\^vJvjiyic ^ 




4 




iNlT 




2-915 


4 


NxlCONrLNrlCO 


VTLf 


1 -MeUUC-ioU 




4 




NH 


l-HOOC-iPn 


9-017 


*r 


1^ n.\^ wi^ V-/ 


NH 






A 


iNXiv^ v/iN niN n\-f V/ 


XTLT 


1 -Rnnp-9-M^-Rii 


9-Q10 


A 


1^ n.\^ xxL^ nv.^ v/ 


ItIT 










TSJXJ 

ItXI 




2-921 


4 


NHCONHNHCO 


VTT ¥ 

NH 


OH 


2-922 


4 


NHCONHNHCO 


NH 


MeO 


2-923 


4 


NHCONHNHCO 


NH 


EtO 


2-924 


4 


V TT T^^X^'V TT TV TT ¥^1^\ 

NHCONHNHCO 


VTTT 

NH 


PrO 


2-925 


4 


X TTT/^^^V TT TTl TT T/^^> 

NHCONHNHCO 


NH 


zPrO 


2-926 


4 


NHCONHNHCO 


VTTT 

NH 


BuO 


2-927 


4 


NHCONHNHCO 


NH 


iBuO 


2-928 


4 


NHCONHNHCO 


NH 


jBuO 


2-929 


4 


NHCONHNHCO 


NH 


/BuO 


2-930 


4 


NHCONHNHCO 


NH 


HxO 


2-931 


4 


NHCONHNHCO 


NH 


PhO 


2-932 


4 


"V TT T/^/^V TT TV TT T/^ 

NHCONHNHCO 


V TT ¥ 

NH 


T> 

BnO 


2-933 


4 


V TTT^^.^^^TTTVTTT^^^^ 

NHCONHNHCO 


NH 


Z-1 


2-934 


4 


NHI-.ON11NHL.U 


Nn 




2-935 


4 


NHCONHNHCO 


NH 


Z-3 


2-936 


4 


NHCONHNHCO 


NH 


Z-4 


2-937 


4 


NHCONHNHCO 


NH 


Z-5 


2-938 


4 


NHCONHNHCO 


NH 


Z-6 
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Cpd. 
No. 


k 


A 


B 


Rl 




4. 




NTT 


7-7 


2-940 






NH 

IHXX 


7-8 




A 


i>i XxV^ \Jvi ni>i n V/ V/ 


NH 


7-0 






IN nUvylN rllN Il^V-l 


INrl 


Tin 




A 


INXl.^ V/INXIXN fl V/ 


NH 




2-944 


4 


NHCONHNHCO 


NH 

x^xx 


Z-12 


2-945 


4 


NHCONHNHCO 

X ^ X X^^ ^ X XI ^ X X 


NH 

x^xx 


3-Pv 
D ry 


2-946 


4 


NHCONHNHCO 


NH 


4-Pv 


2-947 


4 


NHCONHCO 




H 


2-948 


4 


NHCONHCO 




Ph 


2-949 


4 


NHCONHCO 




2.Me-Ph 


2-950 


4 


NHCONHCO 




4-Me-Ph 


2-951 


4 


NHCONHCO 




2,4^iMc-Ph 


2-952 


4 


NHCONHCO 




3,4KliMe.Ph 


2-953 


4 


NHCONHCO 




2-(CF3)Ph 


2-954 


4 


NHCONHCO 




4-(CF^)Ph 


2-955 


4 


NHCONHCO 




2-MeOPh 


2-956 


4 


NHCONHCO 




4-MeOPh 


2-957 


4 


NHCONHCO 




2-.EtOPh 


2-958 


4 


NHCONHCO 




4-EtOPh 


2-959 


4 


NHCONHCO 




2-HOPh 

^ XX\»/X 11 


2-960 


4 


NHCONHCO 




4-HOPh 


2-961 


4 


NHCONHCO 




2-(HOOC)Ph 


2-962 


4 


NHCONHCO 




4-(HOOC)Ph 


2-963 


4 


NHCONHCO 




2-(MeOOC)Ph 


2-964 


4 


NHCONHCO 




4-(MeOOC)Ph 



152 



EP 0 869 126 A1 



T«Mg2(CQIlU 



Cpd. 

No. 


k 


A 


B 




2-965 


4 


NHCONHCO 





2-(EtOOC)Ph 


2-966 


4 


NHCONHCO 





4-(EtOOQPh 


2-967 


4 


NHCONHCO 





2-(/BuOOC)Ph 


2-968 


4 


NHCONHCO 





4-<fBuOOC)Ph 


2-969 


4 


NHCONHCO 





2-Cl-Ph 


2-970 


4 


NHCONHCO 





4-Cl-Ph 


2-971 


4 


NHCONHCO 




2-Br-Ph 




*T 






4-tJr-r n 


2-973 


4 


NHCONHCO 




2-I-Ph 


2-974 


4 


NHCONHCO 




4-I-Ph 


2-975 


4 


NHCONHCO 




2-N02-Ph 


2-976 


4 


NHCONHCO 




4-N02-Ph 


2-977 


4 


NHCONHCO 




2-NH2-Ph 


2-978 


4 


NHCONHCO 




4-NH2-Ph 


2-979 


4 


NHCONHCO 




2-(H03S)Ph 


2-980 


4 


NHCONHCO 




A-THOiSIPh 


2-981 


4 


NHCONHCO 




2-(NH909S)Ph 


2-982 


4 


NHCONHCO 




4-(NHoOoS)Ph 




*r 


IN nx-r v/iN n V./ 




Z-I^JN-lrn 














A 








2-986 


4 


NHCONHCO 




4-(HOCH2)Ph 


2-987 


4 


NHCONHCO 




Me 


2-988 


4 


NHCONHCO 




Et 


2-989 


4 


NHCONHCO 




Pr 


2-990 


4 


NHCONHCO 




iPr 


2-991 


4 


NHCONHCO 




Bu 
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Cpd. 
No. 


k 


A 


B 


Rl 


2-992 


4 


NHCONHCO 


— 


HOOCCH2- 


2-993 


4 


NHCONHCO 




MeOOCCH2- 


2-994 


4 


NHCONHCO 




MeCH(C0OH) 


2-995 


4 


NHCONHCO 




HOOC-(CH2)2- 




A 


m 






0 007 










0 OOS 








1 M^kT^np /nil 


2-999 


4 


NHCONHCO 




1-HOOC-iPn 


2-1000 


4 


NHCONHCO 




1-MeOOC-iPn 


2-1001 


4 


NHCONHCO 




l-HOOC-2-Me-Bu 


2-1002 


4 


NHCONHCO 




l-MeOOC-2-Me-Bu 


2-1003 


4 


NHCONHCO 




CH2CH2SO3H 


7-1 ftOil 

Z.- 1 \J\J*r 












J. 








9 1AAA 










9 inn7 








iirnj 




A 
*t 




















4 
•t 






SDM\J 


7-101 1 


A 


.it 






7-1017 


4 


iN£i. v> viN nx^KJ 




nx^j 


2-1013 


4 


NHCONHCO 




PhO 


2-1014 


4 


NHCONHCO 




BnO 


2-1015 


4 


NHCONHCO 




Z-1 


2-1016 


4 


NHCONHCO 




Z-2 


2-1017 


4 


NHCONHCO 




Z-3 
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T«Mt2(coat.) 



Cpd. 1 
No. 1 


k| 

J. 


A 


» 1 


Rl 


2-1018 


4 


NHCONHCO 




T A 


2-1019 


4 


NHCONHCO 




7 < 


2-1020 


4 


NHCONHCO 




V A 


2-1021 


4 


NHCONHCO 






2-1022 


4 


NHCONHCO 




Z-o 


2-1023 


4 


NHCONHCO 






2-1024 


4 


NHCONHCO 






2-1025 


4 








2.1026 


4 


NHCONHCO 




z-12 


2-1027 


4 


NHCONHCO 




3-Py 


2-1028 


4 


NHCONHCO 




4-Py 


2-1029 


4 


NHCONHSO2 





H 


2-1030 


4 


NHCONHSO2 





Ph 


2-1031 


4 


NHCONHSO2 





2-Mc-Ph 


2-1032 


4 


NHCONHSO2 





4-Me-Ph 


2-1033 


4 


NHCONHSO2 





2,4-diMe-Ph 


2-1034 


4 


NHCONHSO2 





3,4-diMe-Ph 


2-1035 


4 


NHCONHSO2 





2-(CF3)Ph 


2-1036 


4 


NHCONHSO2 





4-(CF3)Ph 


2-1037 


4 


NHCONHSO2 





2-MeOPh 


2-1038 


4 


NHCONHSO2 





4-MeOPh 


2-1039 


4 


NHCONHSO2 




2-EtOPh 


2-1040 


4 


NHCONHSO2 




4-EtOPh 


2-1041 


4 


NHCONHSO2 




2-HOPh 


2-1042 


4 


NHCONHSO2 




4-HOPh 
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Tiihli>2rci>iit.> 



Cpd. 

Mo 

XNO. 


k 


A 


B 




2-1043 


4 


NHCONHSO2 




2-(H00C)Ph 


2-1044 


4 


NHCONHSO2 





4-(HOOC)Ph 


2-1045 


4 


NHCONHSO2 




2-(MeOOC)Ph 


2-1046 


4 


NHCONHSO2 




4-(MeOOC)Ph 


2-1047 


4 


NHCONHSO2 




2-(EtOOC)Ph 


2-1048 


4 


NHCONHSO2 




4-(EtOOC)Ph 


2-1049 


4 


NHCONHSO2 


_ 


2-(/BuOOC)Ph 


2-1050 


4 


NHCONHSO2 




4-(/BuOOC)Ph 


2-1051 


4 


NHCONHSO2 




2-Cl-Ph 


2-1052 


4 


NHCONHSO2 




4-Cl-Ph 


2-1053 


4 


NHCONHSO2 




2-Br-Ph 


2-1054 


4 


NHCONHSO2 




4-Br-Ph 


2-1055 


4 


NHCONHSO2 




2-I-Ph 


2-1056 


4 


NHCONHSO2 




4-I-Ph 


2-1057 


4 


NHCONHSO2 




2-NC)2-Ph 


2-1058 


4 


NHCONHSO2 




4-N02-Ph 


2-1059 


4 


NHCONHSO2 




2-NH2-Ph 


2-1060 


4 


NHCONHSO2 




4-NH2-Ph 


2-1061 


4 


NHCONHSO2 




2-(H03S)Ph 


2-1062 


4 


NHCONHSO2 





4-(H03S)Ph 


2-1063 


4 


NHCONHSO2 




2-(NH202S)Ph 


2-1064 


4 


NHCONHSO2 




4-(NH202S)Ph 


2-1065 


4 


NHCONHSO2 




2-CN-Ph 


2-1066 


4 


NHCONHSO2 




4-CN-Ph 
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Table 2 (confc) 



No. 


k 




IS 


Rl 


2-1067 


4 


NHCX)NHS02 





2-(HOCH2)Ph 


2-1068 


4 


NHCONHSO2 


■ 


4-(HOCH2)Ph 


2-1069 


4 


NHCONHSO2 





Me 


2-1070 


4 


NHCONHSO2 





Et 


2-1071 


4 


NHCXDNHSO2 





Pr 


2-1072 


4 


NHCONHSO2 





iPr 


2-1073 


4 


NHCONHSO2 





Bu 


2-1074 


4 


NHCONHSO2 





HOOCCH2- 


2-1075 


4 


NHCONHSO2 





MeOOCCH2- 


2-1076 


4 


NHCONHSO2 





MeCH(COOH) 


2-1077 


4 


NHCONHSO2 





HOOC-(CH2)2- 


2-1078 


4 


NHCONHSO2 





MeCH(COOMe) 


2-1079 


4 


NHCONHSO2 





l-HOOC-iBu 


2-1080 


4 


NHCONHSO2 





1-MeOOC-iBu 


2-1081 


4 


NHCX)NHS02 





1-HOOC-iPn 


2-1082 


4 


NHCONHSO2 





l-MeOOC-rPn 


2-1083 


4 


NHCONHSO2 





l-HOOC-2-Me-Bu 


2-1084 


4 


NHCONHSO2 





l-MeOOC-2-Me-Bu 


2-108S 


4 


NHCONHSO2 





CH2CH2SO3H 


2-1086 


4 


NHCXDNHSO2 





OH 


2-1087 


4 


NHCONHSO2 




MeO 


2-1088 


4 


NHCONHSO2 




EtO 


2-1089 


4 


NHCONHSO2 




Pro 


2-1090 


4 


NHCONHSO2 




iPiO 
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Tabte2(coaU) 



Cpd. 1 
No. 1 


k 1 


A 


B 


Rl 


2-1091 


4 


NHCONHSO2 


— 


BuO 


2-1092 


4 


NHCONHSO2 


— 


iBuO 


2-1093 


4 


NHCONHSO2 


— 


j^BuO 


2-1094 


4 


NHCONHSO2 


— 


rBuO 


2-1095 


4 


NHCONHSO2 


— 


HxO 


2-1096 


4 


NHCONHSO2 


— 


PhO 


2-1097 


4 


NHCONHSO2 


— 


BnO 


2-1098 


4 


NHCONHSO2 


— 


Z-1 


2-1099 


4 


NHCONHSO2 


— 


Z-2 


2-1100 


4 


NHCONHSO2 


— 


Z-3 


2-1101 


4 


NHCONHSO2 


— 


Z-4 


2-1102 


4 


NHCONHSO2 


— 


Z-5 


2-1103 


4 


NHCONHSO2 


— 


Z.6 


2-1104 


4 


NHCONHSO2 


— 


Z-7 


2-1105 


4 


NHCONHSO2 


— 


Z-8 


2-1106 


4 


NHCONHSO2 


— 


Z.9 


2-1107 


4 


NHCONHSO2 


— 


Z-IO 


2-1108 


4 


h}HC0NHS02 


— 


Z-11 


2-1109 


4 


NHCONHSO2 


— 


Z-12 


2-1110 


4 


NHCONHSO2 


— 


3-Py 


2-1111 


4 


NHCONHSO2 




4-Py 


2-1112 


4 


NHCONHSO2 


NH 


H 


2-1113 


4 


NHCONHSO2 


NH 


Me 


2-1114 


4 


NHCONHSO2 


NH 


£t 
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Cpd. 
No. 


k 


A 


B 


Rl 


2-1115 


4 


NHCONHSO2 


NH 


Pr 


2-1116 


4 


NHCONHSO2 


NH 


iPr 


2-1117 


4 


NHCONHSO2 


NH 


Bu 


2-1118 


4 


NHCONHSO2 


NMe 


Me 


2-1119 


4 


NHCONHSO2 


NMe 


Et 


2-1120 


4 


NHCONHSO2 


NMe 


Pr 


2-1121 


4 


NHCONHSO2 


NMe 


iPr 


2-1122 


4 


NHCONHSO2 


NMe 


Bu 


oil 01 


*♦ 




XNn 


n 


Oil 04 








mc 


Oil K 


A 

4 




NH 


Et 


2-1 IZD 


4 




NH 


Pr 


oil 

2-1127 


4 




NH 


iPr 


2-1128 


4 




NH 


Bu 


2-1129 


4 


CO 


Pyr 


2-1130 


4 


CO 


Pipri 


2-1131 


4 


CO 


Pipra 


2-1132 


4 


CO 


Mor 


2-1133 


4 


CO 


Thmor 


2-1134 


4 


CO 


NHPyr 


2-1135 


4 


CO 


NHPipri 


oil "XA 
Z-i 1 JO 






NHPipra 


2-1137 


4 


CO 


NHMor 


2-1138 


4 


CO 


NHThmor 


2-1139 


4 


NHCO 


Pyr 


2-1140 


4 


NHCO 


Pipri 
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Tahleirgftfit.^ 



Cpd. 

No. 


k 


A 


B Rl 


2-1141 


4 


NHCO 




2-1142 


4 


NHCO 


jvLor 


2-1143 


4 


NHCO 


1 ninor 


2-1144 


4 


NHCO 

i^xxv/V./ 


iNriryr 




A 

*T 




JNrtripn 


2-1 146 


A 

*T 




INrlripFa 


2-1 147 






iMilMor 


2-1 14R 






l>irlltimor 


2-1149 


4 




ryr 


2-1150 


4 




npn 


2-11 SI 


A 

*T 




Pipra 


2-1 1 S2 


A 

*T 




Mor 


2-1 1 S% 


J. 




Thmor 


0 1 1 SA 


A 
t 




NHPyr 


2-1155 


4 


CONHCO 




2-11 S6 


4 


CONHCO 


NHPipra 


2-1157 


4 


CONHCO 


NHMor 


2-1158 


4 


CONHCO 


NHThmor 


2-1159 


4 


CONHSO2 


Pyr 


2-1160 


4 


CONHSO2 


Pipri 


2-1161 


4 


CONHSO2 


Pipra 


2-1162 


4 


CONHSO2 


Mot 


2-1163 


4 


CONHSO2 


Thmor 


2-1164 


4 


CONHSO2 


NHPyr 


2-1165 


4 


CONHSO2 


NHPipri 


2-1166 


4 


CONHSO2 


NHPipra 
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T«hle2faon«L^ 



Cpd. 
No. 


k 


A 


B 


1 - 


2-1167 


4 


CONHSO2 


NHMor 


2-1168 


4 


CONHSO2 


NHThmor 


2-1169 


4 


NHSO2 


XTXJ 
Nil 


Z-4 


2-1170 


4 


NHSO2 




Me 


2-1171 


4 


NHSO2 





Et 


2-1172 


4 


NHSO2 





Pr 


2-1173 


4 


NHSO2 





CH2.a 


2-1174 


4 


NHSO2 





Ph 


^— I X t J 








4-Me-Pli 


2-1176 


4 


CO 


NMe 


Ph 


9 1 177 


it 




NMe 


2-Me-Ph 


2-1178 


4 


CO 


NMe 


4-Me-Ph 


2-1179 


4 


CO 


NMe 


2.4-diMe-Ph 


2-1180 


4 


CO 


NMe 


3.4-diMe-Ph 


2-1181 


4 


CO 


NMe 


2-(CF3)Ph 


^-i lO^ 


A 




NMe 




2-1 183 


4 


CO 


NMe 


2-MeOPh 


2-1 184 


4 


CO 


NMe 




2-1185 


4 


CO 


NMe 


2-EtOPh 


2-1186 


4 


CO 


NMe 


4-EtOPh 


2-1187 


4 


CO 


NMe 


2-HOPh 


^-1 lOO 


*♦ 




NMe 


4-HOFIi 


2-1189 


4 


CO 


NMe 


2-(H00C)Ph 


2-1190 


4 


CO 


NMe 


4-(HOOC)Ph 


2-1191 


4 


CO 


NMe 


2-(MeOOC)Ph 


2-1192 


4 


CO 


NMe 


4-(MeOOC)Ph 
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Table If gniit.^ 



Cpd. 
No. 


k 


A 


B 




Oil 


4 








oil HA 


4 




^Me 


4-(iilUOUjrn 


O 1 IOC 

z-l lyj 


A 

4 




XNMC 


Z-^tiSUUUCjrn 


111 f\C 

2-1190 


A 

4 


CO 


NMe 


4-(/BuC)OC)Pn 


2-1197 


4 


CO 


NMe 


2-Cl-Ph 


2-1198 


4 


CO 


NMe 


4-Cl-Ph 


0 1 100 






INIVLe 


2-lJr-rll 


2-1200 


4 


CO 


NMe 


4-Br-Ph 


2-1201 


4 


CO 


NMe 


2-I-Ph 


2-1202 


4 


CO 


NMe 


4.1-Ph 


2-1203 


4 


CO 


NMe 


2-N02-Ph 


2-1204 


4 


CO 


NMe 


4-N02-Ph 


2-1205 


4 


CO 


NMe 


2-NH2-Ph 


2-1206 


4 


CO 


NMe 


4-NH2-Ph 


2-1207 


4 


CO 


NMe 


2-(H03S)Ph 


2-1208 


4 


CO 


NMe 


4-(H03S)Ph 


2-1209 


4 


CO 


NMe 


2-(NH202S)Ph 


2-1210 


4 


CO 


NMe 


4-(NH202S)Ph 


2-1211 


4 


CO 


NMe 


2-CN-Ph 


2-1212 


4 


CO 


NMe 


4-CN-Ph 


2-1213 


4 


CO 


NMe 


2-fHOCH'>)Ph 


2-1214 


4 


CO 


NMe 




2-1215 


4 


CO 


NMe 


Me 


2-1216 


4 


CO 


NMe 


Et 


2-1217 


4 


CO 


NMe 


Pr 


2-121S 


4 


CO 


NMe 


iPr 
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T«Mc2(€0Dt.) 



Cpd. 
No 


k 


A 


B 


Rl 


2-1219 


4 


CO 


NMe 


Btt 


2-1220 


4 


CO 


NMe 


HOOCCH2- 


2-1221 


4 


CO 


NMe 


MeOOCCH2- 


2-1222 


4 


CO 


NMe 


MeCHfCOOHl 


2-1223 


4 


CO 


NMe 


HOOC-(^CH'>V7- 


2*1224 


4 


CU 


NMe 


MeCH(COOMe) 


2-1225 


4 


CO 


NMe 


l-HOOC-fflu 


2-1220 


4 


CO 


NMe 


l-MeOOC-/Bii 


2-1227 


4 


CO 


NMe 


1-HOOC-rPn 

A AAV^V^V^ KA At 


2-1228 


4 


CO 


NMe 


1-MeOOC-fPn 

A ATJLVX.^V^^' »A At 


2-1229 


4 


CO 


NMe 


1 -HOOC-2-Me-Bu 


2-1230 


4 


CO 


NMe 


1 -MeOOC-2-Me-Bu 


2-1231 


4 


CO 


NMe 


CH0CH0SO1H 


2-1232 


4 


CO 


NMe 


OH 


2-1233 


4 


CO 


NMe 


MeO 


2-1234 


4 


CO 


NMe 


EtO 


2-1235 


4 


CO 


NMe 


PrO 


2-1230 


4 


CO 


NMe 


iPiO 


2-1237 


A 

4 


cu 


NMe 


duO 


2-1238 


4 


CO 


NMe 


iBuO 


2-1239 


4 


CO 


NMe 


^BuO 


2-1240 


4 


CO 


NMe 


/BuO 




A 
*r 




INJVLe 




2-1242 


4 


CO 


NMe 


PhO 


2-1243 


4 


CO 


NMe 


BnO 


2-1244 


4 


CO 


NMe 


Z-1 


2-1245 


4 


CO 


NMe 


Z.2 



163 



EP 0 869 126 A1 



Cpd. 

No. 


k 


A 


B 


Rl 




A 




INJVIC 






A 
*f 










A 




iNMC 






A 






'7 A 


o 1 1^f\ 


A 




INjVLC 




o 1 OCI 


A 

4 




NMe 


7 Q 


2-12^2 


4 




iMMe 




2-1233 


4 




NMe 


Z-10 


2-1254 


4 




NMe 


z-u 


2-1253 


4 


CO 


NMe 


Z-12 


2- 1256 


4 


CO 


NMe 


3.Py 


2-1257 


4 


CO 


NMe 


4-Py 


2-1258 


A 


CO 


Thiad 


2-1259 


4 


CO 


NHThiad 


2-1260 


4 


NHCO 


Thiad 


2-1261 


4 


NHCO 


NHThiad 


2-1262 


4 


CONHCO 


Thiad 


2-1263 


4 


CONHCO 


NHThiad 


2-1264 


4 


CONHSO2 


Thiad 


2-1265 


4 


CONHSO'7 


NHThiad 


2-1266 


4 


NHCS 


NH 


H 


2-1267 


4 


NHCS 


NH 


Me 


2-1268 


4 


NHCS 


NH 


Et 


2-1269 


4 


NHCS 


NH 


Ph 


2-1270 


4 


NHCS 


NH 


HOOCCH2- 


2-1271 


4 


NHCS 


NH 


MeOOCCH2- 


2-1272 


4 


NHCS 


NH 


MeCH(COOH) 
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T>hie2(mnO 



Cpd. 
No 


k 


A 


B 


Rl 


2-1273 


4 


NHCS 


NH 


HOOC-(CH2)2- 


2-1274 


4 


NHCS 


NH 


MeCH(COOMe) 


2-1275 


4 


CO 


NH 


HOOC-(CH2)3- 


2-1276 


4 


NHCO 


NH 


HOOC-(CH2)3- 


2-1277 


4 


NHCO 


— 


HOOC-(CH2)3- 


2-1278 


4 


NHCS 


NH 


HOOC-(CH2)3- 


2-1279 


4 


CO 


NH 


MeS02NHC0CH(Me) 


2-1280 


4 


NHCO 


NH 


MeS02NHCOCH(Me) 


2-1281 


4 


NHCO 




MeS02NHCOCH(Me) 


2-1282 


4 


NHCS 


NH 


MeS02NHC0CH(Me) 


2-1283 


4 




NH 


HOOCCH2- 


2-1284 


4 




NH 


MeOOCCH2- 


2-1285 


4 




NH 


MeCH(COOH) 


2-1286 


4 




NH 


HOOC-(CH2)9- 


2-1287 


4 




r>ffi 


ivicv^Xi.^\^vjL/rvic J 




4. 




XJXJ 

iMJuL 




2-1289 


4 


NHCOCO 




OH 


2-1290 


4 


NHCOCO 


*' 


MeO 


2-1291 


4 


NHCOCO 


— 


EtO 


2-1292 


4 


NHCOCO 




PrO 


2-1293 


4 


NHCOCO 




iPrO 












2-1295 


4 


NHCOCO 




iBuO 


2-1296 


4 


NHCOCO 




sBuO 


2-1297 


4 


NHCOCO 




rBuO 


2-1298 


4 


NHCOCO 




HxO 
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TableZfcffnt.) 



Cpd. 
No. 


k 


A 


B 






A 
*f 








0 linn 


A 








o uni 


< 


kaj 


KTU 

INrl 


TJ 

rl 


2-1302 


5 


CO 


XTTJr 

NH 


Ph 




•/ 




XTLT 


x-ivie-r n 


2-1304 


5 


CO 


NH 


4-Me-Ph 


2-1305 


5 


CO 


NH 


2 4-diMe-Ph 


2-1306 


5 


CO 


NH 


3»4-diMe-Ph 


2-1307 


5 


CO 


NH 


2-(CFi)Ph 


7.1 a nR 




PO 






2-1309 


5 


CO 


NH 


2-MeOPh 


2-1310 


5 


CO 


NH 


4-MeOPh 


2-1311 


5 


CO 


NH 


2-EtOPh 


2-1312 


5 


CO 


NH 


4-EtOPh 


2-1313 


5 


CO 


NH 


2-HOPh 


2-1314 


5 


CO 


NH 


4-HOPh 


2-1315 


5 


CO 


NH 


2-(H00C)Ph 


2-1316 


5 


CO 


NH 


4-(HOOC)Ph 


2-1317 


5 


CO 


NH 


2-(MeOOC)Ph 


2-1318 


5 


CO 


NH 


4-(MeOOC)Ph 


2-1319 


5 


CO 


NH 


2-(EtOOC)Ph 


2-1320 


5 


CO 


NH 


4-(EtOOC)Ph 








Nn 


Z-(muCiC)C)rll 


2-1322 


5 


CO 


NH 


4-(rBuOOC)Ph 


2-1323 


5 


CO 


NH 


2-Cl-Ph 


2-1324 


5 


CO 


NH 


4-Cl-Ph 


2-1325 


5 


CO 


NH 


2-Br-Ph 
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Cpd. 
No. 




1 ' 


B 


1 


2-1326 


5 


CO 


NH 


4-Br-Ph 


2-1327 


5 


CO 


NH 


2.1-Ph 


2-1328 


5 


CO 


NH 


4-I-Ph 


2-1329 


5 


CO 


NH 


2-N02-Ph 


2-1330 


5 


CO 


NH 


4-N02-Ph 


2-1331 


5 


CO 


NH 


2-NH2-Ph 


2-1332 


5 


CO 


NH 


4-NH2-Ph 


2-1333 


5 


CO 


NH 


2-(H03S)Ph 


2-1334 


5 


CO 


NH 


4-<H03S)Ph 


2-1335 


5 


CO 


NH 


2-(NH202S)Ph 


2-1336 


5 


CO 


NH 


4-(NH202S)Ph 


2-1337 


5 


CO 


NH 


2-CN-Ph 


2-1338 


5 


CO 


NH 


4-CN-Ph 


2-1339 


5 


CO 


NH 


2-(HOCH2)Ph 


2-1340 


5 


CO 


NH 


4-(HOCH2)Ph 


2-1341 


5 


CO 


NH 


Me 


2-1342 


5 


CO 


NH 


Et 


2-1343 


5 


CO 


NH 


Pr 


2-1344 


5 


CO 


NH 


iPr 


2-1345 


5 


CO 


NH 


Bu 


2-1346 


5 


CO 


NH 


HOOCCH2- 


2-1347 


5 


CO 


NH 


MeOOCCH2- 


2-1348 


5 


CO 


NH 


MeCH(COOH) 


2-1349 


5 


CO 


NH 


HOOC-(CH2)2- 


2-1350 


5 


CO 


NH 


MeCH(COOMe) 


2-1351 


5 


CO 


NH 


l-HOOC-iBu 
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TableZfconO 



Cpd. 
No. 


k 


A 


B 


Rl 


2-1 3S2 


5 


CO 


VTTT 

NH 


1 -MeUUC-lBU 


2-1353 


5 


CO 


NH 


1-HOOC-jPn 


2-1354 


5 


CO 


NH 


1-MeOOC-iPn 


2-1 15^ 


5 


CO 


NH 


1 -HOOC-2-Me-Bu 






CO 


NH 


1 -MeOOC-2-Me-Bu 

X ATA V v/V*r W ^ ITAw^U U 






CCS 




v^lA^V.»A A^OW^AA 


2-1358 


5 


CO 


■VTTT 

NH 


OH 


2-1359 


5 


CO 


NH 


MeO 


2-1360 


5 


CO 


VTTT 

NH 


EtO 


2-1361 


5 


CO 


NH 


PrO 


2-1362 


5 


CO 


NH 


zPrO 


2-1363 


5 


CO 


NH 


BuO 


2-1364 


5 


CO 


NH 


iBuO 


2-1365 


5 


CO 


NH 


5BuO 


2-1366 


5 


CO 


NH 


/BuO 


2-1367 


5 


CO 


NH 


TT ^% 

HxO 


2-1368 


5 


CO 


NH 


PhO 


2-1369 


5 


CO 


NH 


BnO 


2-1370 


5 


CO 


NH 


Z-1 


2-1371 


5 


CO 


NH 


Z-2 


2-1372 


5 


CO 


NH 


Z-3 


2-1373 


5 


CO 


NH 


Z-4 


2-1374 


5 




JNxl 




2-1375 


5 


CO 


NH 


Z-6 


2-1376 


5 


CO 


NH 


Z-7 


2-1377 


5 


CO 


NH 


Z-8 


2-1378 


5 


CO 


NH 


Z.9 
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Tahteireaii*.) 



Cpd. 

No. 


k 


A 


B 


Rl 


2-1379 


5 


CO 


NH 


Z-IO 


2-1380 


5 


CO 


NH 


Z-11 


2-1381 


5 


CO 


NH 


Z-12 


2-1382 


5 


CO 


NH 


3-Pv 


2-138:5 


5 




NH 


4-Pv 




•/ 






ij 

£1 












2-1386 


5 


CO 


N(Ac) 


2-Me-Ph 


2-1387 


5 


CO 


N(Ac) 


4-Me-Ph 


2-1388 


5 


CO 


N(Ac) 


2,4-diMe-Ph 


2-1389 


5 


CO 


N(Ac) 


3,4-diMe.Ph 


2-1390 


5 


CO 


N(Ac) 


2-(CF3)Ph 


2-1391 


5 


CO 


N(Ac) 


4-(CF3)Ph 


X- J. 






















c 

J 


PO 


IN ^ AC J 


9 T7f OPk 






PO 








s 


PO 




9 HOPli 


9.1 '507 




PO 










PO 




z*^nv^i^v^ ^^^^ 


9-1 '500 


J 


PO 






9-1400 


s 


PO 


N^Ar") 




2-1401 


5 


CO 




4-fMcOOOPh 


2-1402 


5 


CO 


N(Ac) 


2-(EtOOC)Ph 


2-1403 


5 


CO 


N(Ac) 


4-(EtOOC)Ph 


2-1404 


5 


CO 


N(Ac) 


2-(/BuOOC)Ph 


2-1405 


5 


CO 


N(Ac) 


4-(/BuOOC)Ph 
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Tabte2(cgiitJ 



Cpd. 
No. 


k 


A 


B 




2-1406 


5 


CO 


N(Ac) 


2-Cl-Ph 


2-1407 


5 


CO 


N(Ac) 


4-Cl-Ph 




J 




N{J\.C) 




2-1409 


5 


CO 


N(Ac) 


4-Br-Ph 


2-1410 


5 


CO 


N(Ac) 


2-I-Ph 


2-1411 


5 


CO 


N(Ac) 


4-I-Ph 


2-1412 


5 


CO 


N(Ac) 


2-N02-Ph 


2-1413 


5 


CO 


N(Ac) 


4-N02-Ph 


2-1414 


5 


CO 


N(Ac) 


2-NH2-Ph 


2-1415 


5 


CO 


N(Ac) 


4-NH2-Ph 


2-1416 


5 


CO 


N(Ac) 


2.(H03S)Ph 


2-1417 


5 


CO 


N(Ac) 


4-(H03S)Ph 


2-1418 


5 


CO 


N(Ac) 


2-(NH202S)Ph 


2-1419 


5 


CO 


N(Ac) 


4-(NH202S)Ph 


2-1420 


5 


CO 




2-CN-Ph 


2-1421 


5 


CO 




4-CN.Ph 


2-1422 


5 


CO 


N(Ac) 


2-lHOCH'^'^Ph 




c 




XT/ A 


4-(HCX^H2)Pn 


2-1424 


5 


CO 


N(Ac) 


Me 


2-1425 




CO 


N(Ac) 


Et 


2-1426 


5 


CO 




Pr 


2-1427 


5 


CO 


N(Ac) 


iPr 


2-1428 


5 


CO 


N(Ac) 


Bu 


2-1429 


5 


CO 


N(Ac) 


HOOCCH2- 


2-1430 


5 


CO 


N(Ac) 


MeOOCCH2- 


2-1431 


5 


CO 


N(Ac) 


MeCH(COOH) 
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Cpd. 
No. 


k 


A 


B 


Rl 


2-1432 


5 


CO 


N(Ac) 


HOOC-(CH2)2- 


2-1433 


5 


CO 






2-1434 












.J 








2-1436 


5 


CO 


N(Ac) 


1-HOOC-iPn 


2-1437 


5 


CO 


N(Ac) 


1-MeOOC-iPn 


2-1438 


5 


CO 


N(Ac) 


l-HOOC-2-Mc-Bu 


2-1439 


5 


CO 


N(Ac) 


1 -MeOOC-2-Me-Bu 


2-1440 


5 


CO 


N(Ac) 


CH-jCHoSO-iH 


2-1441 


5 


CO 


XT/ A ^\ 

N(AC) 


Orl 


O 1 v1 yn 


c 

J 


CU 


XT/ A 


MC\J 


Z-1443 


c 




XT/ A ^\ 

JN(ACJ 


134>/^ 




D 




XT/ A/*\ 


rIV/ 




c 




IN 1 AC J 


irnJ 


Z-1440 


c 
0 




XT/ A r»^ 

IN ( AC J 


oUU 


Z-144/ 






XT/ A 

IN^ACj 


|£>UU 


46-1445 


c 

J 




IN(ACJ 


isBuO 


Z-I443r 


c 
J 




XT/ A^\ 

^(AC^ 




O t A C A 

2-145U 


c 

5 




XT/ A #%A 
W(ACJ 


TT**/% 

HXU 


0 1 A<t 
z-14j i 


c 




XT/ A^^\ 

IN^ACJ 


rilvJ 


z-14jZ 


c 

J 




XT/ A*,\ 

IN^ACJ 


£>nu 


2-14j3 


c 




XT/ A*•^ 
IN(ACj 




2-1454 




CO 




7-9 


2-1455 


5 


CO 


N(Ac) 


Z-3 


2-1456 


5 


CO 


N(Ac) 


Z-4 


2-1457 


5 


CO 


N(Ac) 


Z-5 


2-1458 


5 


CO 


N(Ac) 


Z-6 
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TaMt2fcoBt.) 



1 Cpd 
No. 


k 


A 


B 


Rl 


1 2-1459 


5 


CO 


XT/ A ^\ 

N(ACJ 


Zrf- / 


1 2-1460 


5 


CO 


XT/ A ^\ 

N(Ac) 




2-1461 


5 


CO 


XT/ A m\ 


7-0 


2-1462 


5 


CO 


N(Ac) 


•7 1ft 
Z«-Iu 


2-1463 


5 


CO 


N(Ac) 


•7 11 


2-1464 


5 


CO 


N(Ac) 


Z-12 


2-1465 


5 


CO 


N(Ac) 


3-Py 


2-1466 


5 


CO 


N(Ac) 




j 2-1467 


5 


COO 




tj 

n 


1 2-1468 


5 


COO 




Ph 




c 

J 






2-Me-Ph 


1 2-1470 


5 


COO 




4-Me-Ph 


1 '?-1471 


5 


COO 




2,4.diMe-Ph 


1 0-\A10 




coo 




3,4-diMe-Ph 


1 it- 1 *t / J 




COO 




2-(CF3)Ph 


1 2-1474 


c 

5 






4-/CFi^Ph 


2-1475 


5 


coo 






2-1476 


5 


COO 




4-M©Ulrn 


2-1477 


5 


coo 




Z-CUJl^Il 


2-1478 


5 


coo 






2-1479 


5 


coo 




z-nv^A n 


2-1480 


5 


coo 






1 Z- 1 *rO 1 


J 


coo 




2-(HOOC)Ph 


2-1482 


5 


coo 




4-(HOOC)Ph 


2-1483 


5 


coo 




2-(MeOOC)Ph 


2-1484 


5 


coo 




4-(MeOOC)Ph 


1 2-1485 


5 


coo 




2.(EtOOOPh 
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Tibte2(CTnt.) 



Cpd. 
No. 


k 


A 


B 


Rl 




< 


can 








< 


















9-1480 








z-Cl-rh 




< 








2-1491 


5 


COO 






2-1492 


5 


coo 

« 




4-Br-Ph 


2-1493 


5 


coo 




2-I-Ph 


2-1494 


5 


coo 




4-I-Ph 


2-1495 


5 


coo 


— 


2-N02-Ph 


2-1496 


5 


coo 


— 


4-N02-Ph 


2-1497 


5 


coo 


— 


2-NH2-Ph 


2-1498 


5 


coo 


— 


4-NH2-Ph 


2-1499 


5 


coo 




2-(H03S)Ph 


2-1500 


5 


coo 




4-(H03S)Ph 


2-1501 


5 


coo 




2-(NH202S)Ph 


2-1502 


5 


coo 




4-(NH202S)Ph 


2-1503 


5 


coo 




2-CN-Ph 


2-1504 


5 


coo 




4-CN-Ph 


2-1505 


5 


coo 




2-(HOCH2)Ph 


2-1506 


5 


coo 




*r-^ntA^ii2^i n 


2-1507 


5 


coo 






2-1508 


5 


coo 




Et 


2-1509 


5 


coo 




Pr 


2-1510 


5 


coo 




iPr 


2-1511 


5 


coo 




Bu 



173 



EP 0 869 126 A1 



Cpd. 
No 


k 1 


A 


B 


Rl 


2-1512 


5 


COO 




HOOCCH2- 


2-1513 


5 


coo 




HOOC-(CH2)2- 


2-1514 


5 


coo 




MeCH(COOMe) 


2-1515 


5 


coo 




1-HOOC-zBu 


2-1516 


5 


coo 




1-HOOC iPn 


5-1S17 

1 / 




coo 




Z-1 


9 1 ^1 R 








Z-2 


U 1 


•J 


roo 




Z-3 


9-1 ^90 


s 


roo 




Z-4 


9 1 ^91 




roo 




Z-5 


9 1 ^99 




roo 




Z-6 


9-1 55*^ 

Z-la/Z.J 


s 


coo 




Z-7 


9-1 ^9J. 
Z"" 1 JZ*f 




coo 




Z-8 


9-1 ^9^ 




roo 




Z-9 


9-1 S9^ 


s 


roo 




Z-10 


9-1 <;97 
Z~ 1 ^z / 


J 


roo 




Z-11 


9-1 ^9R 




roo 




Z-12 


9-1^0 

Z'i^Z7 




roo 




3-Pv 






roo 






9-1 S'^1 

Z~ 1 ^ J 1 




CONHCO 




H 


9-1 ^^^9 
z* uoz 




roNHro 




Ph 


2-1533 


5 


CONHCO 




2-Me-Ph 


2-1534 


5 


CONHCO 




4.Me.Ph 


2-1535 


5 


CONHCO 




2,4-diMe-Ph 


2-1536 


5 


CONHCO 




3,4-diMe.Ph 


2-1537 


5 


CONHCO 




2-(CF3)Ph 
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Table 2 feonl) 



Cpd. 
No. 


k 


A 


B 


Rl 


2-1538 


5 


CONHCO 




4-(CF3)Ph 


2-1539 


5 


CONHCO 




2-MeOPh 


2-1540 


5 


CXJNHCO 




4.MeOPh 


2-1541 


5 


CONHCO 




2-EtOPh 


2-1542 


5 


CONHCO 




4-EtOPh 


2-1543 


5 


CONHCO 




2-HOPh 


2-1544 


5 


CONHCO 




4-HOPh 


2-1545 


5 


CONHCO 




2-(HOOC)Ph 


2-1546 


5 


CONHCO 




4-(HOOC)Ph 


2-1547 


5 


CONHCO 




2-<MeOOC)Ph 


2-1548 


5 


CONHCO 




4-(MeOOC)Ph 


2-1549 


5 


CONHCO 




2-(EtOOC)Ph 


2-1550 


5 


CONHCO 




4-(EtOOC)Ph 


2-1551 


5 


CONHCO 




2-fffluOOC)Ph 


2-1552 


5 


CONHCO 






2-1553 


5 


CONHCO 




2-Cl-Ph 


2-1554 


5 


CONHCO 




4-Cl-Ph 


2-1555 


5 


CONHCO 




2-Br-Ph 


2-1556 


5 


CONHCO 





4-Br-Ph 


2-1557 


5 


CONHCO 





2-I-Ph 


2-1558 


5 


CONHCO 





4-I-Ph 


2-1559 


5 


CONHCO 





2-N02-Ph 


2-1560 


5 


CONHCO 




4-N02-Ph 


2-1561 


5 


CONHCO 




2-NH2-Ph 


2-1562 


5 


CONHCO 




4-NH2-Ph 


2-1563 


5 


CONHCO 




2-(H03S)Ph 
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Cpd. 
No. 


k 


A 


B 


Rl 


2-1564 


5 


CONHCO 




4-(H03S)Ph 


2-1565 


5 


CONHCO 




2-(NH202S)Ph 


2-1566 


5 


CONHCO 


_ 


4.(NH202S)Ph 


2-1567 


5 


CONHCO 




2-CN-Ph 


2-1568 


5 


CONHCO 




4-CN-Ph 


2-1569 


5 


CONHCO 




2-(HOCH2)Ph 


2-1570 


5 


CONHCO 




4-fH0CH'>)Ph 


2-1571 


5 


CONHCO 




lYlv 


2-1572 


5 


CONHCO 




Et 


2-1573 


5 


CONHCO 




Pr 


2-1574 


5 


CONHCO 




iPr 


2-1575 


5 


CONHCO 




Bu 


2-1576 


5 


CONHCO 




HOOCCH2- 


2-1577 


5 


CONHCO 




MeOOCCH2- 


2-1578 


5 


CONHCO 




MeCHfCOOffi 


2-1579 


5 


CONHCO 




HOOC-fCHoV>- 






y^yJiHUxAJ 














l-HUUC-iBu 


£~ I Pox 


J 






1-MeUUC-iBu 


2-1583 


5 


CONHCO 




1-HOOC-iPn 


2-1584 


5 


CONHCO 




l-MeOOC-/Pn 


2-1585 


5 


CONHCO 




l-HOOC-2-Me-Bu 


2-1586 


5 


CONHCO 




l-MeOOC-2-Me-Bu 


2-1587 


5 


CONHCO 




CH2CH2SO3H 


2-1588 


5 


CONHCO 




Z-1 


2-1589 


5 


CONHCO 




Z-2 
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Tablclfennt.^ 



Cpd. 
No. 


k 


A 


B 


Rl 


2-1590 


5 


CONHCO 




Z-3 




5 


CUNxlCO 




Z-4 


2-1592 


5 


CONHCO 




Z-5 


2-1593 


5 


CONHCO 




Z-6 


2-1594 


5 


CONHCO 




Z-7 


2-1595 


5 


CONHCO 





Z-8 


2-1596 


5 


CONHCO 




Z-9 


2-1597 


5 


CONHCO 





Z-10 


2-1598 


5 


CONHCO 





Z-11 


2-1599 


5 


CONHCO 


— — 


Z-12 


2-1600 


5 


CONHCO 





3-Py 


2-1601 


5 


CONHCO 




4-Py 


2-1602 


5 


CON(Ac)CO 




H 


2-1603 


5 


CON(Ac)CO 


■ 


Ph 


^-101/4 


5 






2-Mc-Pn 


2-1605 


5 






il.MA.Pfl 


2.1606 




^TV^/ 




Xy'r-UllVIC-Jrn 


2-1607 


5 


V*- V/l^ ^•'^*«' 




J jH'-viiivic-i^n 


2-1608 


5 


CGH(Ac\CCi 






z-iouy 




CUN(Ac)CO 




4-(CF3)Ph 


2-1610 


5 


CON(Ac)CO 


— 


2-MeOPh 


2-1611 


5 


CON(Ac)CO 




4-MeOPh 




5 


CON(AC)CO 




2-EtOPh 


2-1613 


5 


CON(Ac)CO 




4-EtOPh 


2-1614 


5 


CON(Ac)CO 




2-HOPh 


2-1615 


5 


CON(Ac)CO 




4-HOPh 


2-1616 


5 


CON(Ac)CO 




2-(HOOC)Ph 
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T«Mt2(CMit.) 



Cpd. 
No. 


k 


A 


B 


Rl 




K 


COWA6\CO 




4-(H(X)C)Ph 


9.1 61 ft 


•J 


COWAc'kCO 




2-fMcOOC)Ph 










4-(MeO(X]^Ph 




c 
J 










c 






A ^Pto^^'^Ph 












2-1523 


c 

5 


CvJIN(AC )K^\J 




A-/' /til lOOP'^Pli 


2-1024 








^"V^i-i n 


2-lOZJ 








4-ri-Ph 


2-1626 


5 


CON(Ac)CO 




2-Br-Ph 


2-1627 


5 


CON(Ac)CO 




4-Br-Ph 


2-1628 


5 


CON(Ac)CO 




2-I-Ph 


2-1629 


5 


CON(Ac)CO 





4-I-Ph 


2-1630 


5 


CON(Ac)CO 





2-N02-Ph 


2-1631 


5 


CON(Ac)CO 





4-N02-Ph 


2-1632 


5 


CON(Ac)CO 





2-NH2-Ph 


2-1633 


5 


CON(Ac)CO 





4-NH2-Ph 


2-1634 


5 


CON(Ac)CO 





2-(H03S)Ph 


2-1635 


5 


CON(Ac)CO 




4-(H03S)Ph 


2-1636 


5 


CON(Ac)CO 


_ 


2-(NH202S)Ph 


2-1637 


5 


CON(Ac)CO 




4-(NH202S)Ph 


2-1638 


5 


CON(Ac)CO 




2-CN-Ph 


2-1639 


5 


CON(Ac)CO 




4-CN-Ph 


2-1640 


5 


CON(Ac)CO 




2-(HOCH2)Ph 


2-1641 


5 


CON(Ac)CO 




4-(HOCH2)Ph 


2-1642 


5 


CON(Ac)CO 




Me 
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T«blB2(tOBU 



Cpd. 
No. 


k 


A 


B 


Rl 


2-1643 


5 


CON(Ac)CO 




Et 


2-1644 


5 


CON(Ac)CO 




Pr 


2-1645 


5 


CON(Ac)CO 




iPr 


2-1646 


5 


CON(Ac)CO 




Bu 


2-1647 


5 


CON(Ac)CO 





HOOCCH2- 


2-1648 


5 


CON(Ac)CO 




MeOOCCH2- 


2-1649 


5 


CON(Ac)CO 




MeCH(COOH) 


2-1650 


5 


CON(Ac)CO 




HOOC-(CH^)7- 

^^^^^^ .^^M £^ 


Z-l Oj 1 


c 










c 
3 






l-HLlUv^-HJU 




c 
3 






1 -MeUUC-lDU 


2-1654 


5 


CON(Ac)CO 




1-HOOC-iPn 


2-1655 


5 


CON(Ac)CO 




l-MeOOC-iPn 


2-1656 


5 


CON(Ac)CO 




1 -HOOC-2-Me-Bu 


2-1657 


5 


CONfAc)CO 




1 -MeOOC-2-Me-Bu 


2-1658 


5 


CON(Ac)CO 




CHOCH0SO1H 












z-ioou 








^Z 


Z-lOO 1 










Z- 1 ooz 


c 
3 


UUIN ^ AC jV^U 




Z-4 


Z- 1 DO J 


3 


V^UIN ^AC )K^\J 




Z-3 


2-1664 


5 


CONfAclCO 




Z-6 


2-1665 


5 


CON(Ac)CO 




Z-7 


2-1666 


5 


CON(Ac)CO 




Z-8 


2-1667 


5 


CON(Ac)CO 




Z.9 


2-1668 


5 


CON(Ac)CO 




Z-10 
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Tahlg2/conL) 



Cpd. 

No, 




1 


B 


1 


2-1669 


5 


CON(Ac)CX) 




7-1 1 


2-1670 


5 






7-19 


2-1671 


5 


CONfAc^CO 






2-1672 


5 






4-1'y 


z.— \.\J t D 






Nn 


TT 

H 




< 




XTur 
NH 


T\i_ 

Ph 


2-1675 


5 


CONHCO 


NH 




2-1676 


5 


CONHCO 


NH 


4-Me-Ph 


2-1677 


5 


CONHCO 


NH 


2,4-cliM6-Ph 


2-1678 


5 


CONHCO 


NH 


3,4-diMe-Ph 


2-1679 


5 


CONHCO 


NH 


2.(CF3)Ph 


2-1680 


5 


CONHCO 


NH 




9-1 fiftl 
Jb* i uo 1 






NH 


2-MeOPh 




< 


CONHCO 


NH 


4-MeOPh 






COJNrlCO 


NH 


2-EtOPh 




< 


CONHCO 


NH 


4-EtOPh 




5 


CONHCO 


NH 


2-HOPh 


0 1 ASA 




CONHCO 


VTTT 

NH 


4-HOPh 


7 1 AflT 


c 


CONHCO 


VTTT 

NH 


2-(HOOC)Ph 


7 1 Afifi 
Z-lOoo 




CONHCO 


VTTT 

NH 


4-(HOOC)Ph 






CONHCO 


NH 


2-(MeOOC)Ph 




c 


CONHCO 


VTTT 

NH 


4-(MeOOC)Ph 


2-1691 


5 


CONHCO 


NH 




2-1692 


5 


CONHCO 


NH 


4-(EtOOC)Pli 


2-1693 


5 


CONHCO 


NH 


2-(/BuOOC)Ph 


2-1694 


5 


CONHCO 


NH 


4-{/BuOOC)Ph 


2-1695 


5 


CONHCO 


NH 


2-Cl-Ph 
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Tfthlg2fcoii»-> 



CpA 
No. 


1 ^ 


A 


B 


Rl 


2-1696 


5 


CONHCO 


NH 




2-1697 


5 


CONHCO 


NH 


2-Br-Ph 


2-1698 


5 


CONHCO 


NH 


4-Br-Ph 


2-1699 


5 


CONHCO 


NH 


2-I-Ph 


2-1700 


5 


CONHCO 


NH 


4-I-Ph 


2-1701 


5 


CONHCO 


NH 


2-N02-Ph 


2-1702 


5 


CONHCO 


NH 


4-N02-Ph 


2-1703 


5 


CONHCO 


NH 


2-NH2-Ph 


2-1704 


5 


CONHCO 


NH 


4-NH2-Ph 


2-1705 


5 


CONHCO 


NH 


2-(H03S)Ph 


2-1706 


5 


CONHCO 


NH 


4-(H03S)Ph 


2-1707 


5 


CONHCO 


NH 


2.(NH202S)Ph 


2-1708 


5 


CONHCO 


NH 


4-(NH202S)Ph 


2-1709 


5 


CONHCO 


NH 


2-CN-Ph 


2-1710 


5 


CONHCO 


NH 


4-CN-Ph 


2-1711 


5 


CONHCO 


NH 


2-(HOCH2)Ph 


2-1712 


5 


CONHCO 


NH 




2-1713 






Pin 


Me 


2-1714 


5 


CONHCO 


NH 


Et 


2-1715 


5 


CONHCO 


NH 


Pr 


2-1716 


5 


CONHCO 


NH 


iPr 


2-1717 


5 


CONHCO 


NH 


Bu 


2-1718 


5 


CONHCO 


NH 


HOOCCH2- 


2-1719 


5 


CONHCO 


NH 


MeOOCCH2- 


2-1720 


5 


CONHCO 


NH 


MeCH(COOH) 


2-1721 


5 


CONHCO 


NH 


HOOC-(CH2)2- 
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s 


Cpd. 

No. 


k 


A 


B 






2-1722 


5 


CONHCO 


NH 


McCHfCOOMe^ 




2-1723 


5 


CONHCO 


NH 


1-HOOC-iBu 


10 


2-1724 


5 


CONHCO 


NH 


l-MeOOC-iBu 






5 


CONHCO 


NH 


1-HOOC-iPn 




2-1726 


5 


CONHCO 


NH 


1-MeOOC-iPn 


IS 


2-1727 


5 


CONHCO 


NH 


l-HOOC.2-Me-Bu 




2-1728 


5 


CONHCO 


NH 


l.MeOOC-2-Me-Bu 


20 


2-1729 


5 


CONHCO 


NH 


CH2CH2SO3H 






K 
J 




iMfl 


Mn 




5-17^1 






Xltl 

i^n 




2S 


Z- 1 / 


< 

D 


i^rN n v> yj 


XTLT 

iNri 


nil/ 






C 




INri 




30 


7 1 71A 






XTLJ 
ANn 


lrT\J 










ouv/ 




7.1 7'^fi 








iOUv/ 


3S 


7-17*^7 












7-1 7'^R 












7-17'^0 










40 


7-1 7dn 








rnv/ 




7-1 7A1 












7-1 7A7 


c 




XNri 


y 1 


AC 


7-1 7^*^ 


c 

0 




MM 


7 7 




2-1744 


5 


CONHCO 


NH 


Z-3 


SO 


2-1745 


5 


CONHCO 


NH 


Z-4 


2-1746 


5 


CONHCO 


NH 


2-5 




2-1747 


5 


CONHCO 


NH 


Z-6 


ss 


2-1748 


5 


CONHCO 


NH 


Z-7 
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Table 2 fcont.^ 



Cpd. 

IHO, 


k 


A 


B 




2-1749 


5 


CONHCO 


NH 


Z-8 


2-1750 


5 


CONHCO 


NH 


Z-9 


2-1751 


5 


CONHCO 


NH 


Z-10 


2-1752 


5 


CONHCO 


NH 


Z-11 


2-1753 


5 


CONHCO 


NH 


Z-12 


2-1754 


5 


CONHCO 


NH 


3-Py 


2-1755 


5 


CONHCO 


NH 


4-Py 


2-1756 


5 


CONHSO2 


— 


H 


2-1757 


5 


CONHSO2 


— 


Ph 


2-1758 


5 


CONHSO2 


— 


2-Me-Ph 


2-1759 


5 


CONHSO2 


— 


4-Me-Ph 


2-1760 


5 


CONHSO2 


— 


2,4-diMe-Ph 


2-1761 


5 


CONHSO2 


- — 


3,4-diMe-Ph 


2-1762 


5 


CONHSO2 


— 


2-(CF3)Ph 


2-1763 


5 


CONHSO2 


— 


4KCF3)Ph 


2-1764 


5 


CONHSO2 


— 


2-MeOPh 


2-1765 


5 


CONHSO2 


— 


4-MeOPh 


2-1766 


5 


CONHSO2 


— 


2-EtOPh 


2-1767 


5 


CONHSO2 


— 


4-EtOPh 


2-1768 


5 


CONHSO2 


— 


2-HOPh 


2-1769 


5 


CONHSO2 


— 


4-HOPh 


2-1770 


5 


CONHSO2 




2-(H00C)Ph 


2-1771 


5 


CONHSO2 




4-(HOOC)Ph 


2-1772 


5 


CONHSO2 




2-(MeOOC)Ph 


2-1773 


5 


CONHSO2 




4-(MeOOC)Ph 
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Table 2 (emit) 



cpd. 
No. 


1 


A 


1 ' 


Rl 


2-1774 


5 


CONHSO2 




2-(EtOOC)Ph 


2-1775 


5 


CONHSO2 





4-(EtOOC)Ph 


2-1776 


5 


CONHSO2 





2-(rBuOOC)Ph 


2-1777 


5 


CONHSO2 





4-(/BuOOC)Ph 


2-1778 


5 


CONHSO2 





2-Cl-Ph 


2-1779 


5 


CONHSO2 





4-Cl-Ph 


2-1780 


5 


CONHSO2 





2-Br-Ph 


2-1781 


5 


CONHSO2 





4-Br-Ph 


2-1782 


5 


CONHSO2 





2-I-Ph 


2-1783 


5 


CONHSO2 





4-I-Ph 


2-1784 


5 


CONHSO2 





2-N02-Ph 


2-1785 


5 


CONHSO2 





4-N02-Ph 


2-1786 


5 


CONHSO2 





2-NH2-Ph 


2-1787 


5 


CONHSO2 





4-NH2-Ph 


2-1788 


5 


CONHSO2 





2-(H03S)Ph 


2-1789 


5 


CONHSO2 





4-(H03S)Ph 


2-1790 


5 


CONHSO2 





2-(NH202S)Ph 


2-1791 


5 


CONHSO2 





4-(NH202S)Ph 


2-1792 


5 


CONHSO2 





2-CN-Ph 


2-1793 


5 


CONHSC)2 





4-CN-Ph 


2-1794 


5 


CONHSO2 




2-(HOCH2)Ph 


2-1795 


5 


CONHSO2 




4-(HOCH2)Ph 


2-1796 


5 


CONHSO2 




Me 


2-1797 


5 


CONHSO2 




Et 
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Cpd. 
No. 


k 


A 


B 


Rl 


2-1798 


5 


CONHSO2 





Pr 


2-1799 


5 


CONHSO2 





zPr 


2-1800 


5 


CONHSO2 


— 


Bu 


2-1801 


5 


CONHSO2 




HOOCCH2- 


2-1802 


5 


CONHSO2 


— 


MeOOCCH2- 


2-1803 


5 


CONHSO2 


— 


MeCH(COOH) 


2-1804 


5 


CONHSO2 




HOOC-(CH2)2- 


2-1805 


5 


CONHSO2 




MeCH(COOMc) 


2-1806 


5 


CONHSO2 





1-HOOC-iBu 


2-1807 


5 


CONHSO2 


_ 


1-MeOOC-iBu 


2-1808 


5 


CONHSO2 




1-HOOC-iPn 


2-1809 


5 


CONHSO2 




1-MeOOC-iPn 


2-1810 


5 


CONHSO2 




l-HOOC-2-Me-Bu 


2-1811 


5 


CONHSO2 




l-MeOCX:-2-Me-Bu 


2-1812 


5 


CONHSO2 




CH2CH2SO3H 


2-1813 


5 


CONHSO2 




OH 


2-1814 


5 


CONHSO2 




MeO 


2-1815 


5 


CONHSO2 




EtO 


2-1816 


5 


CONHSO2 




PiO 


2-1817 


5 


CONHSO2 





iPiO 


2-1818 


5 


CONHSO2 




BuO 


2-1819 


5 


CONHSO2 




iBxtO 


2-1820 


5 


CONHSO2 




sBuO 


2-1821 


5 


CONHSO2 




/BuO 
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Cpd. 1 
No. 1 


1 


A 


B 


r1 


2-1822 


5 


CONHSO2 


— 


HxO 


2-1823 


5 


CONHSO2 


— 


PhO 


2-1824 


5 


CONHSO2 


— 


BnO 


2-1825 


5 


CONHSO2 


— 


Z-1 


2-1826 


5 


CONHSO2 


— 


Z-2 


2-1827 


5 


CONHSO2 


— 


Z-3 


2-1828 


5 


CONHSO2 


— 


Z-4 


2-1829 


5 


CONHSO2 


— 


Z-5 


2-1830 


5 


CONHSO2 


— 


Z-6 


2-1831 


5 


CONHSO2 


— 


Z-7 


2-1832 


5 


CONHSO2 


— 


Z-8 


2-1833 


5 


CONHSO2 


— 


Z-9 


2-1834 


5 


CONHSO2 


— 


Z-10 


2-1835 


5 


COISIHSO2 


— 


z-u 


2-1836 


5 


CONHSO2 


— 


Z-12 


2-1837 


5 


CONHSO2 


— 


3-Py 


2-1838 


5 


CONHSO2 


— 


4-Py 


2-1839 


5 


CONHSO2 


NH 


H 


2-1840 


5 


CONHSO2 


NH 


Ph 


2-1841 


5 


CONHSO2 


NH 


2-Me-Ph 


2-1842 


5 


CONHSO2 


NH 


4-Me-Ph 


2-1843 


5 


CONHSO2 


NH 


2,4-diMe.Ph 


2-1844 


5 


CONHSO2 


NH 


3,4-diMe-Ph 


2-1845 


5 


CONHSO2 


NH 


2.(CF3)Ph 
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Cpd. 
No. 


k 


A 


B 


r1 


2-1846 


5 


CONHS02 


NH 


4-(CF3)Ph 


2-1847 


5 


CONHSO2 


NH 


2-MeOPh 


2-1848 


5 


CONHSO2 


NH 


4-MeOPh 


2-1849 


5 


CONHSO2 


NH 


2-EtOPh 


2-1850 


5 


CONHSO2 


NH 


4-EtOPh 


2-1851 


5 


CONHSO2 


NH 


2-HOPh 


2-1852 


5 


CONHSO2 


NH 


4-HOPh 


2-1853 


5 


CONHSO2 


NH 


2-(H00C)Ph 


2-1854 


5 


CONHSO2 


NH 


4-(Hocx::)Ph 


2-1855 


5 


CONHSO2 


NH 


2-(MeOOC)Ph 


2-1856 


5 


CONHSO2 


NH 


4-(MeOOC)Ph 


2-1857 


5 


CONHSO2 


NH 


2-(EtOOC)Ph 


2-1858 


5 


CONHSO2 


NH 


4-(EtOOC)Ph 


2-1859 


5 


CONHSO2 


NH 


2-</BuOOC)Ph 


2-1860 


5 


CONHSO2 


NH 


4-<rBuOOC)Ph 


2-1861 


5 


CONHSO2 


NH 


2-Cl-Ph 


2-1862 


5 


CONHSO2 


NH 


4-a-Ph 


2-1863 


5 


CONHSO2 


NH 


2-Br-Ph 


2-1864 


5 


CONHSO2 


NH 


4-Br-Ph 


2-1865 


5 


CONHSO2 


NH 


2-I-Ph 


2-1866 


5 


CONHSO2 


NH 


4-I-Ph 


2-1867 


5 


CONHSO2 


NH 


2.N02-Ph 


2-1868 


5 


CONHSO2 


NH 


4-N02-Ph 


2-1869 


5 


CONHSO2 


NH 


2-NH2-Ph 
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Tahlel/gonU 



Cpd. 
No. 


. 1 


A 


B 




2-1870 


5 


CONHSO2 


NH 


4-NH2-Ph 


2-1871 


5 


CONHSO2 


NH 


2-(H03S)Ph 


2-1872 


5 


CONHSO2 


NH 


4-(H03S)Ph 


2-1873 


5 


CONHSO2 


NH 


2-(NH202S)Ph 


2-1874 


5 


CONHSO2 


NH 


4-<NH202S)Ph 


2-1875 


5 


CONHSO2 


NH 


2-CN-Ph 


2-1876 


5 


CONHSO2 


NH 


4-CN-Ph 


2-1877 


5 


CONHSO2 


NH 


2-(HOCH2)Ph 


2-1878 


5 


CONHSO2 


NH 


4-(HOCH2)Ph 


2-1879 


5 


CONHSO2 


NH 


Me 


2-1880 


5 


CONHSO2 


NH 


Et 


2-1881 


5 


CONHSO2 


NH 


Pr 


2-1882 


5 


CONHSO2 


NH 


tPr 


2-1883 


5 


CONHSO2 


NH 


Bu 


2-1884 


5 


CONHSO2 


NH 


HOOCCH2- 


2-1885 


5 


CONHSO2 


NH 


MeOOCCH2- 


2-1886 


5 


CONHSO2 


NH 


MeCH(COOH) 


2-1887 


5 


CONHSO2 


NH 


HCX)C-(CH2)2- 


2-1888 


5 


CONHSO2 


NH 


MeCH(COOMe) 


2-1889 


5 


CONHSO2 


NH 


1-HOOC-iBu 


2-1890 


5 


CONHSO2 


NH 


l-MeOCX:-iBu 


2-1891 


5 


CONHSO2 


NH 


l-HOOC-iPn 


2-1892 


5 


CONHSO2 


NH 


1-MeOOC-iPn 


2-1893 


5 


CONHSO2 


NH 


l-HOOC-2-Me-Bu 
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TiibteafeoiiO 



Cpd. 
No. 


k 


A 


B 


Rl 


2-1894 


5 


CONHSO2 


NH 


l-MeOOC-2-Me-Bu 


2-1895 


5 


CONHSO2 


NH 


CH2CH2SO3H 


2-1896 


5 


CONHSO2 


NH 


OH 


2-1897 


5 


CONHSO2 


NH 


MeO 


2-1898 


5 


CONHSO2 


NH 


EtO 


2-1899 


5 


CONHSO2 


NH 


PrO 


2-1900 


5 


CONHSO2 


NH 


iPiO 


2-1901 


5 


CONHSO2 


NH 


BuO 


2-1902 


5 


CONHSO2 


NH 


(BuO 


2-1903 


5 


CONHSO2 


NH 


sBuO 


2-1904 


5 


CONHSO2 


NH 


fBuO 


2-1905 


5 


CONHSO2 


NH 


HxO 


2-1906 


5 


CONHSO2 


NH 


PhO 


2-1907 


5 


CONHSO2 


NH 


BnO 


2-1908 


5 


CONHSO2 


NH 


Z-1 


2-1909 


5 


CONHSO2 


NH 


Z-2 


2-1910 


5 


CONHSO2 


NH 


Z-3 


2-1911 


5 


CONHSO2 


NH 


Z-4 


2-1912 


5 


CONHSO2 


NH 


Z-5 


2-1913 


5 


CONHSO2 


NH 


Z-6 


2-1914 


5 


CONHSO2 


NH 


Z-7 


2-1915 


5 


CONHSO2 


NH 


Z-8 


2-1916 


5 


CONHSO2 


NH 


Z-9 


2-1917 


5 


CONHSO2 


NH 


Z-10 
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T«hle 2 icantA 



Cpd. 
No 


k 


A 


B 


Rl 


2-1918 


5 


CONHSO2 


NH 


Z-ll 


2-1919 


5 


CONHSO2 


NH 


Z-12 


2-1920 


5 


CONHSO2 


NH 


3-Pv 


1 7X 1 








*r-fry 


2-1922 


5 


NHCO 




H 


2-1923 


5 


NHCO 




Ph 






IMrlCU 






2-1925 


5 


NHCO 




4-Me-Ph 


2-1926 




NHCO 




2 4-diM e-Ph 


2,1007 




















2-1929 


5 


NHCO 




4-(CF3)Ph 


2-1930 


5 


NHCO 


_ 


2-MeOPh 


2-1931 


5 


NHCO 


— • 


4-MeOPh 


2-1932 


5 


NHCO 




2-EtOPh 


2-1933 


5 


NHCO 





4-EtOPh 


2-1934 


5 


NHCO 




2-HOPh 


2-1935 


5 


NHCO 




4-HOPh 


2-1936 


5 


NHCO 


— — 


2-(HOOQPh 


2-1937 


5 


NHCO 




4-(HOOC)Ph 


2-1938 


5 


NHCO 





2-(MeOOC)Ph 


2-1939 


5 


NHCO 




4-(MeOOC)Ph 


2-1940 


5 


NHCO 




2-(EtOOC)Ph 


2-1941 


5 


NHCO 




4-(EtOOQPh 


2-1942 


5 


NHCO 




2-(/BuOOQPh 


2-1943 


5 


NHCO 




4-(rBuOOC)Ph 
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Cpd. 
No. 


k 


A 


B 


Rl 


2-1944 


5 


NHCO 




2-Cl-Ph 


2-194S 


5 


NHCO 




4-Cl-Ph 


2-1946 


5 


NHCO 




2-Br-Ph 


2-1947 


5 


NHCO 




4-Br-Ph 


2-1948 


5 


NHCO 





2-I-Ph 


2-1949 


5 


NHCO 





4-I-Ph 


2-1950 


5 


NHCO 





2-N02-Ph 


2-1951 


5 


NHCO 





4-N02-Ph 


2-1952 


5 


NHCO 





2-NH2-Ph 


2-1953 


5 


NHCO 





4-NH2-Ph 


2-1954 


5 


NHCO 





2-(H03S)Ph 


2-1955 


5 


NHCO 





4-(H03S)Ph 


2-1956 


5 


NHCO 




2-(NH202S)Ph 


2-1957 


5 


NHCO 




4-(NH202S)Ph 


2-1958 


5 


NHCO 




2-CN-Ph 


2-1959 


5 


NHCO 




4-CN-Ph 


2-1960 


5 


NHCO 




2-(HOCH2)Ph 


2-1961 


5 


NHCO 




4-(HOCH2)Ph 


2-1962 


5 


NHCO 




lYiC 


2-1963 


5 


NHCO 




Et 


2-1964 


5 


NHCO 




Pr 


2-1965 


5 


NHCO 




iPr 


2-1966 


5 


NHCO 




Bu 


2-1967 


5 


NHCO 




HOOCCH2- 


2-1968 


5 


NHCO 




MeOOCCH2- 
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Cpd 
No. 


k 


A 


B 


Rl 


2-196Q 










9-1070 








nv/vA.^-^V'Xi2/2 


z- 1 y / 1 


c 

J 
















1-HUOC-lBu 


2-15173 


5 


NrlCU 




1-HOOC-iPn 


z-ly /4 


c 






1 -rxOOC-2-Me-Bu 




c 
D 






CH2CH2SO3H 


2-1976 


5 


NHCO 


— 


MeO 


2-1977 


5 


NHCO 




EtO 


2-1978 


5 


NHCO 




PrO 


2-1979 


5 


NHCO 




Z-1 


2-1980 


5 


NHCO 




Z-2 


2-1981 


5 


NHCO 




Z-3 


2-1982 


5 


NHCO 


_ 


Z-4 


2-1983 


5 


NHCO 


— 


Z-5 


2-1984 


5 


NHCO 




Z-6 


2-1985 


5 


NHCO 





Z-7 


2-1986 


5 


NHCO 





Z-8 


2-1987 


5 


NHCO 




Z-9 


2-1988 


5 


NHCO 




Z-10 


2-1989 


5 


NHCO 




Z-11 


2-1990 


5 


NHCO 




Z-1 2 


2-1991 


5 


NHCO 




3-Py 


2-1992 


5 


NHCO 




4-Py 


2-1993 


5 


NHCO 


NH 


H 


2-1994 


5 


NHCO 


NH 


Ph 


2-1995 


5 


NHCO 


NH 


2-Me-Ph 
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Table Ifaonl^ 



Cpd. 

No. 


k 


A 


B 


Rl 


2-1996 


5 


NHCO 


NH 


4-Me-Ph 


2-1997 


5 


NHCO 


NH 


2,4-diMe-Ph 


2-1998 


5 


NHCO 


NH 


3,4-diMe-Ph 


2-1999 


5 


NHCO 


NH 


2-(CF3)Ph 


2-2000 


5 


NHCO 


NH 


4-fCFi^Ph 


2-2001 


5 


NHCU 


XTLI 

NH 


2-Me(Jrn 


2-2002 


5 


NHCO 


NH 


4-MeOrn 


2-2003 


5 


NHCO 


NH 


2-£tOPn 


2-2004 


5 


NHCO 


NH 


4-EtOPh 


2-2005 


5 


NHCO 


NH 


^ T T^^T*t_ 

2-HOPh 


2-2006 


5 


NHCO 


NH 


4-HOrh 


2-2007 


5 


NHCO 


VTTT 

NH 


2-(HOOC)Ph 


2-2008 


5 


NHCO 


XTTT 

NH 


4-(HOOC)Ph 


n r\f\c\ 

2-2009 


5 


NHCO 


XTTT 

NH 


2-(MeOOC)Ph 


2-2010 


5 


NHCO 


XTTJT 
NH 


4-(MeOOC)Pn 


2-201 1 


5 


NHCO 


XTTT 

NH 


2-(EtOOC)Ph 


2-2012 


5 


NHCO 


XTTT 

NH 


4-(EtOOC)Ph 


2-2013 


5 


NHCO 


XTTT 

NH 


2-(/BuOOC)Ph 


2-2014 


5 


NHCO 


VTTT 

NH 


4-(rBuOOC)Ph 


2-2015 


5 


NHCO 


NH 


2-Cl-Ph 


2-2016 


5 


NHCO 


NH 


4-Cl-Ph 




c 

J 




xm 
iNjn 




2-2018 


5 


NHCO 


NH 


4-Br-Ph 


2-2019 


5 


NHCO 


NH 


2-I-Ph 


2-2020 


5 


NHCO 


NH 


4-I-Ph 


2-2021 


5 


NHCO 


NH 


2-N02-Ph 


2-2022 


5 


NHCO 


NH 


4-NO2-PI1 
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TabielfannU 



Cpd. 1 
No. 


K 


A 




Rl 


2-2023 


5 


NHCO 


NH 


2-NH2-Ph 


2-2024 


5 


NHCO 


NH 


4-NH2-Ph 


2-2025 


5 


NHCO 


NH 


2-(H03S)Ph 


2-2026 


5 


NHCO 


NH 


4-(H03S)Ph 


2-2027 


5 


NHCO 


NH 


2-(NH202S)Ph 


2-2028 


5 


NHCO 


NH 


4-(NH202S)Ph 


2-2029 


5 


NHCO 


NH 


2-CN-Ph 


2-2030 


5 


NHCO 


NH 


4-CN-Ph 


2-2031 


5 


NHCO 


NH 


2-(HOCH2)Ph 


2-2032 


5 


NHCO 


NH 


4-(HOCH2)Ph 


2-2033 


5 


NHCO 


NH 


Me 


2-2034 


5 


NHCO 


NH 


Et 


2-2035 


5 


NHCO 


NH 


Pr 


2-2036 


5 


NHCO 


NH 


iPr 


2-2037 


5 


NHCO 


NH 


Bu 


2-2038 


5 


NHCO 


NH 


HOOCCH2- 


2-2039 


5 


NHCO 


NH 


MeOOCCH2- 


2-2040 


5 


NHCO 


NH 


MeCH(COOH) 


2-2041 


5 


NHCO 


NH 


HOOC-(CH2)2- 


2-2042 


5 


NHCO 


NH 


MeCH(COOMe) 


2-2043 


5 


NHCO 


NH 


1-HOOC-iBu 


2-2044 


5 


NHCO 


NH 


1-MeOOC-iBu 


2-2045 


5 


NHCO 


NH 


l-HOOC-iPn 


2-2046 


5 


NHCO 


NH 


l-MeOOC-/Pn 


2-2047 


5 


NHCO 


NH 


l-HOOC-2-Me-Bu 


2-2048 


5 


NHCO 


NH 


l-MeOOC-2-Me.Bu 
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Tahle2(CQnU 



Cpd. 

No 
rsu. 


k 


A 


B 


1 


2-2049 


5 


NHCO 


NH 


CH2CH2SO3H 


2-2050 


5 


NHCO 


NH 


OH 


2-2051 


5 


NHCO 


NH 


jviev/ 


2-2052 


5 
J 




iNn 


rilL/ 


2-2053 


5 


NHCO 


MH 


rTvJ 


2-2054 


5 


NHCO 


NH 


irxw 


2-2055 


5 


NHCO 


NH 


Run 


2-2056 


5 


NHCO 


NH 




2-2057 


5 


NHCO 


NH 


cRiiO 


2-2058 


5 


NHCO 


NH 


IDuXJ 


2-2059 


5 


NHCO 


INXl 




2-2060 






isrtr 
INll 


rnU 


2-2061 








jDnU 


2-2f>62 

^— ^\AIX 


•J 






T 1 

Z-1 








xru 


Z*2 


2-2064 


mJ 




IN 11 




2-2065 


5 


NHro 


Pill 




2-2066 


5 


NHCO 






2-2067 


5 


NHCO 


NH 




2-2068 


5 


NHCO 


NH 


7-7 


2-2069 


5 


NHCO 


NH 


7-8 


2-2070 

Am Sm\f 1 \J 


5 




XTTJ 

inh 


7 0 


2-2071 


5 


NHCO 


NH 


Z-10 


2-2072 


5 


NHCO 


NH 


Z-11 


2-2073 


5 


NHCO 


NH 


Z.12 


2-2074 


5 


NHCO 


NH 


3-Py 


2-2075 


5 


NHCO 


NH 


4-Py 
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Tahle2fcftnU 



Cpd. 1 
No. 




A 


B 


Rl 


2-2076 


5 


NHCO 


NMe 


Pn 






NHCO 


NMe 


2-Me-Ph 


2-2078 


5 


NHCO 


NMe 


4-Me-Ph 


2-2079 


5 


NHCO 


NMe 


2,4-diMe-Ph 


2-2080 


5 


NHCO 


NMe 


3,4-diMe-Ph 


2-2081 


5 


NHCO 


NMe 


2-(CF3)Ph 




c 




JNme 




2-2083 


5 


NHCO 


NMe 


2-MeOPh 


2-2084 


5 


NHCO 


NMe 


4-MeOPh 


2-2085 


5 


NHCO 


NMe 


2-EtOPh 


2-2086 


5 


NHCO 


NMe 


4-EtOPh 


2-2087 


5 


NHCO 


NMe 


2-HOPh 


2-2088 


5 


NHCO 


NMe 


4-HOPh 


2-2089 


5 


NHCO 


NMe 


2-(HOOC)Ph 


2-2090 


5 


NHCO 


NMe 


4-(HOOC)Ph 


2-2091 


5 


NHCO 


NMe 


2-(MeOOC)Ph 


2-2092 


5 


NHCO 


NMe 


4-(MeOOC)Ph 


2-2093 


5 


NHCO 


NMe 


2-(EtOOC)Ph 


2-2094 


5 


NHCO 


NMe 


4-(EtOOC)Ph 


2-2095 


5 


NHCO 


NMe 


2-(rBuOOC)Ph 


2-2096 


5 


NHCO 


NMe 


4-(fBuOOC)Ph 


2-2097 


5 


NHCO 


NMe 


2-CI-Ph 


2-2098 


5 


NHCO 


NMe 


4-Cl-Fn 


2-2099 


5 


NHCO 


NMe 


2-Br-Ph 


2-2100 


5 


NHCO 


NMe 


4-Br-Ph 


2-2101 


5 


NHCO 


NMe 


2-I-Ph 


2-2102 


5 


NHCO 


NMe 


4-I.Ph 
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No. 




A 


B 


r1 


2-2103 


5 


NHCO 


NMe 


2-N02-Ph 


2-2104 


5 


NHCO 


NMe 


4-N02-Pl» 


2-2105 


5 


NHCO 


NMe 


2-NH2-Ph 


2-2106 


5 


NHCO 


NMe 


4-NH2-Ph 


2-2107 


5 


NHCO 


NMe 


2-(H03S)Ph 


2-2108 


5 


NHCO 


NMe 


4-(H03S)Ph 


2-2109 


5 


NHCO 


NMe 


2-(NH202S)Ph 


2-2110 


5 


NHCO 


NMe 


4-(NH202S)Ph 


2-2111 


5 


NHCO 


NMe 


2-CN-Ph 


2-2112 


5 


NHCO 


NMe 


4-CN-Ph 


2-2113 


5 


NHCO 


NMe 


2-(HOCH2)Ph 


2-2114 


5 


NHCO 


NMe 


4-(HOCH2)Ph 


2-2115 


5 


NHCO 


NMe 


Me 


2-2116 


5 


NHCO 


NMe 


Et 


2-2117 


5 


NHCO 


NMe 


Pr 


2-2118 


5 


NHCO 


NMe 


iPr 


2-2119 


5 


NHCO 


NMe 


Bu 


2-2120 


5 


NHCO 


NMe 


HOOCCH2- 


2-2121 


5 


NHCO 


NMe 


MeOOCCH2- 


2-2122 


5 


NHCO 


NMe 


MeCH(COOH) 


2-2123 


5 


NHCO 


NMe 


HOOC-(CH2)2- 


2-2124 


5 


NHCO 


NMe 


MeCH(COOMe) 


2-2125 


5 


NHCO 


NMe 


1-HOOC-iBu 


2-2126 


5 


NHCO 


NMe 


l-MeOOC-iBu 


2-2127 


5 


NHCO 


NMe 


1-HOOC-iPn 


2-2128 


5 


NHCO 


iNlMe 


1-MeOOC-iPn 
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Table 1 ieanL) 



Cpd. 
No. 


k 


A 


B 




2-2129 


5 


NHCO 


NMe 


1 -HOOC-2-Mc-Bu 


2-2130 


5 


NHCO 


NMe 


1 -MeOOC-2-Me-Bu 


2-2131 


5 


NHCO 


NMe 


CH2CH2SO3H 


2-2132 


5 


NHCO 


NMe 


OH 


2-2133 


5 


NHCO 


NMe 


MeO 


2-2134 


5 


NHCO 


NMe 


EtO 


2-2135 


5 


NHCO 


NMe 


PiO 


2-2136 


5 


NHCO 


NMe 


iPiO 


2-2137 


5 


NHCO 


NMe 


BuO 


2-2138 


5 


NHCO 


NMe 


iBuO 


2-2139 


5 


NHCO 


NMe 


fBuO 


2-2140 


5 


NHCO 


NMe 


fBuO 


2-2141 


5 


NHCO 


NMe 


HxO 


2-2142 


5 


NHCO 


NMe 


PhO 


2-2143 


5 


NHCO 


NMe 


BnO 


2-2144 


5 


NHCO 


NMe 


Z-1 


2-2145 


5 


NHCO 


NMe 


Z-2 


2-2146 


5 


NHCO 


NMe 


Z-3 


2-2147 


5 


NHCO 


NMe 


Z-4 


2-2148 


5 


NHCO 


NMe 


Z-5 


2-2149 


5 


NHCO 


NMe 


Z-6 


2-2150 


5 


NHCO 


NMe 


Z-7 


2-2151 


5 


NHCO 


NMe 


Z-8 


2-2152 


5 


NHCO 


NMe 


Z-9 


2-2153 


5 


NHCO 


NMe 


Z-10 


2-2154 


5 


NHCO 


NMe 


Z-11 


2-2155 


5 


NHCO 


NMe 


Z-12 
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TitWe2(tgBt.) 



Cpd. 

No. 


k 


A 


B 


Rl 


2-2156 


5 


NHCO 


NMe 


3-Pv 


2-2157 


5 


NHCO 


NMe 


4-Pv 


2-2158 


5 


NHCO 


NHNH 


H 


2-21 5Q 


5 


NHCO 


NHNH 


Me 


o_9 1 fT\ 






MTTMH 
rNxXi^ii 


Ft 








xNXllNiVLC 


JYiw 








JNriJNJVie 






•> 






IT 










U 

n 


Z-Z 1 03 


c 
J 








2-2166 


5 


NHCONHNHCO 


NH 


2-Me-Ph 


2-2167 


5 


NHCONHNHCO 


NH 


4-Me-Ph 


2-2168 


5 


NHCONHNHCO 


NH 


2,4-diMe-Ph 


2-2169 


5 


NHCONHNHCO 


NH 


3,4-diMe-Ph 


2-2170 


5 


NHCONHNHCO 


NH 


2-{CF3)Ph 


2-2171 


5 


NHCONHNHCO 


NH 


4-rCF^>Ph 


Z-Z I /Z 


c 


KFXip*r^'KrprMiJon 


XNrl 


9 'KM»f\0\%. 
Z-MCUrll 


Z-Zl / J 




vnur^r^xTXJXTXjr^o 


Nil 


4-ivieL^Fn 


L^L 1 74 


5 


IM ilUUN rliN rlCU 


JNri 


Z-JitUrn 


Z-Zl 


c 
J 




XTU 

iNrl 


4-jDtUra 


Z-Z 1 /O 


c 

J 




XTU 


9 tmoK 
z-riL/"n 


9-9 1 77 
Z-Zi / / 




1^ fx\^ vjiN ni>i 






2-2178 


5 


NHCONHNHCO 


NH 


2-(HOOQPh 


2-2179 


5 


NHCONHNHCO 


NH 


4-(H00QPh 


2-2180 


5 


NHCONHNHCO 


NH 


2-(MeOOC)Ph 


2-2181 


5 


NHCONHNHCO 


NH 


4-(MeOOC)Ph 


2-2182 


5 


NHCONHNHCO 


NH 


2-(EtOOC)Ph 
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Tahte2fcnnt.) 



Cpd. 
No. 


k 


A 


B 




Ill 01 




INnl^UrNJliNJlCv/ 






O Oil 




NnCUrsixlNrlCU 


Nil 




2-2185 


5 


NHCONHNHCU 


MM 


4-(f dUUUC )r n 


2-2186 


5 


NHCONHNHCO 


NH 


2-CI-Ph 


2-2187 


5 


NHCONHNHCO 


NH 


4-Cl-Ph 


Z*ZIoO 




ln n vj-v-ziNiii^ nv> V/ 






2-2189 


5 


NHCONHNHCO 


NH 


4-Br-Ph 


2-2190 


5 


NHCONHNHCO 


NH 


2-I-Ph 


2-2191 


5 


NHCONHNHCO 


NH 


4-I-Ph 


2-2192 


5 


NHCONHNHCO 


NH 


2-N02-Ph 


2-2193 


5 


NHCONHNHCO 


NH 


4-N02-Ph 


2-2194 


5 


NHCONHNHCO 


NH 


2-NH2-Ph 


2-2195 


5 


NHCONHNHCO 


NH 


4-NH2-Ph 


2-2196 


5 


NHCONHNHCO 


NH 


2-(H03S)Ph 


2-2197 


5 


NHCONHNHCO 


NH 


4-(H03S)Ph 


2-2198 


5 


NHCONHNHCO 


NH 


2-(NH202S)Ph 


2-2199 


5 


NHCONHNHCO 


NH 


4-(NH202S)Ph 


2-2200 


5 


NHCONHNHCO 


NH 


2-CN-Ph 


2-2201 


5 


NHCONHNHCO 


NH 


4-CN-Ph 


2-2202 


5 


NHCONHNHCO 


NH 


2-(HOCH2)Ph 








NH 




2-Z2U4 






XTTT 
INll 




2-2205 


5 


NHCONHNHCO 


NH 


Et 


2-2206 


5 


NHCONHNHCO 


NH 


Pr 


2-2207 


5 


NHCONHNHCO 


NH 


iPr 


2-2208 


5 


NHCONHNHCO 


NH 


Bu 
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TabieirconO 



Cpd. 
No. 


k 


A 


B 


Rl 


2-2209 


5 


NHCONHNHCO 


NH 


HOOCCH2- 


2-2210 


5 


NHCONHNHCO 


NH 


MeOOCCH2- 


2-2211 


5 


NHCONHNHCO 


NH 


MeCH(COOH) 


2-2212 


5 


NHCONHNHCO 


NH 


HOOC-(CH2)2- 


2-2213 


5 


NHCONHNHCO 


NH 


MeCHfCOOMe^ 

XTX%^k>X XI X^X^ V^AvX W m 


2-2214 

mm * ~ 


5 


NHCONHNHCO 


NH 


1-HOOC-iBu 


2-2215 


5 


NHCONHNHCO 

1 ^ X XV^^^X ^ X XX ^ X x^^^^ 


NH 

X^XX 


1-MeOOP-zBu 


2-2216 


5 


NHCONHNHCO 


NH 


1-HOOC-iTn 


2-2217 


5 


NHCONHNHCO 


NH 


1-MeOOC-iPn 


2-2218 


5 


NHCONHNHCO 


NH 


l-HOOC-2-Me-Bu 


2-2219 


5 


NHCONHNHCO 


NH 


l-MeOOC-2-Me-Bu 


2-2220 


5 


NHCONHNHCO 


NH 


CH2CH2SO3H 




< 


IN n vrN XxlN XX ^ V/ 


INxi 


CM 

sjn. 


9-9999 


< 




INxx 




9-999*^ 


< 


iNxx\^ xxi^ nxjyj 


IN XX 




9-9994 




IN ns^ yjvi niN xik^ v/ 


MM 


PrO 


9-999S 


< 


IN Xl V' \JV% rxiN Xx\^ w 


INIx 


irT\J 


2-2226 


s 


NHCONHNHCO 

1^ AXV^^^l^X^XX^ Km\^\^ 


NH 

l^xx 




9-9997 






NH 






< 


INxxx^VylN xUN fx^W 


NH 
iNn 


SDUxJ 






iNxx^^iNxxlNrix.i'W 


NH 

INxx 


iOuxJ 


9 991A 


c 

J 


IN Ilv^ VIIN tUN fl 


NH 




2-2231 


5 


NHCONHNHCO 

X ^ A AVii»X^X ^ A AX^ A X^^V^ 


NH 


PhO 

XT IXV^ 


2-2232 


5 


NHCONHNHCO 


NH 


BnO 


2-2233 


5 


NHCONHNHCO 


NH 


Z-1 


2-2234 


5 


NHCONHNHCO 


NH 


Z-2 


2-2235 


5 


NHCONHNHCO 


NH 


Z-3 
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Cpd. 

No. 


k 


A 


B 


Rl 






NHPONHNHCO 


NH 


Z-4 




•J 


NHrONHNHCO 

n V/ Vri^ xxi^ Jul 


NH 

x^xx 


Z-S 




s 


NHrONHNHPO 

V< £XL^ XX V*" Vr 


NH 

x^xx 


Z-6 




c 
-) 




NH 

INxl 


7-7 




c 


IN ri V/ v/IN JUN 


iNIx 


7-8 




c 
3 




INIx 


7-Q 




J 






7 1 n 


2-2243 


c 




INrl 


7 11 
^-11 


Z-Z2h4 


c 


"MwrrwrHKiwrTi 
IN n xxTN nv^^ 


iNIx 


7-19 






IN xlx^ V/lNxxlNxxV^Vf 


NH 

xNXX 








1^ XX\./ Vi^ X— 1X1^ XX V 


NH 

x^xx 






s 


NHCONHCO 




H 

XX 


9-9948 


_/ 


NHCONHCO 




Ph 


2-2249 


5 


NHCONHCO 




2-Me-Ph 


2-2250 


5 


NHCONHCO 




4-Me-Ph 


2-2251 


5 


NHCONHCO 




2.4-diMe-Ph 


2-2252 


5 


NHCONHCO 




3,4-diMe-Ph 


2-2253 


5 


NHCONHCO 




2-{CF3)Ph 


2-2254 


5 


NHCONHCO 




4-(CF3)Ph 






NHCONHCO 




2-MeOPh 


9.99Sfi 




NHCONHCO 




4-MeOPh 

^^XTXW^X XX 


9-9957 




NHCONHCO 

X^ X XV^ V/X ^X XVi^V/ 




2-EtOPh 


2-2258 


5 


NHCONHCO 




4-EtOPh 


2-2259 


5 


NHCONHCO 




2-HOPh 


2-2260 


5 


NHCONHCO 




4-HOPh 


2-2261 


5 


NHCONHCO 




2-(HOOC)Ph 


2-2262 


5 


NHCONHCO 




4-(H0OC)Ph 
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Tahle 2 fconU 



Cpd. 
No. 


k 


A 


1 


Rl 




5 


NHCONHCO 




2-(MeOOC)Ph 




mJ 


NHCONHCO 




4-(MeOOC)Ph 




5 


NHCONHCO 




2-(EtOOC)Ph 




•J 


NHCONHCO 




4-{EtOOC)Ph 






NHCONHCO 




2-0BuOOC)Ph 






NHCONHCO 




4-(rBuOOC)Ph 






NHCONHCO 




2-Cl-Ph 




■J 


NHCONHCO 

X^ XI V»^^x ^ X 




4-a-Ph 


2-2271 


5 


NHCONHCO 




2-Br-Ph 


2-2272 


5 


NHCONHCO 




4-Br-Ph 


2-2273 


5 


NHCONHCO 





2-I.Ph 


2-2274 


5 


NHCONHCO 




4-I-Ph 


2-2275 


5 


NHCONHCO 




2-N02-Ph 


2-2276 


5 


NHCONHCO 




4-N02-Ph 


2-2277 


5 


NHCONHCO 




2-NH2-Ph 


2-2278 


5 


NHCONHCO 




4-NH2-Ph 


2-2279 


5 


NHCONHCO 




2.(H03S)Ph 


2-2280 


5 


NHCONHCO 


— 


4-(H03S)Ph 


2-2281 


5 


NHCONHCO 




2-(NH202S)Ph 


2-2282 


5 


NHCONHCO 





4-(NH202S)Ph 


2-2283 


5 


NHCONHCO 




2-CN-Ph 


2-2284 


5 


NHCONHCO 





4-CN-Ph 


2-228S 


5 


NHCONHCO 




2-(HOCH2)Ph 


2-2286 


5 


NHCONHCO 




4-(HOCH2)Ph 


2-2287 


5 


NHCONHCO 




Me 


2-2288 


5 


NHCONHCO 




Et 
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Cpd. 
No. 


k 


A 


B 


Rl 


2-2289 


5 


NHCONHCO 




Pr 


2-2290 


5 


NHCONHCO 




iPr 


2-2291 


5 


NHCONHCO 




Bu 


2-2292 


5 


NHCONHCO 




HOOCCH2- 


2-2293 


5 


NHCONHCO 




MeOOCCH-j- 




5 






MeCH(COOH) 


2-2295 


5 


NHCONHCO 




HOOC-(CH2)2- 


2-2296 


5 


NHCONHCO 





MeCH(COOMe) 


2-2297 


5 


NHCONHCO 


— 


1-HOOC-iBu 


2-2298 


5 


NHCONHCO 





1-MeOOC-iBu 


2-2299 


5 


NHCONHCO 




1-HOOC-rPn 


2-2300 


5 


NHCONHCO 




1 -Meooc-ixTi 


2-2301 


5 


NHCONHCO 




1 -HOOC-2-Me-Bu 


2-2302 


5 


NHCONHCO 




1 -MeOOC-Z-Me-DU 


2-2303 


5 


NHCONHCO 




CH2CH2SO3H 


2-2304 


5 


NHCONHCO 


— - 


MeO 


2-2305 


5 


NHCONHCO 





EtO 


2-2306 


5 


NHCONHCO 





PiO 


2-2307 


5 


NHCONHCO 





iPrO 


2-2308 


5 


NHCONHCO 


— 


BuO 


2-2309 


5 


NHCONHCO 





iBuO 


2-2310 


5 


NHCONHCO 




jBuO 


2-2311 


5 


NHCONHCO 




rBuO 


2-2312 


5 


NHCONHCO 




HxO 


2-2313 


5 


NHCONHCO 




PhO 


2-2314 


5 


NHCONHCO 




BnO 
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Tahiti icikni.\ 



Cpd. 
No. 


k 


A 


B 


Rl 


2-2315 


5 


NHCONHCO 




Z-1 


7-2'^ 16 


5 


NHCONHCO 




Z-2 


/ 










O Oil Q 


c 






7^ 


2-23 ly 


c 






7 ^ 


2-2320 


5 


NrlUUNrlCU 




*7 ^ 
Z#-0 


2-2321 


5 


NrlCUNriL/O 




Crl 


2-2322 


!> 


NrlUUlNrlCU 




^-0 


2-2323 


e 

J 


XTUTTIKTUT'I^ 






2-2324 


c 


IN rlV^LIiNxlCU 






2-2325 


5 


NHCONHCO 




Z-11 


2-2326 


5 


NHCONHCO 




Z-12 


2-2327 


5 


NHCONHCO 




3-Py 


2-2328 


5 


NHCONHCO 




4-Py 


2-2329 


5 


NHCONHSO2 





H 


2-2330 


5 


NHCONHSO2 





Ph 


2-2331 


5 


NHCONHSO2 





2-Me-Ph 


2-2332 


5 


NHCONHSO2 





4-Me-Ph 


2-2333 


5 


NHCONHSO2 





2,4-diMe.Ph 


2-2334 


5 


NHCONHSO2 





3.4-diMe-Ph 


2-2335 


5 


NHCONHSO2 





2-(CF3)Ph 


2-2336 


5 


NHCONHSO2 




4-(CF3)Ph 


2-2337 


5 


NHCONHSO2 




2-MeOPh 


2-2338 


5 


NHCONHSO2 




4-MeOPh 


2-2339 


5 


NHCONHSO2 




2-EtOPh 
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Tahlgircniit.^ 



Cpd. 
No. 


k 


A 


B 


Rl 


2-2340 


5 


NHCONHSO2 


— 


4-EtOPh 


2-2341 


5 


NHCONHSO2 


— 


2-HOPh 


2-2342 


5 


NHCONHSO2 


— 


4-HOPh 


2-2343 


5 


NHCONHSO2 


— 


2-(H00C)Ph 


2-2344 


5 


NHCONHSO2 


— 


4-(H00QPh 


2-2345 


5 


NHCONHSO2 


— 


2-(MeOOC)Ph 


2-2346 


5 


NHCONHSO2 


— 


4-(MeCX)C)Ph 


2-2347 


5 


NHCONHSO2 


— 


2-(EtOOC)Ph 


2-2348 


5 


NHCONHSO2 


— 


4-(EtCXX:)Ph 


2-2349 


5 


NHCONHSO2 


— 


2-(/BuOOC)Ph 


2-2350 


5 


NHCONHSO2 


— 


4-(/BuOOC)Ph 


2-2351 


5 


NHCONHSO2 


— 


2-Cl-Ph 


2-2352 


5 


NHCONHSO2 


— 


4-Cl-Ph 


2-2353 


5 


NHCONHSO2 


— 


2-Br-Ph 


2-2354 


5 


NHCONHSO2 


— 


4-Br-Ph 


2-2355 


5 


NHCONHSO2 


— 


2-I-Ph 


2-2356 


5 


NHCONHSO2 


— 


4-I-Ph 


2-2357 


5 


NHCONHSO2 


— 


2-N02-Ph 


2-2358 


5 


NHCONHSO2 


— 


4-N02-Ph 


2-2359 


5 


NHCONHSO2 


— 


2-NH2-Ph 


2-2360 


5 


NHCONHSO2 




4-NH2-Ph 


2-2361 


5 


NHCONHSO2 




2-(H03S)Ph 


2-2362 


5 


NHCONHSO2 




4-(H03S)Pli 


2-2363 


5 


NHCONHSO2 




2-(NH202S)Ph 
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Tiihlc2(CTnU 



Cpd. 
No. 


k 


A 


B 


Rl 


2-2364 


5 


NHCONHSO2 


— 


4-(NH202S)Ph 


2-2365 


5 


NHCONHSO2 


— 


2-CN-Ph 


2-2366 


5 


NHCONHSO2 


— 


4-CN-Ph 


2-2367 


5 


NHCONHSO2 


— 


2-(HOCH2)Ph 


2-2368 


5 


NHCONHSO2 


— 


4-(HOCH2)Ph 


2-2369 


5 


NHCONHSO2 


— 


Me 


2-2370 


5 


NHCONHSO2 


— 


Et 


2-2371 


5 


NHCONHSO2 


— 


Pr 


2-2372 


5 


NHCONHSO2 


— 


iPr 


2-2373 


5 


NHCONHSO2 


— 


Bu 


2-2374 


5 


NHC0NHSC)2 


— 


HOOCCH2 


2-2375 


5 


NHCONHSO2 


— 


MeOOCCH2 


2-2376 


5 


NHCONHSO2 


— 


MeCH(COOH) 


2-2377 


5 


NHCONHSO2 


— 


HOOC-(CH2)2 


2-2378 


5 


NHCONHSO2 


— ■ 


MeCH(COOMe) 


2-2379 


5 


NHCONHSO2 


— 


1-HOOC-iBu 


2-2380 


5 


NHCONHSO2 


— 


1-MeOOC-iBu 


2-2381 


5 


NHCONHSO2 


— 


1-HOOC-iPn 


2-2382 


5 


NHCONHSO2 


— 


1-MeOOC-iPn 


2-2383 


5 


NHCONHSO2 


— 


l-HOOC-2-Me-Bu 


2-2384 


5 


NHCONHSO2 




l-MeOOC-2-Me-Bu 


2-2385 


5 


NHCONHSO2 




CH2CH2SO3H 


2-2386 


5 


NHCONHSO2 




OH 


2-2387 


5 


NHCONHSO2 




MeO 
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Tahle2reoBt.> 



Cpd. 


k 


A 


B 


Rl 


2-2388 


5 


NHCONHSO2 


1,1, 


EtO 


2-2389 


5 


NHCONHSO2 




PrO 


2-2390 


5 


NHCONHSO2 




iPrO 


2-2391 


5 


NHCONHSO2 




BuO 


2-2392 


5 


NHCONHSO2 




iBuO 


2-2393 


5 


NHCONHSO2 




sBuO 


2-2394 


5 


NHCONHSO2 




tBnO 


2-2395 


5 


NHCONHSO2 




HxO 


2-2396 


5 


NHCONHSO2 




PhO 


2-2397 


5 


NHCONHSO2 




BnO 


2-2398 


5 


NHCONHSO2 




Z-1 


2-2399 


5 


NHCONHSO2 




Z-2 


2-2400 


5 


NHCONHSO2 




Z-3 


2-2401 


5 


NHCONHSO2 




Z-4 


2-2402 


5 


NHCONHSO2 




Z-5 


2-2403 


5 


NHCONHSO2 




Z-6 


2-2404 


5 


NHCONHSO2 




Z-7 


2-2405 


5 


NHCONHSO2 




Z-8 


2-2406 


5 


NHCONHSO2 




Z-9 


2-2407 


5 


NHCONHSO2 




Z-10 


2-2408 


5 


NHCONHSO2 




Z-11 


2-2409 


5 


NHCONHSO2 




Z-12 


2-2410 


5 


NHCONHSO2 




3-Py 


2-2411 


5 


NHCONHSO2 




4-Py 
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Table IfconL^ 



Cpd. 
No. 


k 


A 


B 


Rl 


2-2412 


5 


NHCONHSO2 


NH 


H 


2-2413 


5 


NHCONHSO2 


NH 


Me 


2-2414 


5 


NHCONHSO2 


NH 


Et 


2-2415 


5 


NHCONHSO2 


NH 


Pr 


2-2416 


5 


NHCONHSO2 


NH 


iPr 


2-2417 


5 


NHCONHSO2 


NH 


Bu 


2-2418 


5 


NHCONHSO2 


NMe 


Me 


2-2419 


5 


NHCONHSO2 


NMe 


Et 


2-2420 


5 


NHCONHSO2 


NMe 


Pr 


2-2421 


5 


NHCONHSO2 


NMe 


iPr 


9-2422 




NHCONHSOo 


NMe 


Bu 




5 




uu 
Ntl 


TT 
11 




c 

J 




Ntl 


Me 


2-2425 


5 




NH 


Et 


2-2420 


c 

J 




NH 


Pr 




5 




NH 


iPr 


2-2428 


5 




NH 


Bu 


2-2429 


5 


CO 


Pyr 


2-2430 


5 


CO 


Pipri 


2-2431 


5 


CO 


Pipra 


2-2432 


5 


CO 


Mor 


2-2433 


< 

5 


CO 


Thmor 


2-2434 


5 


CO 


NHPyr 


2-2435 


5 


CO 


NHPipri 


2-2436 


5 


CO 


NHPipra 


2-2437 


5 


CO 


NHMor 



209 



EP 0 869 126 A1 
Tahiti (cnntA 



Cpd. 
No. 


k 


A 


B Rl 


2-243 o 






VTLJ ' r|i<m /\«* 


2-2435f 


< 




ryr 


2-244U 








2-2441 








2-2442 


c 
D 




Mot 


2-2443 




IMrlCU 


Thinor 


2-2444 


5 


NriCU 


XTLTDvn* 

Nriryr 


2-2445 


5 


NHCO 


JNjirlpn 




5 


NHCO 


NHPipra 


2'lAAl 


5 


NHCO 


NHMor 


2-2448 


5 


NHCO 


NHTnmor 


2-2449 


5 


CONHCO 


Pyr 


2-2450 


5 


CONHCO 


Pipri 


2-2451 


5 


CONHCO 


ripra 


2-2452 


5 


CONHCO 


Mor 




5 


CONHCO 


Thmor 


2-2454 


5 


CONHCO 


NHPyr 




< 

«^ 


CONHCO 


NHPioii 

X ^ X AA AyfA A 


2-2456 


5 


CONHCO 


NHPipra 


2-2457 


5 


CONHCO 


NHMor 


2-2458 


5 


CONHCO 


NHThmor 


2-2459 


5 


CONHSO2 


Pyr 


2-2460 


5 


CONHSO2 


Pipri 


2-2461 


5 


CONHSO2 


Pipra 


2-2462 


5 


CONHSO2 


Mor 


2-2463 


5 


CONHSO2 


Thmor 
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TablelfconU 



Cpd. 

No. 


k 


A 


B 


Rl 


2-2464 


5 


CONHSO2 


NHPyr 


2-2465 


5 


CONHSO2 


NHPipri 


2-2466 


5 


CONHSO2 


NHPipra 


2-2467 


5 


CONHSO2 


NHMor 


2-2468 


5 


CONHSO2 


NHThmor 


2-2469 


5 


NHSO2 


NH 


Z-4 


2-2470 


5 


NHSO2 


— 


Me 


2-2471 


5 


NHSO2 


— 


Et 


2-2472 


5 


NHSO2 


— 


Pr 


2-2473 


5 


NHSO2 




CH2.CI 


2-2474 


5 


NHSO2 




Ph 


2-2475 


5 


NHSOi 




*-IWC-Jrn 




5 


CO 


NMe 


Ph 








NMe 


2-Me-Ph 


2-2478 


5 


CO 


NMe 


4-Me-Pli 


2-2479 


5 


CO 


NMe 


2,4-diMe-Ph 


2-2480 


5 


CO 


NMe 


3,4-diMe-Ph 


2-2481 


5 


CO 


NMe 


2-(CF3)Ph 


2-2482 


5 


CO 


NMe 


4-(CF3)Ph 


2-2483 




CO 


NMe 


2-MeOPh 


2-2484 


5 


CO 


NMe 


4-MeOPh 


7 7Afi^ 






NMe 


2-EtOPh 


2-2486 


5 


CO 


NMe 


4-EtOPh 


2-2487 


5 


CO 


NMe 


2-HOPh 


2-2488 


5 


CO 


NMe 


4-HOPh 


2-2489 


5 


CO 


NMe 


2-<H00C)Ph 
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Tahiti 2 (conU 



Cpd. 
No. 


k 


A 


B 


Rl 






CO 


NMe 


4-(HOOC>Ph 




< 

■J 


CO 




2-fMcOOC^Ph 




< 


CO 


NMe 


4-fMeOOOPh 




< 


ro 


NMe 


2-fEtOOC)Ph 


0 OAQA 




CO 


NMe 


4-rEtOOC^Ph 


z-z4yj 




CO 


NMe 


2-C/BuOOC^Ph 


Z-z4yO 




\^\J 




AJt^nOQCXPh 

'T^\$0 VIXJX^X^ fx 11 






CO 


NMe 


2-Cl-Ph 


Z-ZhVo 








4-Cl-Ph 


2-2499 


5 


CO 


NMe 


2-Br-Ph 


2-2500 


5 


CO 


NMe 


4-Br-Ph 


2-2501 


5 


CO 


NMe 


2-I-Ph 


2-2502 


5 


CO 


NMe 


4-I-Ph 


2-2503 


5 


CO 


NMe 


2-N02-Ph 


2-2504 


5 


CO 


NMe 


4-N02-Ph 


2-2505 


5 


CO 


NMe 


2-NH2-Ph 


2-2506 


5 


CO 


NMe 


4-NH2-Ph 


2-2507 


5 


CO 


NMe 


2-(H03S)Ph 


2-2508 


5 


CO 


NMe 


4-(H03S)Ph 


2-2509 


5 


CO 


NMe 


2-(NH202S)Ph 


2-2510 


5 


CO 


NMe 


4-(NH202S)Ph 


2-2511 


5 


CO 


NMe 


2-CN-Ph 


2-2512 


5 


CO 


NMe 


4-CN-Ph 


2-2513 


5 


CO 


NMe 


2-(H0CH2)Ph 


2-2514 


5 


CO 


NMe 


4-(HOCH2)Ph 


2-2515 


5 


CO 


NMe 


Me 
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Table 2 (contj 



Cpd. 
No. 


k 


A 


B 


Rl 




s 






Vf 


2-2517 


5 


CO 


NMe 


Pr 


2-2518 


5 


CO 


NMe 


iPr 


2-2519 


5 


CO 


NMe 


Bu 


2-2520 


5 


CO 


NMe 


HOOCCH2 


2-2521 


5 


CO 


NMe 


HOOC-(CH?b 




C 

J 


en 




MeUH(CUUrl) 




5 


CO 


NMLe 


HOOC-(CH2)3- 


2-2524 


5 


CO 


NMe 


MeCH(COOMe) 


2-2525 


5 


CO 


NMe 


1-HOOC-tBu 


2-2526 


5 


CO 


NMe 


1-MeOOC-iBu 


Z-Z3Z / 


D 




XNJVLc 


1 -xlvAA-'-IJrn 


Z-Zi3Zo 






iNJrae 


1 -MCLMJl^-l Jrn 




c 
3 


\JJ 


NMe 


I -HUUC-2-Me-Bu 


2-23 JU 


c 
J 


\JJ 


NMe 


i-Meuuc-2-Me-Bu 


2-2 J ^ I 


c 
J 




INMe 


/-ITT _ /^TT^ 0 TT 

Crl2^^rl2oL>3rl 


2-2532 


5 


CO 


NMe 


OH 


2-2533 


5 


CO 


NMe 


MeO 


2-2534 


5 


CO 


NMe 


EtO 


2-2535 


5 


CO 


NMe 


PrO 


2-2536 


5 


CO 


NMe 


iPrO 


2-2537 


5 


CO 


NMe 


BuO 


2-2538 


5 


CO 


NMe 


iBuO 


2-2539 


5 


CO 


NMe 


5BuO 


2-2540 


5 


CO 


NMe 


fBuO 


2-2541 


5 


CO 


NMe 


HxO 


2-2542 


5 


CO 


NMe 


PhO 
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Ttthle 2 (eonti 



Cpd. 

No. 


k 


A 


B 


Rl 


2-2543 


5 


CO 


NMe 


BnO 


2-2544 


5 


CO 


NMe 


Z-l 


2-2545 


5 


CO 


NMe 


Z-2 




1-/ 


CO 


NMe 


Z-3 




c 




NMe 


Z-4 








NMe 


Z-5 










Z-6 






CO 


NMe 


Z-7 






CO 


NMe 


Z-8 




s 


CO 


NMe 


Z-9 






CO 


NMe 


Z-10 


7-7 S ^4 




CO 


NMe 


Z-11 


7 7S^^ 






NMe 


Z-12 




< 

J 




NM« 


3-Py 


Z-Z03 / 






NMe 


4-Py 


O 7<<Q 






Thiad 


z-ZDDy 






NHThiad 


2-2560 


5 


NHCO 


Thiad 


2-2561 


5 


NHCO 


NHThiad 


2-2562 


5 


CONHCO 


Thiad 


2-2563 


5 


CONHCO 


NHThiad 


2-2564 


5 


CONHSO2 


Thiad 


2-2565 


5 


CONHSO2 


NHThiad 


2-2566 


5 


NHCS 


NH 


H 


2-2567 


5 


NHCS 


NH 


Me 


2-2568 


5 


NHCS 


NH 


Et 


2-2569 


5 


NHCS 


NH 


Ph 
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Table 2 fcoiiO 



Cpd. 
No. 


k 


A 


B 


Rl 


2-2570 


5 


NHCS 


NH 


HOOCCH2 


2-2571 


5 


NHCS 


NH 


MeOOCCH2 


2-2572 


5 


NHCS 


NH 


MeCH(COOH) 


2-2573 


5 


NHCS 


NH 


HOOC-(CH2)2 


2-2574 


5 


NHCS 


NH 


MeCH(COOMe) 


2-2575 


5 


CO 


NH 


HOOC-(CH2)3- 


2-2576 


5 


NHCO 


NH 


HOOC-(CH2)3- 


2-2577 


5 


NHCO 




HOOC-(CH2)3- 


2-2578 


5 


NHCS 


NH 


HOOC-(CH2)3- 


2-2579 


5 


CO 


NH 


MeS02NHC0CH(Me) 


2-2580 


5 


NHCO 


NH 


MeS02NHC0CH(Me) 


2-2581 


5 


NHCO 




MeS02NHC0CH(Me) 


2-2582 


5 


NHCS 


NH 


MeS02NHC0CH(Me) 


2-2583 


5 




NH 


HOOCCH2 


2-2584 


5 




NH 


MeOOCCH2 




c 
D 




INXI 






c 

J 








2-2587 


5 




NH 


MeCH(COOMe) 


2-2588 


5 




NH 


HOOC-(CH2)3- 


2-2589 


5 


NHCOCO 


— 


OH 


2-2590 


5 


NHCOCO 




MeO 


2-2591 


5 


NHCOCO 




EtO 


2-2592 


5 


NHCOCO 




PiO 


2-2593 


5 


NHCOCO 




iPiO 


2-2594 


5 


NHCOCO 




BuO 
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Table 1 (conL) 



Cpd. 
No. 


k 


A 


B 




2-2595 


5 


NHCOCO 




iBuO 


2-2596 


5 


NHCOCO 




jBuO 


2-2597 


5 


NHCOCO 




/BuO 


2-2598 


5 


NHCOCO 




HxO 


2-2599 


5 


NHCOCO 




PhO 


2-2600 


5 


NHCOCO 




BnO 


2-2601 


0 




1^-diox-Ibid 


2-2602 


1 


— 


13-<liox-Ibid 


2-2603 


2 


— 


l,3-<liox-IInd 


2-2604 


3 




1,3-diox-IInd 


2-2605 


4 


— 


1,3-diox-IInd 


2-2606 


5 




1,3-diox-IInd 


2-2607 


6 


— 


1 ,3-diox-IInd 


2-2608 


7 




1,3-diox-nnd 


2-2609 


8 




13-diox-Ibid 


2-2610 


9 




U-diox-Und 


^-^O 1 1 






1,3-diox-IInd 




1 1 




1,3-diox-IInd 


9 9A1 


1 9 




1,3-diox-IInd 




A 
H 


IN riw Vi/iN rio -^^^ 


NH 


Z-4 


2-2615 


4 


NHCONHSO2NHCO 


NH 


Pn 


2-2616 


2 


0 




H 


2-2617 


4 


0 




H 


2-2618 


5 


0 




H 


2-2619 


5 


0 




Ph 


2-2620 


5 


0 




2-Py 


2-2621 


5 


0 




3-Py 
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Cpd. 
No. 


k 


A 


B 


Rl 


2-2622 




o 




4-Pv 






o 




7-1 

Zrf*l 






o 




7-7 










7 










Zj-** 










7-S 

Z*--> 


7-7^i7R 


< 








7 7^570 








7 7 










Z«*o 


2-2631 


5 


o 




Z-9 


2-2632 


5 


0 




Z-10 


2-2633 


5 


0 




Z-11 


2-2634 


5 


0 




Z-12 


2-2635 


4 


NHCO 




3-Py 


2-2636 


5 


NHCO 




3-Py 




4 


CU 


VTU 

NH 


HOCH2CH(CH3)CH2 


Z-ZD J 5 






KIXJ 
INxl 


llUCH2Crl(Cri3JCxl2 


z-zojy 


/I 








7 7AAO 


c 




IN 11 


xltJi^rl2^^l^"3/Crl2 


Z-Z041 


4 




KTLJ 

IMrl 


MeoU2NxlUUCrl2 


Z-Z04Z 


c 




INll 


MCoLl2-NrlUUCxl2 




*t 






ivieo\^iN n^^j^ii2 


2-2644 


5 


NHCO 


NH 


MeS02NHCOCH2 


2-2645 


4 


CO 


NH 


H2NSO2NHCOCH2 


2-2646 


5 


CO 


NH 


H2NSO2NHCOCH2 


2-2647 


4 


NHCO 


NH 


H2NSO2NHCOCH2 
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Cpd. 
No. 


li 


A 


' 1 


Rl 


2-2648 


5 


NHCO 


NH 


H2NSO2NHCOCH2 


2-2649 


4 


CO 


NH 


1 -(MeS02NHC0)-Et 


2-2650 


5 


CO 


NH 


1 -(MeS02NHC0)-Et 


2-2651 


4 


NHCO 


NH 


l-(MeS02NHC0)-Et 


2-2652 


5 


NHCO 


NH 


1 -(MeS02NHC0)-Et 


2-2653 


4 


CO 


NH 


l-(H2NS02NHCO)-Et 


2-2654 


5 


CO 


NH 


l-(H2NS02NHCO)-Et 


2-2655 


4 


NHCO 


NH 


1 -(H2NS02NHCO)-Et 


2-2656 


5 


NHCO 


NH 


l-(H2NS02NHCO)-Et 


2-2657 


4 


CO 


NH 


HOOC-(CH2)4 


2-2658 


5 


CO 


NH 


HOOC-(CH2)4 


2-2659 


4 


NHCO 


NH 


HOOC-<CH2)4 


2-2660 


5 


NHCO 


NH 


HOOC-(CH2)4 


2-2661 


4 


CO 


NH 


HO-(CH2)2 


2-2662 


5 


CO 


NH 


HO-(CH2)2 


2-2663 


4 


NHCO 


NH 


HO-(CH2)2 


2-2664 


5 


NHCO 


NH 


HO-(CH2)2 


2-2665 


4 


CO 


NH 


HO-CH2-CH(CH3) 


2-2666 


5 


CO 


NH 


HO-CH2-CH(CH3) 


2-2667 


4 


NHCO 


NH 


HO-CH2-CH(CH3) 


2-2668 


5 


NHCO 


NH 


tlU-L.rl2-t/iHUtl3J 


2-2669 


4 


CO 


NMe 


HOOC-(CH2)3 


2-2670 


4 


NHCO 


NMe 


HOOC-(CH2)3 


2-2671 


5 


NHCO 


NMe 


HOOC-(CH2)3 


2-2672 


4 


C0NMeS02 




Me 
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Table 1 rcont.^ 



Cpd. 

iSJo 
iNO. 


k 


A 


B 


Rl 




c 






Me 




A 




l-Indn 


2-2675 


5 


LU 


1-Indn 


2-2676 


4 


NHCO 


1-Indn 


2-2677 


5 


NHCO 


1-Indn 


2-2678 


4 


CO 


2-(HOOC)-l-Indn 


2-2679 


5 


CO 


2-(H00C)-Mndn 


2-2680 


4 


NHCO 


2-(H00Q-l-Indn 


2-2681 


5 


NHCO 


2-(HOOC)-l-Indn 


2-2682 


4 




3,4-diMe-2,S-diox-l-Imdd 


2-2683 


5 




3,4-diMe-2.S-diox-l-Imdd 



(CH2)k— A— B— Rl a-3) 
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Cod 
No. 




A 




R* 


3-1 


4 


CO 


NH 


H 


3-2 


4 


CO 


NH 


Ph 


3-3 


4 


CO 


NH 


2-Me-Ph 


3-4 


4 


CO 


NH 


4-Me-Ph 


3-5 


4 


CO 


NH 


2,4-diMe-Ph 


3-6 


4 


CO 


NH 


3,4-diMe-Ph 


3-7 


4 


CO 


NH 


2-(CF3)-Ph 


3-8 


4 


CO 


NH 


4-(CF3).Ph 


3-9 


4 


CO 


NH 


2-MeOPh 


3-10 


4 


CO 


NH 


4-MeOPh 


3-11 


4 


CO 


NH 


2-EtOPh 


3-12 


4 


CO 


NH 


4-EtOPh 


3-13 


4 


CO 


NH 


2-HOPh 


3-14 


4 


CO 


NH 


4-HOPh 


3-15 


4 


CO 


NH 


2-(HOOC)-Ph 


3-16 


4 


CO 


NH 


4-(HOOC)-Ph 


3-17 


4 


CO 


NH 


2-(MeOOC)-Ph 


3-18 


4 


CO 


NH 


4-(MeOOC)-Ph 


3-19 


4 


CO 


NH 


2-(EtOOC)-Ph 


3-20 


4 


CO 


NH 


4-(EtOOC)-Ph 


3-21 


4 


CO 


NH 


2-(/BuOOC).Ph 


3-22 


4 


CO 


NH 


4-(/BuOOC)-Ph 


3-23 


4 


CO 


NH 


2-Cl-Ph 


3-24 


4 


CO 


NH 


4-Cl-Ph 
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Table 3 rci>»t.l 



Cpd. 
No. 


k 


A 


B 




3-25 


4 


CO 


NH 


2-Br-Ph 




A 
H 






4-Br-Ph 


3-27 


4 


CO 


NH 


2-I-Ph 


3-28 


4 


CO 


NH 


4-I-Ph 


3-29 


4 


CO 


NH 


2-N02-Ph 


3-30 


4 


CO 


NH 


4-N02-Ph 


3-31 


4 


CO 


NH 


2-NH2-Ph 


3-32 


4 


CO 


NH 


4-NH2-Ph 


3-33 


4 


CO 


NH 


2-(H03S)-Ph 




4. 


CO 


NH 


4-fHOaSVPh 


J— J J 


A 

*T 


CO 


NH 


2-rNHoOoSVPh 




4 


CO 


NH 


4-(NHo09SVPh 


3-37 


4 


CO 


Nrl 


2-CN-rIl 


3-38 


4 


CU 




4-dN-rn 


3-39 


4 


CO 


VTTT 

NH 


2-(HUL'H2)-"n 


3-40 


4 


CO 


NH 


4-(HOCH2)-Ph 


3-41 


4 


CO 


NH 


Me 


3-42 


4 


CO 


NH 


Et 


3-43 


4 


cu 


NH 


Da* 


3-44 


4 


CO 


■VTTT 

NH 


iPr 




A 


CO 


NH 


Bu 


3-46 


4 


CO 


NH 


HOOCCH2- 


3-47 


4 


CO 


NH 


MeOOCCH2- 


3-48 


4 


CO 


NH 


MeCH(COOH)- 


3-49 


4 


CO 


NH 


HOOC-(CH2)2- 


3-50 


4 


CO 


NH 


MeCH(COOMe> 
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Tabte3(cpnta 



Cpd. 
No. 


k 


A 


B 




3-51 


4 


CO 


NH 


1-HOOC-iBu 


3-52 


4 


CO 


NH 


1-MeOOC-tBu 


3-53 


4 


CO 


NH 


1-HOOC-iPn 


3-54 


4 


CO 


NH 


1-MeOOC-iPn 


3-55 


4 


CO 


NH 


l-HOOC-2-Me.Bu 


3-56 


4 


CO 


NH 


l-MeOOC-2-Me-Bu 


3-57 


4 


CO 


NH 


CH2CH2SO3H 




A 
•f 




MH 

r^n. 


OH 








NH 
1^11 


MeO 






CO 


NH 


EtO 








NH 


PrO 

X ivy 








MH 

i>m. 


iPrO 












J 'Oh 




PO 


XIXJ 








pn 


INJCX 




J-OO 




PO 










PO 


xjT-i 
iNn 


HvO 


O-Oo 


A 
*f 


PO 




PKO 


'I AO 


4 


PO 


VTLJ 

iNri 




J-/U 


4 


PO 


MH 


7-1 






pn 


MH 








PO 


MH 




1 71 


A 


pn 


MH 




3-74 


4 


CO 


NH 


Z-5 


3-75 


4 


CO 


NH 


Z-6 


3-76 


4 


CO 


NH 


Z-7 


3-77 


4 


CO 


NH 


Z-8 


3-78 


4 


CO 


NH 


Z-9 
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Tabte3(CTiit) 



1 Cpd. 
No. 


k 


1 


B 


Rl 




A 
H 


CO 


NH 


Z-10 


1 1 QA 

1 i-oU 


A 


ro 


NH 


Z-ll 


1 3-ol 


A 
** 




NH 


Z-12 


1 ^ fiO 

1 3-oZ 


A 
** 


CO 


NH 


3-Py 


1 1 Q1 


A 




NH 


4-Py 


1 ^ 51A 
1 J-0*t' 


A 
*r 


CO 


N(Ac) 


H 




A 


ro 


N(Ac) 


Ph 


1 3-86 


4 


CO 


N(Ac) 


2-Me-Ph 


3-87 


4 


CO 


N(Ac) 


4-Me-Ph 


3-88 


4 


CO 


N(Ac) 


2,4-diMe-Ph 


3-89 


4 


CO 


N(Ac) 


3,4-diMe-Ph 


3-90 


4 


CO 


N(Ac) 


2-(CF3)Ph 


1 3-91 


4 


CO 


N(Ac) 


4-(CF3)Ph 


1 3-92 


A 

4 




NCAc'i 


2-MeOPh 


1 3-93 


4 






4-MeOPh 


1 3*94 


4 






2-EtOPh 


1 3-y5 


4 


yjyj 




4-EtOPh 


1 3-yo 


4 


CCk 




2-HOPh 


i 1 0*7 

1 3-y7 


4 


CC% 




4-HOPh 


1 3-yo 


A 

4 


CO 


N(Ac) 


2-(H00C)Ph 


1 O OA 

1 3-yy 


4 


PO 
\jyj 




4-(HOOC)Ph 


3-100 


4 


PO 




2-fMeOOC>Ph 


1 3-101 


4 


PO 




4-fMeOOC>Ph 


1 3-102 


4 


CO 


N(Ac) 


2-(EtOOC)Ph 


3-103 


4 


CO 


N(Ac) 


4-(EtOOC)Ph 


3104 


4 


CO 


N(Ac) 


2-aBuOOC)Ph 


3-105 


4 


CO 


N(Ac) 


4-(/BuOOC)Ph 


3-106 


4 


CO 


N(Ac) 


2^1-Ph 
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Table 3 fcont) 



Cpd. 
No. 


k 


A 


B 


Rl 




A 


CO 




4-Cl-Ph 

^ 1. Am. 


3-108 


4 


CO 


N(Ac) 


2-Br-Ph 


3-109 


4 


CO 


N(Ac) 


4-Br-Ph 


3-110 


4 


CO 


N(Ac) 


2-I-Ph 


3-111 


4 


CO 


N(Ac) 


4.I.Ph 


3-112 


4 


CO 


N(Ac) 


2-N02-Ph 


3-113 


4 


CO 


N(Ac) 


4-N02-Ph 


3-114 


4 


CO 


N(Ac) 


2-NH2-Ph 


3-115 


4 


CO 


N(Ac) 


4-NH2-Ph 


3-116 


4 


CO 


N(Ac) 


2-(H03S)Ph 


3-117 


4 


CO 


N(Ac) 


4-(H03S)Ph 


3-118 


4 


CO 


N(Ac) 


2-(NH202S)Ph 


3-119 


4 


CO 


N(Ac) 


4-(NH202S)Ph 


3-120 


4 


CO 


N(Ac) 


2-CN-Ph 


3-121 


4 


CO 


N(Ac) 


4-CN-Ph 


3-122 


4 


CO 


N(Ac) 


2-(HOCH2)Ph 


3-123 


4 


CO 


NfAc) 


4-(HOCH'7)Ph 


3-124 


4 




N(/\.C) 


Me 


3-125 


4 


CO 


N(Ac) 


Et 


3-126 


4 


CO 


N(Ac) 


Pr 


3-127 


4 


CO 


N(Ac) 


iPr 


3-128 


4 


CO 


N(Ac) 


Bu 


3-129 


4 


CO 


N(Ac) 


HOOCCH2- 


3-130 


4 


CO 


N(Ac) 


MeOOCCH2- 


3-131 


4 


CO 


N(Ac) 


MeCH(COOH) 


3-132 


4 


CO 


N(Ac) 


HOOC-(CH2)2- 
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Table 3 (com.) 



Cpd. 
No. 


k 


A 


B 


r1 


3-133 


4 


CO 


N(Ac) 


MeCH(COOMe) 


3-134 


4 


CO 


N(Ac) 


1-HOOC-iBu 


3-135 


4 


CO 


N(Ac) 


l-McOOC-»Bu 


3-136 


4 


CO 


N(Ac) 


l-HOOC-/Pn 


3-137 


4 


CO 


N(Ac) 


l-MeOOC-/Pn 


3-138 


4 


CO 


N(Ac) 


l-HOOC-2-Me-Bu 


3-139 


4 


CO 


N(Ac) 


l-MeOOC-2-Me-Bu 


3-140 


4 


CO 


N(Ac) 


CH2CH2SO3H 


3-141 


4 


CO 


N(Ac) 


OH 


3-142 


4 


CO 


N(Ac) 


MeO 


3-143 


4 


CO 


N(Ac) 


EtO 


3-144 


4 


CO 


N(Ac) 


PiO 


3-145 


4 


CO 


N(Ac) 


iPiO 


3-146 


4 


CO 


N(Ac) 


BuO 


3-147 


4 


CO 


N(Ac) 


iBuO 


3-148 


4 


CO 


N(Ac) 


fBuO 


3-149 


4 


CO 


N(Ac) 


/BuO 


3-150 


4 


CO 


N(Ac) 


HxO 


3-151 


4 


CO 


N(Ac) 


PhO 


3-152 


4 


CO 


N(Ac) 


BnO 


3-153 


4 


CO 


N(Ac) 


Z-1 


3-154 


4 


CO 


N(Ac) 


Z-2 


3-155 


4 


CO 


N(Ac) 


Z-3 


3-156 


4 


CO 


N(Ac) 


Z-4 


3-157 


4 


CO 


N(Ac) 


Z-5 


3-158 


4 


CO 


N(Ac) 


Z-6 


3-159 


4 


CO 


N(Ac) 


Z-7 


3-160 


4 


CO 


N(Ac) 


Z-8 
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Cpd. 

No. 


k 


A 


B 




3-161 


4 


CO 


XT/ A *\ 

N(Ac) 


Z-9 


3-162 


4 


CO 


XT/ A j»\ 

N(Ac) 


Tin 
Z-IU 


3-163 


4 


CO 


XT/ A ^\ 

N(AC) 


•7 11 


3-164 


4 


t^r\ 


XT/ A 




3-lo5 


4 




XT/ A^\ 


3-Py 


3-loo 


4 


r>r\ 
\JO 


XT/ A/%\ 


*r-lry 


j-lo7 


4 






xl 


3-100 


4 






PVi 


3-169 


4 


COO 




2-Me-Ph 


3-170 


4 


COO 




4-Me-Ph 


3-171 


4 


coo 




2,4-diMe-Ph 


3-172 


4 


COO 




3.4-diMe-Ph 


3-173 


4 


coo 




2-<CF3)Ph 






ron 




4-fCFi'iPh 


3-175 


4 


CUU 






3-176 


4 






•f-IYLeL/rll 


3-177 


4 






^7 "Rf/^PVi 


1 '70 

3-17o 


4 








3-179 


4 


CUU 




Z-rlUi'n 


O 1 OA 

3-1 oO 


4 


cuo 




4-rlU"n 


3-181 


4 


coo 






3-182 


4 


cou 




4-(rlUUC)rn 


3-183 


4 


cuo 
















3-185 


4 


coo 




2-(EtOOC)Ph 


3-186 


4 


coo 




4-(EtOOC)Ph 


3-187 


4 


coo 




2-(/BuOOC)Ph 


3-188 


4 


coo 




4-(<BuOOC)Ph 
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Cpd. 
No. 


k 


A 


B 




3-189 


4 


COO 




2-Cl-Pn 


3-190 


4 


coo 




4-Cl-Ph 




A 








3-192 


4 


COO 




4-Br-Ph 


3-193 


4 


coo 




2-I-Ph 


3-194 


4 


coo 




4-I-Ph 


3-195 


4 


coo 




2-N02-Ph 


3-196 


4 


coo 




4-N02-Ph 


3-197 


4 


coo 




2-NH2-Ph 


3-198 


4 


coo 




4-NH2-Ph 


3-199 


4 


coo 




2-(H03S)Ph 


3-200 


4 


coo 




4-(H03S)Ph 


3-201 


4 


coo 




2-(NH202S)Ph 


3-202 


4 


coo 




4-(NH209S)Ph 




ii 
*» 










*f 










*i 








3-206 


4 


coo 




4-(HOCH2)Ph 


3-207 


4 


COO 


— 


Me 


3-208 


4 


COO 




Et 










Pr 

Mrs 


3-210 


4 


COO 




iPr 


3-211 


4 


coo 




Bu 


3-212 


4 


COO 




HOOCCH2- 


3-213 


4 


coo 




HOOC-(CH2)2- 


3-214 


4 


COO 




MeCH(COOMe) 
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TiMe3(CTiiU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-215 


4 


COO 




1-HOOC-iBu 


3-216 


4 


COO 




l-HOOC-iPn 


3-217 


4 


COO 




Z-1 


3-218 


4 


COO 




Z-2 


3-219 


4 


COO 




Z-3 


3-220 


4 


coo 




Z-4 


3-221 


4 


coo 




Z-5 


3-222 


4 


coo 




Z-6 


3-223 


4 


coo 




Z-7 


3-224 


4 


coo 




Z-8 


3-225 


4 


coo 




Z-9 


3-226 


4 


roo 




7-10 


3-227 


4 


roo 




7-1 1 


3-99 R 








7-19 


3-990 




POO 




3-l>v 


3-930 


*T 


roo 




*r-ry 


3-231 


4 


CONHCO 






3-232 


4 


CONHCO 




Ph 


3-233 


4 


CONHCO 




2-Me-Ph 


3-234 


4 


CONHCO 




4-Me-Ph 


3-235 


4 


CONHCO 




2,4-diMe-Ph 


3-236 


4 


CONHCO 




3.4-diMe-Ph 


3-237 


4 


CONHCO 




2-(CF3)Ph 


3-238 


4 


CONHCO 




4-(CF3)Ph 


3-239 


4 


CONHCO 




2-MeOPh 


3-240 


4 


CONHCO 




4-MeOPh 


3-241 


4 


CONHCO 




2-EtOPh 
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Cpd. 
No. 


k 


A 


B 




3-242 


4 


CONHCO 





4-EtOPh 


3-243 


4 


CONHCO 





2-HOPh 


3-244 


4 


CONHCO 





4-HOPh 


3-245 


4 


CONHCO 





2-(HOOC)Ph 


3-246 


4 


CONHCO 





4-(H00QPh 


3-247 


4 


CONHCO 





2-{MeOOC)Ph 


3-248 


4 


CONHCO 





4-(MeOOC)Ph 


3-249 


4 


CONHCO 





2-(EtOOC)Ph 


3-250 


4 


CONHCO 





4-(EtOOC)Ph 


3-251 


4 


CONHCO 





2-(/BuOOC)Ph 


3-252 


4 


CONHCO 





4-({BuOOC)Ph 


3-253 


4 


CONHCO 





2-Cl-Ph 


3-254 


4 


CONHCO 





4-CI-Ph 


3-255 


4 


CONHCO 




2-Br-Ph 


3-256 


4 






4-or-rn 


3-257 


4 


CONHCO 




2-I-Ph 


3-258 


4 


CONHCO 




4-I-Ph 


3-259 


4 


CONHCO 




2-N02-Ph 


3-260 


4 


CONHCO 




4-N02-Ph 


3-261 


4 


CONHCO 




2-NH2-Ph 


3-262 


4 


CONHCO 




4-NH2-Ph 


3-263 


4 


CONHCO 




2-(H03S)Ph 


3-264 


4 


CONHCO 




4-(H03S)Ph 


3-265 


4 


CONHCO 




2-(NH202S)Ph 


3-266 


4 


CONHCO 




4-(NH202S)Ph 


3-267 


4 


CONHCO 




2-CN-Ph 


3-268 


4 


CONHCO 




4-CN-Ph 
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Talik3fwiit.) 



Cpd. 
No. 


k 


A 


B 


Rl 


3-269 


4 


CONHCO 




2-(HOCH2)Ph 


^ OTA 


A 








3-271 


4 


CONHCO 




Me 


3-Z /Z 


A 

4 






cX 










Pr 




A 
*r 






iPr 


3-275 


4 


CONHCO 




Bu 


3-276 


4 


CONHCO 




HOOCCH2- 




A 

*T 








3-278 


4 


CONHCO 




MeCH(COOH) 


3-279 


4 






ilOOC-(Uil2)2- 


3-280 


4 


CONHCO 


— 


MeCH(COOMe) 


3-281 


4 


CONHCO 





1-HOOC-iBu 


3-282 


4 


CONHCO 




1-MeOOC-iBu 


3-283 


4 


CONHCO 




l-HOOC-/Pn 


3-284 


4 


CONHCO 




1-MeOOC-iPn 


3-285 


4 


CONHCO 




l-HOOC-2-Me-Bu 


3-286 


4 


CONHCO 




l-MeOOC-2-Me-Bu 


3-287 


4 


CONHCO 




CH2CH2SO3H 


3-288 


4 


CONHCO 





Z-1 


3-289 


4 


CONHCO 





Z-2 


3-290 


4 


CONHCO 


— 


Z-3 


3-291 


4 


CONHCO 




Z-4 


3-292 


4 


CONHCO 




Z-S 


3-293 


4 


CONHCO 




Z-6 


3-294 


4 


CONHCO 




Z-7 


3-295 


4 


CONHCO 




Z-8 
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Cpd. 
No. 


k 


A 


B 


Rl 


3-296 


4 


CONHCO 




Z-9 


3-297 


4 


CONHCO 




Z-10 


3-298 


4 


CONHCO 




Z-11 


3-299 


4 


CONHCO 




Z-12 


3-300 


4 


CONHCO 




3.Py 


3-301 


4 


CONHCO 





4-Py 


3-302 


4 


CON(Ac)CO 




H 


3-303 


4 


CON(Ac)CO 




Ph 


3-304 


4 










A 

•t 






4-Me-Ph 




A 

*T 






2 4-diMe-Ph 




A 

*T 








J-JUO 


A 
H 








3-309 


4 


CON(Ac)CO 




4-(CF3)Pn 


3-310 


4 


CON(Ac)CO 





2-MeOPh 


3-311 


4 


CON(Ac)CO 


— 


4-MeOPh 


3-312 


4 


CON(Ac)CO 





2-EtOPh 


3-313 


4 


CON(Ac)CO 




4-EtOPh 


3-314 


4 


CON(Ac)CO 





2-HOPh 


3-315 


4 


CON(Ac)CO 





4-HOPh 


3-316 


4 


CON(Ac)CO 


— 


2-(HOOC)Ph 


3-317 


4 


CON(Ac)CO 





4-(HOOC)Ph 


3-318 


4 


CON(Ac)CO 




2-(MeOOC)Ph 


3-319 


4 


CON(Ac)CO 




4-(MeOOC)Ph 


3-320 


4 


CON(Ac)CO 




2-(EtOOC)Ph 


3-321 


4 


CON(Ac)CO 




4-(EtOOC)Ph 


3-322 


4 


CON(Ac)CO 




2-(/BuOOC)Ph 
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TahleafeonM 



Cpd. 
No. 


k 


A 


B 




3-323 


4 


CON(Ac)CO 


— 


4-(/BuOOC)Ph 


3-324 


4 


CON(Ac)CO 


— 


2-Cl-Ph 


3-325 


4 


CON(Ac)CO 


— 


4-Cl-Ph 


3-326 


4 


CON(Ac)CO 




2-Br-Ph 










*r-I5r-rII 


3-328 


4 


CONfAc)CO 




2-I-Ph 


3-329 


4 


CON(Ac)CO 




4-I-Ph 


3-330 


4 


CON(Ac)CO 




2-N02-Ph 


3-331 


4 


CON(Ac)CO 




4-N02-Ph 


3-332 


4 


CON(Ac)CO 




2.NH2-Ph 


3-333 


4 


C0N(Ac)CO 




4-NH2-Ph 


3-334 


4 


CON(Ac)CO 




2-(H03S)Ph 




4 


V/l^ ^i^w 






3-336 


4 






^ V^^"2^^"/*^" 


3-337 


4 


CONfAc^CO 






3-3 Jo 


A 






2-CN-rn 


3-33Sf 


4 


CON(AC)CO 




4-CN-Ph 


3-34U 


4 


LUN(Ac)CO 




2-(HOCH2)Ph 


3-341 


4 


CON(Ac)CO 


— 


4-(HCXH2)Ph 


3-342 


4 


CON(Ac)CO 


— 


Me 


3-343 


4 


CON(Ac)CO 




Et 




A 

*T 






|>- 


3-345 


4 


CON(Ac)CO 




iPi 


3-346 


4 


CON(Ac)CO 




Bu 


3-347 


4 


CON(Ac)CO 




HOOCCH2- 


3-348 


4 


CON(Ac)CO 




MeOOCCH2- 
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T«!>le3(tMit.) 



Cpd. 
No. 


k 


A 


B 


Rl 


3-349 


4 


CON(Ac)CO 




McCH(COOH) 


3-350 


4 


CON(Ac)CO 




HOOC-(CH2)2- 


3-351 


4 


CON(Ac)CO 


— 


MeCH(COOMe) 


3-352 


4 


CON(Ac)CO 


— 


1-HOOC-iBu 


3-353 


4 


CON(Ac)CO 


— 


1-MeOOC-iBu 


3-354 


4 


CON(Ac)CO 


— 


1-HOOC-jPn 


3-355 


4 


CON(Ac)CO 


— 


1-MeOOC-iPn 


3-356 


4 


CON(Ac)CO 


— 


l-HOOC-2-Me-Bu 


3-357 


4 


CON(Ac)CO 


— 


l-MeOOC-2-Me-Bu 


3-358 


4 


CON(Ac)CO 


— 


CH2CH2SO3H 


3-359 


4 


CON(Ac)CO 


— 


Z-1 


3-360 


4 


CON(Ac)CO 


— 


Z-2 


3-361 


4 


CON(Ac)CO 


— 


Z-3 


3-362 


4 


CON(Ac)CO 


— 


Z-4 


3-363 


4 


CON(Ac)CO 


— 


Z-5 


3-364 


4 


CON(Ac)CO 


— 


Z-6 


3-365 


4 


CON(Ac)CO 


— 


Z-7 


3-366 


4 


CON(Ac)CO 


— 


Z-8 


3-367 


4 


CON(Ac)CO 


— 


Z-9 


3-368 


4 


CON(Ac)CO 


— 


Z-10 


3-369 


4 


CON(Ac)CO 


— 


Z-11 


3-370 


4 


CON(Ac)CO 


— 


Z-12 


3-371 


4 


CON(Ac)CO 


— 


3-Py 


3-372 


4 


CON(Ac)CO 




4-Py 


3-373 


4 


CONHCO 


NH 


H 


3-374 


4 


CONHCO 


NH 


Ph 


3-375 


4 


CONHCO 


NH 


2-Me-Ph 


3-376 


4 


CONHCO 


NH 


4-Me-Ph 
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TaMB3(coBt.> 



Cpd. 
No. 


k 


A 


B 


Rl 


3-377 


4 


CONHCO 


NH 


2,4-diMe-Ph 


3-378 


4 


CONHCO 


NH 


3,4-diMe-Ph 


3-379 


4 


CONHCO 


NH 


2-(CF3)Ph 


3-380 


4 


CONHCO 


NH 


4-(CF3)Ph 


3-381 


4 


CONHCO 


NH 


2-MeOPh 


3-382 


4 


CONHCO 


NH 


4-MeOPh 


3-383 


4 


CONHCO 


NH 


2-EtOPh 


3-384 


4 


CONHCO 


NH 


4-EtOPh 


3-385 


4 


CONHCO 


NH 


2-HOPh 


3-386 


4 


CONHCO 


NH 


4-HOPh 


3-387 


4 


CONHCO 


NH 


2-(H00QPh 


3-388 


4 


CONHCO 


NH 


4-(H00C)Ph 


3-389 


4 


CONHCO 


NH 


2-(Me00C)Ph 


3-390 


4 


CONHCO 


NH 


4-(MeOOC)Ph 


3-391 


4 


CONHCO 


NH 


2-(EtOOC)Ph 


3-392 


4 


CONHCO 


NH 


4-(EtOOC)Ph 


3-393 


4 


CONHCO 


NH 


2-(rBuOOC)Ph 


3-394 


4 


CONHCO 


NH 


4-(<BuOOC)Ph 


3-395 


4 


CONHCO 


NH 


2-Cl-Ph 


3-396 


4 


CONHCO 


NH 


4-Cl-Ph 


3-397 


4 


CONHCO 


NH 


2-Br-Ph 


3-398 


4 


CONHCO 


NH 


4-Br-Ph 




A 
t 








3-400 


4 


CONHCO 


NH 


4.I.Ph 


3-401 


4 


CONHCO 


NH 


2-N02-Ph 


3-402 


4 


CONHCO 


NH 


4-N02-Ph 


3-403 


4 


CONHCO 


NH 


2-NH2-Ph 
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TaMB3(CTBt.) 



Cpd. 
No. 


k 


A 


B 


Rl 


3-404 


4 


CONHCO 


NH 


4-NH2-Ph 


3-405 


4 


CONHCO 


NH 


2-(H03S)Ph 


3-406 


4 


CONHCO 


NH 


4-(H03S)Ph 


3-407 


4 


CONHCO 


NH 


2-(NH202S)Ph 


3-408 


4 


CONHCO 


NH 


4-(NH202S)Ph 


3-409 


4 


CONHCO 


NH 


2-CN-Ph 


3-410 


4 


CONHCO 


NH 


4-CN-Ph 


3-411 


4 


CONHCO 


NH 


2-(HOCH2)Ph 


3-412 


4 




KTU 

INri 




3-413 


4 


CONHCO 


NH 


Me 


3-414 


/I 

4 




JNCl 


CI 


3-415 


4 


CONHCO 


NH 


Pr 


3-416 


4 


CONHCO 


NH 


iPr 


3-417 


4 


CONHCO 


NH 


Bu 


3-418 


4 


CONHCO 


NH 


HOOCCH2- 


3-419 


4 


CONHCO 


NH 


MeOOCCH2- 


3-420 


4 








3-421 


4 




INJCl 


nLWJv<-^cti2l2- 


3-422 


4 


CONHCO 


NH 


MeCH(COOMc) 


3-423 


4 


CONHCO 


NH 


1-HOOC-iBu 


3-424 


4 


CONHCO 


NH 


1-MeOOC-iBu 


3-425 


4 




iNtl 






4 


CONHCO 


NH 


1-MeOOC-iPn 


3-427 


4 


CONHCO 


NH 


l-HOOC-2.Me-Bu 


3-428 


4 


CONHCO 


NH 


l-MeOOC-2-Me-Bu 


3-429 


4 


CONHCO 


NH 


CH2CH2SO3H 


3-430 


4 


CONHCO 


NH 


HO 
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Cpd. 
No. 


k 


A 


B 




3-431 


4 


CONHCO 


NH 


MeO 


3-432 


4 


CONHCO 


NH 


EtO 


3-433 


4 


CONHCO 


NH 


PrO 


3-434 


4 


CONHCO 


NH 


iPrO 


3-435 


4 


CONHCO 


NH 


BuO 


3-436 


4 


CONHCO 


NH 


/BuO 


3-437 


4 


CONHCO 


NH 


5BuO 


3-438 


4 


CONHCO 


NH 


/BuO 


3-439 


4 


CONHCO 


NH 


HxO 


3-440 


4 


CONHCO 


NH 


PhO 


3-441 


4 


CONHCO 


NH 


BnO 


3-442 


4 


CONHCO 


NH 


Z-1 


3-443 


4 


CONHCO 


NH 


Z-2 


3-444 


4 


CONHCO 


NH 


Z-3 


3-445 


4 


CONHCO 


NH 


Z-4 


3-446 


4 


CONHCO 


NH 


Z-5 


3-447 


4 


CONHCO 


NH 


Z-6 


3-448 


4 


CONHCO 


NH 


Z-7 


3-449 


4 


CONHCO 


NH 


Z-8 


3-450 


4 


CONHCO 


NH 


Z-9 


3-451 


4 


CONHCO 


NH 


Z-10 


3-452 


4 


CONHCO 


VTU 

NH 


Z-ll 


3-453 


4 


CONHCO 


NH 




3-454 


4 


CONHCO 


NH 


3-Py 


3-455 


4 


CONHCO 


NH 


4-Py 


3-456 


4 


CONHSO2 




H 


3-457 


4 


CONHSO2 




Ph 


3-458 


4 


CONHSO2 




2-Me-Ph 
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Cpd. 

INO. 


k 


A 


B 


Rl 


3-459 


4 


CONHSO2 




4-Me-Ph 


3-460 


4 


CONHSO2 




2,4-diMe-Ph 


3-461 


4 


CONHSO2 




3.4-diMe-Ph 


3-462 


4 


CONHSO2 




2.(CF3)Ph 


3-463 


4 


CONHSO2 




4-(CF3)Ph 


3-464 


4 


CONHSO2 




2-MeOPh 


3-465 


4 


CONHSO2 




4-MeOPh 


3-466 


4 


CONHSO2 




2-EtOPh 


3-467 


4 


CONHSO2 




4-EtOPh 


3-468 


4 


CONHSO2 




2-HOPh 


3-469 


4 


CONHSO2 




4-HOPh 


3-470 


4 


CONHSO2 




2-(HOOC)Ph 


3-471 


4 


CONHSO2 




4-(HOOC)Ph 


3-472 


4 


CONHSO2 




2.(MeOOC)Ph 


3-473 


4 


CONHSO2 




4-(MeOOC)Ph 


3-474 


4 


CONHSO2 




2-(EtOOQPh 


3-475 


4 


CONHSO2 




4-(EtOOC)Ph 


3-476 


4 


CONHSO2 




2-(rBuOOC)Ph 


3-477 


4 


CONHSO2 




4-(rBuOOC)Ph 


3-478 


4 


CONHSO2 




2-Cl-Ph 


3-479 


4 


CONHSO2 




4-Cl-Ph 


3-480 


4 


CONHSO2 




2-Br-Ph 


3-481 


4 


CONHSO2 




4-Br-Ph 


3-482 


4 


CONHSO2 




2-I.Ph 


3-483 


4 


CONHSO2 




4-I-Ph 
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Cpd. 
No. 


k 


A 


B 


Rl 


3-484 


4 


CONHSO2 




2-N02-Ph 


3-485 


4 


CONHSO2 




4-N02-Ph 


3-486 


4 


CONHSO2 




2-NH2-Ph 


3-487 


4 


CONHSO2 




4.NH2-Ph 


3-488 


4 


CONHSO2 




2-<H03S)Ph 


3-489 


4 


CONHSO2 




4-(H03S)Ph 


3-490 


4 


CONHSO2 




2-(NH202S)Ph 


3-491 


4 


CONHSO2 




4-(NH202S)Ph 


3-492 


4 


CONHSO2 




2-CN-Ph 


3-493 


4 


CONHSO2 




4-CN-Ph 


3-494 


4 


CONHSO2 




2-(HCX3l2)Ph 


3-495 


4 


CONHSO2 




4-(HOCH2)Ph 


3-496 


4 


CONHSO2 




Me 


3-497 


4 


CONHSO2 




Et 


3-498 


4 


CONHSO2 




Pr 


3-499 


4 


CONHSO2 




iPr 


3-500 


4 


CONHSO2 




Bu 


3-501 


4 


CONHSO2 




HOOCCH2- 


3-502 


4 


CONHSO2 




MeOOCCH2- 


3-503 


4 


CONHSO2 




MeCH(COOH) 


3-504 


4 


CONHSO2 




HOOC-(CH2)2- 


3-505 


4 


CONHSO2 




MeCH(COOMe) 


3-506 


4 


CONHSO2 




l-HCX)C-iBu 


3-507 


4 


CONHSO2 




1-MeOOC-jBu 


3-508 


4 


CONHSO2 




1-HOOC-iPn 
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Tahle3fcflnt.^ 



Cpd. 

No. 


k 


A 


B 


Rl 


3-509 


4 


CONHSO2 


— 


l-MeOOC-iPn 


3-510 


4 


CONHSO2 


— 


l-HCXX:-2-Me-Bu 


3-511 


4 


CONHSO2 


— 


l-MeOOC.2-Me-Bu 


3-512 


4 


CONHSO2 


— 


CH2CH2SO3H 


3-513 


4 


CONHSO2 





OH 


3-514 


4 


CONHSO2 





MeO 


3-515 


4 


CONHSO2 




EtO 


3-516 


4 


CONHSO2 





PiO 


3-517 


4 


CONHSO2 





iPrO 


3-518 


4 


CONHSO2 





BuO 


3-519 


4 


CONHSO2 


_ 


iBuO 


3-520 


4 


CONHSO2 


_ 


sBvO 


3-521 


4 


CONHSO2 




rBuO 


3-522 


4 


CX)NHS02 





HxO 


3-523 


4 


CONHSO2 




PhO 


3-524 


4 


CONHSO2 




BnO 


3-525 


4 


CONHSO2 





Z-1 


3-526 


4 


CONHSO2 





Z-2 


3-527 


4 


CONHSO2 





Z-3 


3-528 


4 


CONHSO2 





Z-4 


3-529 


4 


CONHSO2 


— 


Z-5 


3-530 


4 


CONHSO2 




Zr6 


3-531 


4 


CONHSO2 




Z-7 


3-532 


4 


CONHSO2 




Z-8 


3-533 


4 


CONHSO2 




Z-9 
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Tablearcont.^ 



Cpd. 

No. 


k 


A 


B 




3-534 


4 


CONHSO2 





Z-IO 


3-535 


4 


CONHSO2 





Z-11 


3-536 


4 


CONHSO2 




Z-12 


3-537 


4 


CONHSO2 




3-Py 


3-538 


4 


CONHSO2 




4-Py 


3-539 


4 


CONHSO2 


NH 


H 


3-540 


4 


CONHSO2 


NH 


Ph 


3-541 


4 


CONHSO2 


NH 


2-Me-Ph 


3-542 


4 


CONHSO2 


NH 


4-Me-Ph 


3-543 


4 


CONHSO2 


NH 


2,4-diMe-Ph 


3-544 


4 


CONHSO2 


NH 


3,4.diMe-Ph 


3-545 


4 


CONHSO2 


NH 


2-(CF3)Ph 


3-546 


4 


CONHSO2 


NH 


4-(CF3)Ph 


3-547 


4 


CONHSO2 


NH 


2-MeOPh 


3-548 


4 


CONHSO2 


NH 


4-MeOPh 


3-549 


4 


CONHSO2 


NH 


2-EtOPh 


3-550 


4 


CONHSO2 


NH 


4-EtOPh 


3-551 


4 


CONHSO2 


NH 


2-HOPh 


3-552 


4 


CONHSO2 


NH 


4-HOPh 


3-553 


4 


CONHSO2 


NH 


2-(HOOC)Ph 


3-554 


4 


CONHSO2 


NH 


4-(HOOC)Ph 


3-555 


4 


CONHSO2 


NH 


2-(MeOOC)Ph 


3-556 


4 


CONHSO2 


NH 


4-(MeOOC)Ph 


3-557 


4 


CONHSO2 


NH 


2-(EtOOC)Ph 


3-558 


4 


CONHSO2 


NH 


4-(EtOOC)Ph 
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Table 3 (coat.) 



Cpd. 
No. 


k 


A 


B 


Rl 


3-559 


4 


CONHSO2 


NH 


2-(rBuOOC)Ph 


3-560 


4 


C»NHS02 


NH 


4-(®uOOC)Ph 


3-561 


4 


CONHSO2 


NH 


2-Cl-Ph 


3-562 


4 


CONHSO2 


NH 


4-Cl-Ph 


3-563 


4 


CONHSO2 


NH 


2-Br-Ph 


3-564 


4 


CX)NHS02 


NH 


4-Br-Ph 


3-565 


4 


CONHSO2 


NH 


2-I-Ph 


3-566 


4 


CONHSO2 


NH 


4-I-Ph 


3-567 


4 


CONHSO2 


NH 


2-N02-Ph 


3-568 


4 


CONHSO2 


NH 


4-N02-Ph 


3-569 


4 


CONHSO2 


NH 


2-NH2-Ph 


3-570 


4 


CONHSO2 


NH 


4-NH2-Ph 


3-571 


4 


CONHSO2 


NH 


2-(H03S)Ph 


3-572 


4 


CONHSO2 


NH 


4-(H03S)Ph 


3-573 


4 


CONHSO2 


NH 


2-(NH202S)Ph 


3-574 


4 


CONHSO2 


NH 


4-(NH202S)Ph 


3-575 


4 


CONHSO2 


NH 


2-CN-Ph 


3-576 


4 


CONHSO2 


NH 


4-CN-Ph 


3-577 


4 


CONHSO2 


NH 


2-(HOCH2)Ph 


3-578 


4 


CONHSO2 


NH 


4-(HOCH2)Ph 


3-579 


4 


CONHSO2 


NH 


Me 


3-580 


4 


CONHSO2 


NH 


Et 


3-581 


4 


CONHSO2 


NH 


Pr 


3-582 


4 


CONHSO2 


NH 


iPr 


3-583 


4 


CONHSO2 


NH 


Bu 
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Tableargnnt.^ 



Cpd. 
No. 


k 


A 


B 


Rl 


3-584 


4 


CONHSO2 


NH 


HOOCCH2- 


3-585 


4 


CONHSO2 


NH 


MeOOCCH2- 


3-586 


4 


CONHSO2 


NH 


MeCHTCOOH) 


3-587 


4 


CONHSQ7 


NH 


HOOC-fCH^H- 


3-588 


4 


CONHSO'7 


NH 


MeCH^'COOMel 


3-589 


4 


CONHSO'> 


NH 


l-HOOC-ZBu 


3-590 


4 


CONHSO2 


NH 


l-MeOOC-/Bu 


3-591 


4 


CONHSO2 


NH 


1-HOOC-iPn 


3-592 


4 


CONHSO2 


NH 


l-MeOOC-jPn 


3-593 


4 


CONHSO2 


NH 


l-HOOC-2.Me-Bu 


3-594 


4 


CONHSO2 


NH 


l-MeOOC-2-Me-Bu 


3-595 


4 


CONHSCH 


NH 


CHoCHoSQiH 


3-596 


4 


CONHSCH 


NH 


OH 

x^xx 


3-597 


4 


CONHSOo 


NH 




3-598 


4 




NH 


EtO 


3-599 


4 


CONHSOo 


NH 


PrO 


3-600 


4 


CONHSO> 


NH 


jPiO 


3-601 


4 


CONHSO? 


NH 


BuO 


3-602 


4 


CONHSO9 


NH 


zBuO 


3-603 


4 


CONHSO2 


NH 


.sBuO 


3-604 


4 


CONHSO2 


NH 


rBuO 


3-605 


4 


CONHSO2 


NH 


HxO 


3-606 


4 


CONHSO2 


NH 


PhO 


3-607 


4 


CONHSO2 


NH 


BnO 


3-608 


4 


CONHSO2 


NH 


Z-1 
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Cpd. 

INO. 


k 


A 


B 




3-609 


4 


CONHSO2 


NH 


Z-2 


3-610 


4 


CONHSO2 


NH 


Z-3 


3-611 


4 


CONHSO2 


NH 


Z-4 


3-612 


4 


CONHSO2 


NH 


Z-5 


3-613 


4 


CONHSO2 


NH 


Z-6 


3-614 


4 


CONHSO2 


NH 


Z-7 


3-615 


4 


CONHSO2 


NH 


Z-8 


3-616 


4 


CONHSO2 


NH 


Z-9 


3-617 


4 


CONHSO2 


NH 


Z-10 


3-618 


4 


CONHSO2 


NH 


Z-11 


3-619 


4 


CONHSO-^ 


NH 


Z-12 




4 


UiJJNrla*J2 


xiur 
riti 


3-Py 


3-621 


4 


CONHSO2 


NH 


4-Py 


3-622 


4 


NHCO 


— 


H 


3-623 


4 


NHCO 


— 


Ph 


3-624 


4 


NHCO 




2-Mc-Ph 




•t 






*r*JVl6-I^n 




*\ 










** 






J,4-<llMe-rn 




A 

4 


NnCU 






3-629 


4 


NHCO 


" 


4-{CF3)Ph 


3-630 


4 


NHCO 




2-MeOPh 


3-631 


4 


NHCO 




4.MeOPh 


3-632 


4 


NHCO 




2-EtOPh 


3-633 


4 


NHCO 




4-EtOPh 


3-634 


4 


NHCO 




2-HOPh 
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Tabifc3fannL^ 



Cpd. 
No. 


k 


A 


B 


Rl 




*T 








5-65fi 


A 








J~\JZf / 


A 

*T 








5-658 


A 

*T 








5-650 


*♦ 






4-^MetJUU Jr 11 














A 






4-(EtOOC)Pn 


i-o42 


4 






2-(rBuOOC)Ph 




/f 


NJrlCU 




4-(ffluOOC)Pn 


3-044 


4 


NHCU 




2-Cl-Ph 




4 






4-Cl-Fn 


3-646 


4 


NHCO 






3-647 


4 


NHCO 




4-Br-Ph 


3-648 


4 


NHCO 




2-I-Ph 


3-649 


4 


NHCO 




4-I-Ph 


3^650 


4 


NHCO 


— 


2-N02-Ph 


3-651 


4 


NHCO 


— 


4-N02-Ph 


3^52 


4 


NHCO 


— 


2-NH2-Ph 


3-653 


4 


NHCO 


— 


4-NH2-Ph 


3-654 


4 


NHCO 





2-(H03S)Ph 


3-655 


4 


NHCO 




4-(H03S)Ph 


3-656 


4 


NHCO 




2-(NH202S)Ph 


3-657 


4 


NHCO 


_ 


4-(NH202S)Ph 


3-658 


4 


NHCO 




2-CN-Ph 


3-659 


4 


NHCO 




4-CN-Ph 


3-660 


4 


NHCO 




2-(HOCH2)Ph 


3-661 


4 


NHCO 




4<HOCH2)Ph 
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TablcareonU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-oo2 


A 

4 






Kifo 

Me 


3-663 


4 


NHCO 




Et 


3-664 


4 


NHCO 




Pr 


3-665 


4 


NHCO 




iPr 


3-666 


4 


NHCO 




Bu 


3-667 


4 


NHCO 




HOOCCH2- 


3-668 


4 


NHCO 




MeOOCCH2- 






NHCO 




MeCHfCOOH^ 














•t 
















1 -rxv/v/ »i3 u 




A 
*+ 










4 








3-0/ J 


4 






r'ti/* m« co*» u 


3-676 


4 


NHCO 


" 


MeO 


3-677 


4 


NHCO 


"— ™* 


EtO 


3-678 


4 


NHCO 




PrO 


3-679 


4 


NHCO 




Z-1 


3-680 


4 


NHCO 




Z-2 


3-681 


4 


NHCO 




Z-3 


3-682 


4 


NHCO 




Z-4 


3-683 


4 


NHCO 




Z-5 


3-Oo4 


A 

4 








3-685 


4 


NHCO 




Z-7 


3-686 


4 


NHCO 




Z-8 


3-687 


4 


NHCO 




Z-9 


3-688 


4 


NHCO 




Z-10 
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Cpd. 
No. 


k 


A 1 


B 




3-689 


4 


NHCO 


— 


Z-11 


3-690 


4 


NHCO 


— 


Z-12 


3-691 


4 


NHCO 


— 


3-Py 


3-692 


4 


NHCO 


— 


4-Py 


3-693 


4 


NHCO 


NH 


H 


3-694 


4 


NHCO 


NH 


Ph 


3-695 


4 


NHCO 


NH 


2-Mc-Ph 


3-696 


4 


NHCO 


NH 


4-Me-Pn 


3-697 


4 


NHCO 


NH 


2,4-diMe-rn 


3-698 


4 


NHCO 


NH 


A Al'k. A^ m. 

3,4-diMc-Pn 


3-699 


4 


NHCO 


NH 


2-(CF3)Ph 


3-700 


4 


NHCO 


NH 


4-(CF3)Ph 


3-701 


4 


NHCO 


NH 


2-MeOPh 


3-702 


4 


NHCO 


NH 


4-MeOPh 


3-703 


4 


NHCO 


NH 


2-EtOPh 


3-704 


4 


NHCO 


NH 


4-EtOPh 


3-705 


4 


NHCO 


NH 


2-HOPh 


3-706 


4 


NHCO 


NH 


4-HOPh 


3-707 


4 


NHCO 


NH 


2-(HOOC)Ph 


3-708 


4 


NHCO 


NH 


4-(H00C)Ph 


3-709 


4 


NHCO 


NH 


2-(MeOOC)Ph 


3-710 


4 


NHCO 


NH 


4-(MeOOC)Ph 


3-711 


4 


NHCO 


NH 


2-(EtOOC)Ph 


3-712 


4 


NHCO 


NH 


4-(EtOOC)Ph 


3-713 


4 


NHCO 


NH 


2-<<BuOOC)Ph 


3-714 


4 


NHCO 


NH 


4-(/BuOOC)Ph 


3-715 


4 


NHCO 


NH 


2-Cl-Ph 


3-716 


4 


NHCO 


NH 


4-Cl-Ph 
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TmhU Meant.} 



Cpd. 
No. 


k 


A 


B 




3-717 


4 




VTTT 
NH 


2-Br-Ph 


3-718 


4 


NHCO 


NH 


•t— Di" A 11 


3-719 


4 


NHCO 


NH 


2-I.Ph 


3-720 


4 


NHCO 


NH 


4-I-Ph 


3-721 


4 


NHCO 


NH 


2-N02-Ph 


3-722 


4 


NHCO 


NH 


4-N02-Ph 


3-723 


4 


NHCO 


NH 


2-NH2-Ph 


3-724 


4 


NHCO 


NH 


4-NH2-Ph 


3-725 


4 


NHCO 


NH 


2-(H03S)Ph 


3-726 


4 


NHCO 


NH 


4-fflO'«S)Ph 


3-727 


4 


NHCO 


NH 


2-fNHoOoS)Ph 

\~ ^^^^ ^^^^ M 


3-728 


4 


NHCO 


NH 


4-CNH'909S)Ph 


790 






an 






A 




iNXl 


A /""'XI "Dlt 


1 


*f 


Visl\AJ 


VTTJ 


-d-vJrlUCii2)Pn 


3-732 


4 


NHCO 


NH 


4-(HOCH2)Ph 


3-733 


4 


NHCO 


NH 


Me 


3-734 


4 


NHCO 


NH 


Et 








XTXJ 


rr 






JNtlCU 




iFr 


3-737 


4 


NHCO 


NH 


Bu 


3-738 


4 


NHCO 


NH 


HOOCCH2- 


3-739 


4 


NHCO 


>]H 


MeOOCCH2- 


3-740 


4 


NHCO 


NH 


MeCH(COOH) 


3-741 


4 


NHCO 


NH 


HOOC-(CH2)2- 


3-742 


4 


NHCO 


NH 


MeCH(COOMe) 
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Table 3 fconO 



Cpd. 
No. 


k 


A 


B 




3-743 


4 


NHCO 


NH 


1-HOOC-iBu 


3-744 


4 


NHCO 


NH 


^ m m ^^^^^^ 

l-MeOOC-iBu 


3-745 


4 


NHCO 


NH 


1-rlUUC-irn 


3-746 


4 


NHCO 


VTTT 

NH 


1-MeOOC-iPn 


3-747 


4 


NHCO 


NH 


1 -HOOC-2-Me-Bu 


3-748 


4 


NHCO 


NH 


1 -MeOOC-2-Me-Bu 


3-749 


4 


NHCO 


VTTT 

NH 


CH2CH2SO3H 


3-750 


4 


NHCO 


NH 


OH 


3-751 


4 


NHCO 


NH 


MeO 


3-752 


4 


NHCO 


NH 


EtO 


3-753 


4 


NHCO 


NH 


PrO 


3-754 


4 


NHCO 


NH 


iPrO 


3-755 


4 


NHCO 


NH 


BuO 


3-756 


4 


NHCO 


NH 


iBuO 


3-757 


4 


NHCO 


NH 


fBuO 


3-758 


4 


NHCO 


NH 


rBuO 


3-759 


4 


NHCO 


NH 


HxO 


3-760 


4 


NHCO 


NH 


PhO 


3-761 


4 


NHCO 


NH 


BnO 


3-762 


4 


NHCO 


NH 


Z-1 


3-763 


4 


NHCO 


NH 


Z-2 


3-764 


4 


NHCO 


NH 


Z-3 


3-765 


4 


NHCO 


NH 


Z-4 


3-766 


4 


NHCO 


NH 


Z-5 


3-767 


4 


NHCO 


NH 


Z-6 


3-768 


4 


NHCO 


NH 


Z-7 


3-769 


4 


NHCO 


NH 


Z-8 


3-770 


4 


NHCO 


NH 


Z-9 
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TaMe3(MBt.> 



Cpd. 
No. 


k 1 


A 


" 1 


Rl 


3-771 


A 1 






7.10 




A 

4 




KTLT 


Z-ll 




/I 
4 






7-12 




4 




XITJ 
PIxl 


j-ry 




4 




XTLT 

fNn 




3-776 


4 




XTXVf A 

XNMC 


rn 


1-777 


4 

•t 


NHCO 


NMe 


2-Me-Ph 


3-778 


4 


NHCO 


NMe 


4-Me-Ph 


3-779 


4 


NHCO 


NMc 


2,4-diMe-Ph 


3-780 


4 


NHCO 


NMe 


3,4-diMe-Ph 


3-781 


4 


NHCO 


NMe 


2-<CF3)Ph 






NHCO 


NMe 


4-CCF7)Ph 


3-783 


4 


NHCO 


NMe 


-Z-MeUrn 


3-784 


4 


NHCO 


NMe 


4-MeiJJrIi 


3-785 


4 


NHCO 


NMe 


2-iitUril 


3-786 


4 


NHCO 


NMe 




3-787 


4 


NHCO 


NMe 


Z-nXJrn 


3*788 


4 


NHCO 


NMe 


4-n.Urn 


3-789 


4 


NHCO 


NMe 


2-(J10UC)Fll 


3-790 


4 


NHCO 


NMe 




3-791 


4 


NHCO 


NMe 


2-^MeuvA^ J "n 


3-792 


4 


NHCO 


NMe 


4-(MCUOC)rn 


3-793 


4 


NHCO 


NMe 


z-(isiUUC)rn 




*♦ 








3-795 


4 


NHCO 


NMe 


2-(ffiuOOC)Ph 


3-796 


4 


NHCO 


NMe 


4-(fBuOOC)Ph 


3-797 


4 


NHCO 


NMe 


2-Cl-Ph 


3-798 


4 


NHCO 


NMe 


4-Cl-Ph 
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Cpd. 
No. 


k 


A 


B 


r1 




4 






z-ur-rn 


3-800 


4 


NHCO 


NMe 


4-Br-Ph 


3-801 


4 


NHCO 


NMe 


2-I.Ph 


3-802 


4 


NHCO 


NMe 


4-I-Ph 


3-803 


4 


NHCO 


NMe 


2-N02-Ph 


3-804 


4 


NHCO 


NMc 


4-N02-Ph 


3-805 


4 


NHCO 


NMe 


2-NH2-Ph 


3-806 


4 


NHCO 


NMc 


4-NH2-Ph 


3-807 


4 


NHCO 


NMe 


2.(H03S)Ph 


3-808 


4 


NHCO 


NMe 


4-010-tS)Ph 


3-809 


4 


NHCO 


NMe 


2-(NH202S)Ph 


3-810 


4 


NHCO 


NMe 


4-(NH202S)Ph 


'X-Rl 1 

^-O i 1 


*T 










A 

*T 




NMe 


4-PN-Ph 


j-0 1-5 


*f 




rNxvic 




3-814 


4 


NHCO 


NMe 


4-(HOCH2)Ph 


3-815 


4 


NHCO 


NMe 


Me 


3-816 


4 


NHCO 


NMe 


Et 


'I ft! 7 


H 




iNIVlC 


Pt 

FT 


fit fi 


/I 




INiVLe 


tPr 


3-819 


4 


NHCO 


NMe 


Bu 


3-820 


4 


NHCO 


NMe 


HOOCCH2- 


3-821 


4 


NHCO 


NMe 


MCOOCCH2- 


3-822 


4 


NHCO 


NMe 


MeCH(COOH) 


3-823 


4 


NHCO 


NMe 


HOOC-(CH2)2- 


3-824 


4 


NHCO 


NMe 


MeCH(COOMe) 
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TiiMe3(coBtJ 



Cpd. 
No. 


k 


A 


B 


r1 


3-825 


4 


NHCO 


NMe 


l-HOOC-iBu 


3-826 


4 


NHCO 


NMe 


1-MeOOC-tBu 




4 


NHCO 


vn. A^ 

NMe 


1-HOOC-iPn 


3-828 


4 


NHCO 


NMe 


1-MeOOC-zPn 


3-829 


4 


NHCO 


NMe 


l-HOOC-2-Me-Bu 


3-830 


4 


NHCO 


NMe 


l-MeOOC-2-Me-Bu 


3-831 


4 


NHCO 


NMe 


CH2CH2SO3H 


3-832 


4 


NHCO 


NMe 


OH 


3-833 


4 


NHCO 


NMe 


MeO 


3-834 


4 


NHCO 


NMe 


EtO 


3-835 


4 


NHCO 


NMe 


PiO 


3-836 


4 


NHCO 


NMe 


iPrO 


3-837 


4 


NHCO 


NMe 


BuO 


3-838 


4 


NHCO 


NMe 


iBuO 


3-839 


4 


NHCO 


NMe 


sBuO 


3-840 


4 


NHCO 


NMe 


tBuO 


3-841 


4 


NHCO 


NMe 


HxO 


3-842 


4 


NHCO 


NMe 


PhO 


3-843 


4 


NHCO 


NMe 


BnO 


3-844 


4 


NHCO 


NMe 


Z-1 


3-845 


4 


NHCO 


NMe 


Z-2 


3-846 


4 


NHCO 


NMe 


Z-3 


3-847 


4 


NHCO 


NMe 


Z-4 


3-848 


4 


NHCO 


NMe 


Z-5 


3-849 


4 


NHCO 


NMe 


Z-6 


3-850 


4 


NHCO 


NMe 


Z-7 


3-851 


4 


NHCO 


NMe 


Z-8 


3-852 


4 


NHCO 


NMe 


Z-9 
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T«hte3(coet.) 



No. 


Ir 






i»l 


3-853 


4 


NHCO 


NMe 


Z-10 


3-854 


4 


NHCO 


NMe 


Z-11 


3-855 


4 


NHCO 


NMe 


Z-12 


3-856 


4 


NHCO 


NMe 


3-Py 


3-857 


4 


NHCO 


NMe 


4-Py 


3-858 


4 


NHCO 


NHNH 


H 


3-859 


4 


NHCO 


NHNH 


Me 


3-860 


4 


NHCO 


NHNH 


Et 


3-861 


4 


NHCO 


NHNMe 


Me 


3-862 


4 


NHCO 


NHNMe 


Et 


3-863 


4 


NHCO 


NHNMe 


Pr 


3-864 


4 


NHCONHNHCO 


NH 


H 


3-865 


4 


NHCONHNHCO 


NH 


Ph 


3-866 


4 


NHCONHNHCO 


NH 


2-Me-Ph 


3-867 


4 


NHCONHNHCO 


NH 


4-Me-Ph 


3-868 


4 


NHCONHNHCO 


NH 


2,4-diMe-Ph 


3-869 


4 


NHCONHNHCO 


NH 


3,4-diMe-Ph 


3-870 


4 


NHCONHNHCO 


NH 


2-(CF3)Ph 


3-871 


4 


NHCONHNHCO 


NH 


4-(CF3)Ph 


3-872 


4 


NHCONHNHCO 


NH 


2.MeOPh 


3-873 


4 


NHCONHNHCO 


NH 


4-MeOPh 


3-874 


4 


NHCONHNHCO 


NH 


2-EtOPh 


3-875 


4 


NHCONHNHCO 


NH 


4-EtOPh 


3-876 


4 


NHCONHNHCO 


NH 


2-HOPh 


3-877 


4 


NHCONHNHCO 


NH 


4-HOPh 


3-878 


4 


NHCONHNHCO 


NH 


2-(H00C)Ph 


3-879 


4 


NHCONHNHCO 


NH 


4-(HOOC)Ph 


3-880 


4 


NHCONHNHCO 


NH 


2-(MeOOC)Ph 
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Tableafeont.^ 



Cpd. 
No. 


k 


A 


B 


nl 


3-881 


4 


NHCONHNHCO 


NH 


4-(MeOOC)Ph 


3-882 


4 


NHCONHNHCO 


NH 


2-(EtOOC)Ph 


3-883 


4 


NHCONHNHCO 


NH 


4-(EtOOC)Ph 


3-884 


4 


NHCONHNHCO 


NH 


2-(rBuOOC)Ph 


3-885 


4 


NHCONHNHCO 


NH 


4-(fBuOOC)Ph 


3-886 


4 


NHCONHNHCO 


NH 


2-Cl-Ph 


3-887 


4 


NHCONHNHCO 


NH 


4-Cl-Ph 


3-888 


4 


NHCONHNHCO 


NH 


2-Br-Ph 


3-ooy 


>• 
4 


IMilC^UNilNrlCU 


Nil 


4-Br-Pn 


3-890 


4 


NHCONHNHCO 


NH 


2-I-Ph 


3-891 


4 


NHCONHNHCO 


NH 


4.1-Ph 


3-892 


4 


NHCONHNHCO 


NH 


2-N02-Ph 


3-893 


4 


NHCONHNHCO 


NH 


4-N02-Ph 


3-894 


4 


NHCONHNHCO 


NH 


2-NH2-Ph 


3-89S 


4 


NHCONHNHCO 


NH 


4-NH2-Ph 


3-896 


4 


NHCONHNHCO 


NH 


2-(H03S)Ph 


3-897 


4 


NHCONHNHCO 






3-898 


4 


NHCONHNHCO 


NH 




3-899 


4 


NHCONHNHCO 


NH 


d-/NHorV>^'^Ph 


"5 AAA 

3-900 


4 


NHCONHNHCO 


NH 


2-CN-Ph 


^ AA1 

3-901 


4 


NHCONHNHCO 


VTTT 

NH 


4-CN-Ph 


3-902 


4 


NHCONHNHCO 


•VTTT 

NH 


2-(HOCH2)Ph 


3-903 


4 


NHCONHNHCO 


NH 


4-(HOCH2)Ph 


3-904 


4 


NHCONHNHCO 


NH 


Me 


3-905 


4 


NHCONHNHCO 


NH 


Et 


3-906 


4 


NHCONHNHCO 


NH 


Pr 


3-907 


4 


NHCONHNHCO 


NH 


iPr 
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TaWe3(cwU 



Cpd. 
No. 


1 


A 


B 


Rl 


3-908 


4 


NHCONHNHCO 


NH 


Bu 


3-909 


4 


NHCONHNHCO 


NH 


HOOCCH2- 


3-910 


4 


NHCONHNHCO 


NH 


MeOOCCH2- 


3-911 


4 




iNri 




3-912 


4 


NHCONHNHCO 


Nil 




3-913 


4 


NHCONHNHCO 


NH 


MeCH(COOMe) 


3-914 


4 


NHCONHNHCO 


NH 


1-HOOC-iBu 


3-915 


4 


NHCONHNHCO 


NH 


l-MeOOC-iBu 


3-916 


4 








3-917 


4 


NHCONHNHL-U 


KTU" 
INll 




3-918 


4 


NnCUWrlNrlCU 


XTLI 
INli 




3-919 


4 








3-920 


4 


NHCUIMHJNrlvU 


"NTHT 
INrl 




3-921 


4 


NHCONHNHCO 


NH 


OH 


3-922 


4 


NHCONHNHCO 


NH 


MeO 


3-923 


4 


NHCONHNHCO 


NH 


EtO 


3-924 


4 


NHCONHNHCO 


NH 


PrO 


3-925 


4 


NHCONHNHCO 


NH 


/PiO 


3-926 


4 


NHCONHNHCO 


NH 


BuO 


3-927 


4 


NHCONHNHCO 


NH 


zBuO 


3-928 


4 


NHCONHNHCO 


NH 


jBuO 


3-929 


4 


NHCONHNHCO 


NH 


ffluO 


3-930 


4 


NHCONHNHCO 


NH 


HxO 


3-931 


4 


NHCONHNHCO 




rnw 


3-932 


4 


NHCONHNHCO 


NH 


. BnO 


3-933 


4 


NHCONHNHCO 


NH 


Z-1 


3-934 


4 


NHCONHNHCO 


NH 


Z-2 


3-935 


4 


NHCONHNHCO 


NH 


Z-3 
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TaMe3fwt.) 



No. 


It 
K 


A 


1> 
D 




3-936 


4 


NHCONHNHCO 


NH 


Z-4 


3-937 


4 


NHCONHNHCO 


NH 


Z-5 


3-938 


4 


NHCONHNHCO 


NH 


Z-6 


3-939 


4 


NHCONHNHCO 


NH 


Z-7 


3-940 


4 


NHCONHNHCO 


NH 


Z-8 


3-941 


4 


NHCONHNHCO 


NH 


Z-9 


3-942 


4 


NHCONHNHCO 


NH 


Z-IO 


3-943 


4 


NHCONHNHCO 


NH 


Z-ll 


3-944 


4 


NHCONHNHCO 


NH 


Z.I2 


3-945 


4 


NHCONHNHCO 


NH 


3-Py 


3-946 


4 


NHCONHNHCO 


NH 


4-Py 


3-947 


4 


NHCONHCO 


— 


H 


3-948 


4 


NHCONHCO 


— 


Ph 


3-949 


4 


NHCONHCO 


— 


2-Me-Ph 


3-950 


4 


NHCONHCO 




4-Me-Ph 


3-951 


4 


NHCONHCO 




2,4-diMe-Ph 


3-952 


4 


NHCONHCO 




3,4-diMe-Ph 


3-953 


4 


NHCONHCO 




2-(CF3)Ph 


3-954 


4 


NHCONHCO 


— 


4-(CF3)Ph 


3-955 


4 


NHCONHCO 


— 


2-MeOPh 


3-956 


4 


NHCONHCO 


— 


4-MeOPh 


3-957 


4 


NHCONHCO 


— 


2-EtOPh 


3-958 


4 


NHCONHCO 


— 


4-EtOPh 


3-959 


4 


NHCONHCO 




2-HOPh 


3-960 


4 


NHCONHCO 




4-HOPh 


3-961 


4 


NHCONHCO 




2-(HOOC)Ph 


3-962 


4 


NHCONHCO 




4.(HOOC)Ph 


3-963 


4 


NHCONHCO 




2-(MeOOC)Ph 



255 



EP 0 869 126 A1 



TaMB3(cQBt) 



Cpd. 
No. 


k 


A 


B 


Iv 


3-964 


4 


NHCONHCO 





4-(MeOOC)Ph 


3-965 


4 


NHCONHCO 





2-(EtOOC)Ph 


3-966 


4 


NHCONHCO 


— 


4-(EtOOC)Hi 


3-967 


4 


NHCONHCO 





2-(fBuOOC)Ph 


3-968 


4 


NHCONHCO 





4-(ffluOOC)Ph 


3-969 


4 


NHCONHCO 





2-Cl-Ph 


3-970 


4 


NHCONHCO 





4-Cl-Ph 


3-971 


4 


NHCONHCO 





2-Br-Ph 


3-972 


4 


NHCONHCO 




4-Br-Pli 




4 
•t 


NHCONHCO 




2-I-Ph 


3-974 


4 


NHCONHCO 




4-I-Ph 


3-975 


4 


NHCONHCO 




2-N02-Ph 


3-976 


4 


NHCONHCO 




4-N02-Ph 


3-977 


4 


NHCONHCO 




2-NH2-Ph 


3-978 


4 


NHCONHCO 




4-NH2-Ph 


3-979 


4 


NHCONHCO 




2-(H03S)Ph 




4 










*♦ 


1^ n. v> WIN nv> 








A 

*T 








3-983 


4 


NHCONHCO 




2-CN-Pn 


3-984 


4 


NHCONHCO 






3-985 


4 


NHCONHCO 




2-(MOCM2)rn 


3-986 


4 


NHCONHCO 




4-(HOCH2)Ph 


3-987 


4 


NHCONHCO 




Me 


3-988 


4 


NHCONHCO 




Et 


3-989 


4 


NHCONHCO 




Pr 


3-990 


4 


NHCONHCO 




iPr 
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Tiibte3(copt.) 



Cpd. 
No. 


k 


A 


B 




3-991 


4 


NHCONHCO 


— 


Bu 


3-992 


4 


NHCONHCO 


— 


HOOCCH2- 


3-993 


4 


NHCONHCO 


— 


MeOOCCH2- 


3-994 


4 


NHCONHCO 


•www 


MeCH(COOH) 


3-995 


4 


NHCONHCO 


_ 


HOOC-(CH2)2- 


3-996 


4 


NHCONHCO 




MeCH(COOMe) 


3-997 


4 


NHCONHCO 




1-HOOC-iBu 


3-998 


4 


NHCONHCO 




l-MeOOC-iBu 


3-999 


4 


NHCONHCO 


_ 


1-HOOC-iPn 


3-1000 


4 


NHCONHCO 




1-MeOOC-iPn 


3-1001 


4 


NHCONHCO 




l-HOOC-2-Me-Bu 


3-1002 


4 


NHCONHCO 




l-MeOOC-2-Me.Bu 


3-1003 


4 


NHCONHCO 




CH2CH2SO3H 


3-1004 


4 


NHCONHCO 




MeO 


3-IOOS 


4 


NHCONHCO 




EtO 


3-1006 


4 


NHCONHCO 




PrO 


3-1007 


4 


NHCONHCO 




iPrO 


3-1008 


4 


NHCONHCO 




BuO 


3-1009 


4 


NHCONHCO 




iBuO 


3-1010 


4 


NHCONHCO 




sBuO 


3-1011 


4 


NHCONHCO 




tBuO 


3-1012 


4 


NHCONHCO 




HxO 


3-1013 


4 


NHCONHCO 




PhO 


3-1014 


4 


NHCONHCO 




BnO 


3-1015 


4 


NHCONHCO 




Z-1 


3-1016 


4 


NHCONHCO 




Z-2 


3-1017 


4 


NHCONHCO 




Z-3 
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TaMt3(CTHt.) 



Cpd. 
No. 


k 


A 


B 




3-1018 


4 


NHCONHCO 


— 


Z-4 


3-1019 


4 


NHCONHCO 


— 


Z-5 


3-1020 


4 


NHCONHCO 


— 


Z-6 


3-1021 


4 


NHCONHCO 


— 


Z-7 


3-1022 


4 


NHCONHCO 


— 


Z-8 


3-1023 


4 


NHCONHCO 


— 


Z-9 


3-1024 


4 


NHCONHCO 


— 


Z-10 


3-1025 


4 


NHCONHCO 




Z-11 


3-1026 


4 


NHCONHCO 




Til 

Z-12 


^- 1 / 


A 

*T 






3-Pv 


3-1028 


4 


NHCONHCO 




4.Py 


3-1029 


4 


NHCONHSO2 




H 


3-1030 


4 


NHCONHSO2 




Ph 


3-1031 


4 


NHCONHSO2 




2-Me-Ph 


3-1032 


4 


NHCONHSO2 




4-Me-Ph 


3-1033 


4 


NHCONHSO2 




2,4-diMe-Ph 


3-1034 


4 


NHCONHSO2 




3,4.<liMe-Ph 


3-1035 


4 


NHCONHSO2 




2-(CF3)Ph 


3-1036 


4 


NHCONHSO2 




4-(CF3)Ph 


3-1037 


4 


NHCONHSO2 




2-MeOPh 


3-1038 


4 


NHCONHSO2 




4-MeOPh 


3-1039 


4 


NHCONHSO2 




2-EtOPh 


3-1040 


4 


NHCONHSO2 




4-EtOPh 


3-1041 


4 


NHCONHSO2 




2-HOPh 


3-1042 


4 


NHCONHSO2 




4-HOPh 
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Tahle3rcniiU 



Cpd. 
No 


k 


A 


B 


Rl 


3-1043 


4 


NHCONHSO2 




2-(HOOC)Ph 


3-1044 


4 


NHCONHSO2 




4-(H00C)Ph 


3-1045 


4 


NHCONHSO2 




2-(McOOC)Ph 


3-1046 


4 


NHCONHSO2 




4-(MeOOC)Ph 


3-1047 


4 


NHCONHSO2 




2-(EtOOC)Ph 


3-1048 


4 


NHCONHSO2 


_ 


4-(EtOOC)Ph 


3-1049 


4 


NHCONHSO2 


_ 


2-(rBuOOC)Ph 


3-1050 


4 


NHCONHSO2 




4-(rBuOOC)Ph 


3-1051 


4 


NHCONHSO2 





2-Cl-Ph 


3-1052 


4 


NHCONHSO2 




4-Cl-Ph 


3-1053 


4 


NHCONHSO2 




2-Br-Ph 


3-1054 


4 


NHCONHSO2 




4-Br-Ph 


3-1055 


4 


NHCONHSO2 




2-I-Ph 


3-1056 


4 


NHCONHSO2 




4-I-Ph 


3-1057 


4 


NHCONHSO2 




2-N02-Ph 


3-1058 


4 


NHCONHSO2 




4-N02-Ph 


3-1059 


4 


NHCONHSO2 


____ 


2-NH2-Ph 


3-1060 


4 


NHCONHSO2 




4-NH2-Ph 


3-1061 


4 


NHCONHSO2 




2-(H03S)Ph 


3-1062 


4 


NHCONHSO2 





4-(H03S)Ph 


3-1063 


4 


NHCONHSO2 




2-(NH202S)Ph 


3-1064 


4 


NHCONHSO2 




4-(NH202S)Ph 


3-1065 


4 


NHCONHSO2 




2-CN-Ph 


3-1066 


4 


NHCONHSO2 




4-CN-Ph 
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Tahte % (eanti 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1067 


4 


NHCONHSO2 


— 


2-(HOCH2)Ph 


3-1068 


4 


NHCONHSO2 


— 


4-(HOCH2)Ph 


3-1069 


4 


NHCONHSO2 


— 


Me 


3-1070 


4 


NHCONHSO2 


— 


Et 


3-1071 


4 


NHCONHSO2 


— 


Pr 


3-1072 


4 


NHCONHSO2 


— 


iPr 


3-1073 


4 


NHCONHSO2 


— 


Bu 


3-1074 


4 


NHCONHSO2 


— 


HOOCCH2- 


3-1075 


4 


NHCONHSO2 


— 


MeOOCCH2- 


3-1076 


4 


NHCONHSO2 


— 


MeCH(CXX)H) 


3-1077 


4 


NHCONHSO2 


— 


HOOC-(CH2)2- 


3-1078 


4 


NHCONHSO2 


— 


MeCH(COOMe) 


3-1079 


4 


NHCONHSO2 


— 


l-HOOC-iBu 


3-1080 


4 


NHCONHSO2 


— 


l-MeOCX:-iBu 


3-1081 


4 


NHCONHSO2 


— 


1-HOOC-iPn 


3-1082 


4 


NHCONHSO2 


— 


1-MeOOC-iPn 


3-1083 


4 


NHCONHSO2 


— 


l-HOOC-2-Me-Bu 


3-1084 


4 


NHCONHSO2 


— 


l-MeOOC-2-Me-Bu 


3-1085 


4 


NHCONHSO2 


— 


CH2CH2SO3H 


3-1086 


4 


NHCONHSO2 


— 


OH 


3-1087 


4 


NHCONHSO2 




MeO 


3-1088 


4 


NHCONHSO2 




EtO 


3-1089 


4 


NHCONHSO2 




PiO 


3-1090 


4 


NHCONHSO2 




a»io 
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Tahle3fcoiiU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1091 


4 


NHCONHSO2 


— 


BuO 


3-1092 


4 


NHCONHSO2 


— 


iBuO 


3-1093 


4 


NHCONHSO2 


— 


^BuO 


3-1094 


4 


NHCONHSO2 


— 


<BuO 


3-1095 


4 


NHCONHSO2 


— 


HxO 


3-1096 


4 


NHCONHSO2 


— 


PhO 


3-1097 


4 


NHCONHSO2 


— 


BnO 


3-1098 


4 


NHCONHSO2 


— 


Z-1 


3-1099 


4 


NHCONHSO2 


— 


Z-2 


3-1100 


4 


NHCONHSO2 


— 


Z-3 


3-1101 


4 


NHCONHSO2 


— 


Z-4 


3-1102 


4 


NHCONHSO2 


— 


Z-5 


3-1103 


4 


NHCONHSO2 


— 


Z-6 


3-1104 


4 


NHCONHSO2 


— 


Z-7 


3-1105 


4 


NHCONHSO2 


— 


Z-8 


3-1106 


4 


NHCONHSO2 


— 


Z-9 


3-1107 


4 


NHCONHSO2 


— 


Z-10 


3-1108 


4 


NHCONHSO2 


— 


Z-11 


3-1109 


4 


NHCONHSO2 


— 


Z-12 


3-1110 


4 


NHCONHSO2 


— 


3-Py 


3-1111 


4 


NHCONHSO2 




4-Py 


3-1112 


4 


NHCONHSO2 


NH 


H 


3-1113 


4 


NHCONHSO2 


NH 


Me 


3-1114 


4 


NHCONHSO2 


NH 


Et 
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TahleSfennU 



Cpd. 
No. 


k 


A 


B 


Rl 


3.1115 


4 


NHCONHSO2 


NH 


Pr 


3-1116 


4 


NHCONHSO2 


NH 


iPr 


3-1117 


4 


NHCONHSO2 


NH 


Bu 


3-1118 


4 


NHCONHSO2 


NMe 


Me 


3-1119 


4 


NHC0NHSC)2 


NMe 


Et 


3-1120 


4 


NHCONHSO2 


NMe 


Pr 


3-1121 


4 


NHCONHSO'> 


NMe 


iPr 


^ 1 1 to 
3-1 \LZ 






INM.e 


Rii 


3-1123 


4 




NH 


TV 

H 


3-1 124 


4 




NH 


Me 


3-1125 


4 


— 


NH 


Et 


3-1126 


4 


' ' ' 


NH 


Pr 


3-1127 


4 




NH 


iPr 


3-1128 


4 


— 


NH 


Bu 


3-1129 


4 


CO 


Pyr 


3-1130 


4 


CO 


Pipri 


3-1131 


4 


CO 


Pipra 


3-1132 


4 


CO 


Mor 


3-1133 


4 


CO 


Thmor 


3-1134 


4 


CO 


NHPyr 


3-1135 


4 


CO 


NHPipri 


3-1136 


4 


CO 


NHPipn 


3-1137 


4 


CO 


NHMor 


3-1138 


4 


CO 


NHThmor 


3-1139 


4 


NHCO 


Pyr 


3-1140 


4 


NHCO 


Pipri 



262 



EP 0 869 126 A1 



Tiill)te3(cont.) 



Cpd. 
No. 


k 


A 


B Rl 


3-1141 


4 


NHCO 


Pipra 


3-1142 


4 


NHCO 


Mor 


3-1143 


4 


NHCO 


Thmor 


3-1144 


4 


NHCO 


NHPyr 


3-1145 


4 


NHCO 


NHPipn 


3-1146 


4 


NHCO 


NHPipra 


3-1147 


4 


NHCO 


NHMor 


3-1148 


4 


NHCO 


NHThmor 


3-1149 


4 


CONHCO 


Pyr 


3-1150 


4 


CONHCO 


Pipn 


3-1151 


4 


CONHCO 


Pipra 


3-1152 


4 


CONHCO 


Mor 


3-1153 


4 


CONHCO 


Thmor 


3-1154 


4 


CONHCO 


NHPyr 


3-1155 


4 


CONHCO 


IMrll^pn 


3-1156 


4 


CONHCO 


NHPipra 


3-1157 


4 


CONHCO 


NHMor 


3-1158 


4 


CONHCO 


NHThmor 


3-1159 


4 


CONHSO2 


Pyr 


3-1160 


4 


CONHSO2 


Pipri 


3-1161 


4 


CONHSO2 


Pipra 


3-1162 


4 


CONHSO2 


Mor 


3-1163 


4 


CONHSO2 


Thmor 


3-1164 


4 


CONHSO2 


NHPyr 


3-1165 


4 


CONHSO2 


NHPipri 


3-1166 


4 


CONHSO2 


NHPipra 
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TaWeSCconU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1167 


4 


CONHSO2 


NHMor 


3-1168 


4 


CONHSO2 


NHThmor 


3-1169 


4 


NHSO2 




Z-4 


3-1170 


4 


NHSO2 


— 


Me 


3-1171 


4 


NHSO2 





Et 


"l-l 171 
J- 11/^ 


A 


NHSCH 




Pr 


3-1173 


4 


NHSO2 




CH2-CI 


3-1174 


4 


NHSO2 




Ph 


3-1175 


4 


NHSO2 




4-Me-Ph 


3-1176 


4 


CO 


X Til if ^ 

NMe 


Oh 

rn 


3-1177 


4 


CO 


NMe 


/-MC-rn 


3-1178 


4 


CO 




4-Me-lrn 


3-1179 


4 


CO 


NMe 


//l-ulMe-rJl 


3-1180 


4 


CO 


NMe 


j,4-aIMe-rn 


3-1181 


4 


CO 


NMe 




3-1182 


4 


CO 


NMe 


4-(CF3)Ph 


3-1 183 


4 


CO 


NMe 


2-MeOPh 


3-1184 


4 


CO 


NMe 


4-MeOPh 


3-1185 


4 


CO 


NMe 


2-EtOPh 


3-1186 


4 


CO 


NMe 


4-EtOPh 


3-1187 


4 


CO 


NMe 


2-HOPh 


3-1188 


4 


CO 


NMe 


4-HOPh 


3-1189 


4 


CO 


NMe 


2-(HOOC)Ph 


3-1190 


4 


CO 


NMe 


4-(HOOC)Ph 


3-1191 


4 


CO 


NMe 


2-(MeOOC)Ph 


3-1192 


4 


CO 


NMe 


4-(MeOOC)Ph 
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Table 3 (contA 



No. 






D 




3-1193 


4 


CO 


NMe 


2-(EtOOC)Ph 


3-1194 


4 


CO 


NMe 


4-(EtOOC)Ph 


3-1195 


4 


CO 


NMe 


2-(/BuOOC)Ph 


3-1196 


4 


CO 


NMe 


4-(/BuOOC)Ph 


3-1197 


4 


CO 


NMe 


2-Cl-Ph 


3-1198 


4 


CO 


NMe 


4-Cl-Ph 


3-1199 


4 


CO 


NMe 


2-Br-Ph 


3-1200 


4 


CO 


NMe 


4-Br-Ph 




4 


CO 


NMe 


2-I-Ph 


3-1202 


4 


CO 




*T-i-i n 


3-1203 


4 


CO 


NMe 


2-N02-Ph 


3-1204 


4 


CO 


NMe 


4-N02-Ph 


3-1205 


4 


CO 


NMe 


2-NH2-Ph 


3-1206 


4 


CO 


NMe 


4-NH2-Ph 












3-1208 


4 


CO 


NMe 


4-(H03S)Ph 


3-1209 


4 


CO 


NMe 


2-(NH202S)Ph 


3-1210 


4 


CO 


NMe 


4-(NH202S)Ph 


3-1211 


4 


CO 


NMe 


2-CN-Ph 


3-1212 


4 


CO 


NMe 


4-CN-Ph 


3-1213 


4 


CO 


NMe 


2-(H0CH2)Ph 


3-1214 


4 


CO 


NMe 


4-(HOCH2)Ph 


3-1215 


4 


CO 


NMe 


Me 


3-1216 


4 


CO 


NMe 


Et 


3-1217 


4 


CO 


NMe 


Pr 


3-1218 


4 


CO 


NMe 


iTr 
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TabIe3(cont.) 



Cpd. 
No. 


k 


A 


B 




3-1219 


4 


CO 


NMe 


Bu 


3-1220 


4 


CO 


NMe 


HOOCCH2- 


1 1 1 

3-1111 


4 








3-1222 


4 


CO 


NMe 


MeCH(COOH) 


3-1223 


4 


CO 


NMe 


HOOC-(CH2)2- 


3-1224 


4 


CO 


NMe 


MeCH(COOMe) 


3-1225 


4 


CO 


NMe 


1-HOOC-iBu 


3-1226 


4 


CO 


NMe 


1-MeOOC-iBu 


3-1227 


4 


CO 


NMe 


l-HOOC-jPn 


3-1228 


4 


CO 


NMe 


1-MeOOC-iPn 


3-1229 


4 


CO 


NMe 


l-HOOC-2-Me-Bu 


3-1230 


4 


CO 


NMe 


l-MeOOC-2-Me-Bu 


3-1231 


4 


CO 


NMe 


CH2CH2SO3H 


3-1232 


4 


CO 


NMe 


OH 


3-1233 


4 


CO 


NMe 


MeO 


3-1234 


4 


CO 


NMe 


EtO 


3-1235 


4 


CO 


NMe 


PrO 


3-1236 


4 


CO 


NMe 


j-PrO 


3-1237 


4 


CO 


NMe 


BuO 


3-1238 


4 


CO 


NMe 


{BttO 


3-1239 


4 


CO 


NMe 


5BuO 


3-1240 


4 


CO 


NMe 


/BuO 


3-1241 


4 


CO 


NMe 


HxO 


3-1242 


4 


CO 


NMe 


PhO 


3-1243 


4 


CO 


NMe 


BnO 


3-1244 


4 


CO 


NMe 


Z-1 


3-1245 


4 


CO 


NMe 


Z-2 
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T«Me3fcont.) 



Cpd. 
No. 


k 


A 


B 




3-1246 


4 


CO 


NMc 


Z-3 


3-1247 


4 


CO 


NMe 


Z-A 


3-1248 


4 


CO 


NMe 


Z-5 


3-1249 


4 


CO 


NMe 


Z-6 


3-1250 


4 


CO 


NMe 


Z-7 


3-1251 


4 


CO 


NMe 


Z-8 


3-1252 


4 


CO 


NMe 


Z-9 


3-1253 


4 


CO 


NMe 


Z-10 


3-1254 


4 


CO 


NMe 


Z-11 


3-1255 


4 


CO 


NMe 


Z-12 


3-1256 


4 


CO 


NMe 


3-Py 


3-1257 


4 


CO 


NMe 


4-Py 


3-1258 


4 


CO 


Thiad 


3-1259 


4 


CO 


NHThiad 




4 




Thiad 


3-1261 


4 


NHCO 


NHThiad 


3-1262 


4 


CONHCO 


Thiad 


3-1263 


4 


CONHCO 


NHThiad 


3-1264 


4 


CONHSO'i 


Thiad 


3-1265 


4 


C0NnS02 


NHThiad 


3-1266 


4 


NHCS 


NH 


H 


3-1267 


4 


NHCS 


NH 


Me 


3-1268 


4 


NHCS 


NH 


Et 


3-1269 


4 


NHCS 


NH 


Ph 


3-1270 


4 


NHCS 


NH 


HOOCCH2- 


3-1271 


4 


NHCS 


NH 


MeOOCCH2- 


3-1272 


4 


NHCS 


NH 


MeCH(COOH) 
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Cpd. 
No. 


k 


A 


B 


Rl 


3-1273 


4 


NHCS 


NH 


HOOC-(CH2)2- 


3-1274 


4 


NHCS 


NH 


MeCH(COOMe) 


3-1275 


4 


CO 


NH 


HOOC-(CH2)3- 


3-1276 


4 


NHCO 


NH 


HOOC-(CH2)3- 


3-1277 


4 


NHCO 


— 


HOOC-(CH2)3- 


3-1278 


4 


NHCS 


NH 


HOOC-(CH2)3- 


3-1279 


4 


CO 


NH 


MeS02NHC0CH(Me) 


3-1280 


4 


NHCO 


NH 


MeS02NHC0CH(Me) 


3-1281 


4 


NHCO 


— 


MeS02NHC0CH(Me) 


3-1282 


4 


NHCS 


NH 


MeS02NHC0CH(Me) 


3-1283 


4 


_ 


NH 


HOOCCH2- 


3-1284 


4 




NH 


MeOOCCH2- 


3-1285 


4 




NH 


MeCH(COOH) 


3-1286 


4 




NH 


HOOC-(CH2)2- 


1 1787 






NH 


MeCH^COOMe'^ 


■^-17R8 






NH 




3-1289 


4 






OUT 




4 








3-1291 


4 








3-1292 


4 






rTKJ 


3-1293 


A 

4 






IrtSJ 


J" 1 zy*> 


*♦ 








3-1295 


4 


NHCOCO 




iBuO 


3-1296 


4 


NHCOCO 




sBxxO 


3-1297 


4 


NHCOCO 




/BuO 


3-1298 


4 


NHCOCO 




HxO 
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TableSfgniiU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1299 


4 


NrlCOCO 




raXJ 


3-1300 


4 








3-1301 


5 


CO 


NH 


TT 
H 


3-1302 


5 


CO 


Nrl 


rH 




< 
«/ 


CO 


NH 


2-Me-Ph 


3-1304 


5 


CO 


NH 


4-Me-Ph 


3-1305 


5 


CO 


NH 


2,4-diMe-Ph 


3-1306 


5 


CO 


NH 


3.4-diMe-Ph 


3-1307 


5 


CO 


NH 


2-(CF3)Ph 












3-1309 


5 


CO 


NH 


2-MeOPh 


3-1310 


5 


CO 


NH 


4-MeOPh 


3-1311 


5 


CO 


NH 


2-EtOPh 


3-1312 


5 


CO 


NH 


4-EtOPh 


3-1313 


5 


CO 


NH 


2-HOPh 


3-1314 


5 


CO 


NH 


4-HOPh 


3-1315 


5 


CO 


NH 


2-(H0OC)Ph 


3-1316 


5 


CO 


NH 


4-(HOOC)Ph 


3-1317 


5 


CO 


NH 


2-(MeOOC)Ph 


3-1318 


5 


CO 


NH 


4-{MeOOC)Ph 


3-1319 


5 


CO 


NH 


2-(EtOOC)Ph 


3-1320 


5 


CO 


NH 


4-{EtOOC)Ph 




< 




NH 




3-1322 


5 


CO 


NH 


4-(/BuOOC)Ph 


3-1323 


5 


CO 


NH 


2-Cl-Ph 


3-1324 


5 


CO 


NH 


4-Cl.Ph 


3-1325 


5 


CO 


NH 


2-Br-Ph 
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Tahlearennt.^ 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1326 


5 


CO 


NH 


4-Br-Ph 


3-1327 


5 


CO 


NH 


2-I-Ph 


3-1328 


5 


CO 


NH 


4-I-Ph 


3-1329 


5 


CO 


NH 


2-N02-Ph 


3-1330 


5 


CO 


NH 


4-N02-Ph 


3-1331 


5 


CO 


NH 


2-NH2-Ph 


3-1332 


5 


CO 


NH 


4-NH2-Ph 


3-1333 


5 


CO 


NH 


2-(H03S)Ph 


3-1334 


5 


CO 


NH 


4-(H03S)Ph 


3-1335 


5 


CO 


NH 


2-(NH202S)Ph 


3-1336 


5 


CO 


NH 


4-(NH202S)Ph 


3-1337 


5 


CO 


NH 


2-CN-Ph 


3-1338 


5 


CO 


NH 


4-CN-Ph 


3-1339 


5 


CO 


NH 


2-(HOCHo)Mi 


3-1340 


5 








3-1341 


5 


CO 


NH 


Me 


3-1342 


5 


CO 


NH 


eX 


3-1343 


5 


CO 


NH 


Pr 


3-1344 


5 


CO 


NH 


iPr 


3-1345 


5 


CO 


NH 


Bu 


3-1346 


5 


CO 


NH 


HOOCCH2- 


3-1347 


5 


CO 


NH 


MeOOCCH2- 


3-1348 


5 


CO 


NH 


MeCH(COOH) 


3-1349 


5 


CO 


NH 


HOOC-(CH2)2- 


3-1350 


5 


CO 


NH 


MeCH(COOMe) 


3-1351 


5 


CO 


NH 


1-HOOC-iBu 
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TahteafcnnO 



Cpd. 
No. 


k 


A 


B 




3-1352 


5 


CO 


NH 


1-MeOOC-iBu 


3-1353 


5 


CO 


NH 


1-HOOC-iPn 


3-1354 


5 


CO 


NH 


1-MeOOC-iPn 


3-1355 


5 


CO 


NH 


l-H00C-2-M©-Bu 


3-1356 


5 


CO 


NH 


l-MeOOC-2-Me-Bu 


3-1357 


5 


CO 


NH 


;^^W ^1^^ T W 

CH2CH2SO3H 


3-1358 


5 


CO 


NH 


OH 


3-1359 


5 


CO 


NH 


MeO 


3-1360 


5 


CO 


NH 


EtO 


3-1361 


5 


CO 


NH 


PiO 


3-1362 


5 


CO 


NH 


/PiO 


3-1363 


5 


CO 


NH 


BuO 


3-1364 


5 


CO 


NH 


iBuO 


3-1365 


5 


CO 


NH 


jBuO 


3-1366 


5 


CO 


NH 


/BuO 


3-1367 


5 


CO 


NH 


HxO 


3-1368 


5 


CO 


NH 


PhO 


3-1369 


5 


CO 


NH 


BnO 


3-1370 


5 


CO 


NH 


Z-1 


3-1371 


5 


CO 


NH 


Z-2 


3-1372 


5 


CO 


NH 


Z-3 


3-1373 


5 


CO 


NH 


Z-4 


3-1374 


5 


CO 


NH 


Z.5 


3-1375 


5 


CO 


NH 


Z-6 


3-1376 


5 


CO 


NH 


Z-7 


3-1377 


5 


CO 


NH 


Z-8 


3-1378 


5 


CO 


NH 


Z-9 
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Cod. 
No. 


k 


A 


B 


r1 


3-1379 


5 


CO 


NH 


Z-10 


3-1380 


5 


CO 


NH 


Z-11 


3-1381 


5 


CO 


NH 


Z-12 


3-1382 


5 


CO 


NH 


3-Py 


3-1383 


5 


CO 


NH 


4-Py 


3-1384 


5 


CO 


N(Ac) 


H 


3-138S 


5 


CO 


N(Ac) 


Ph 


3-1386 


5 


CO 


N(Ac) 


2-Me-Ph 




< 








1 1 1Sfi 


c 
J 






Z,*Mllmc-rIl 


O 1 ISO 

J-1 Joy 


f 
3 




XT/ A 


j,4-aiMe-rn 


1 1 "ton 


J 




XT/ A 

N(n.C) 




3-1391 


5 


CO 


N(Ac) 


4-(CF3)Ph 


3-1392 


5 


CO 


N(Ac) 


2-MeOPh 


3-1393 


5 


CO 


N(Ac) 


4-MeOPh 


3-1394 


5 


CO 


N(Ac) 


2-EtOPh 


3-1395 


5 


CO 


N(Ac) 


4-EtOPh 


3-1396 


5 


CO 


N(Ac) 


2-HOPh 


3-1397 


5 


CO 


N(Ac) 


4-HOPh 


3-1398 


5 


CO 


N(Ac) 


2-(H00C)Ph 


3-1399 


5 


CO 


N(Ac) 


4-(H00C)Ph 


3-1400 


5 


CO 


N(Ac) 


2-(Me00C)Ph 


3-1401 


5 


CO 


N(Ac) 


4-(MeOOC)Ph 


3-1402 


5 


CO 


N(Ac) 


2-(EtOOC)Ph 


3-1403 


5 


CO 


N(Ac) 


4-(EtOOC)Ph 


3-1404 


5 


CO 


N(Ac) 


2-(/BuOOC)Ph 


3-1405 


5 


CO 


N(Ac) 


4-(/BuOOC)Ph 
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Table 3 (eantA 



No. 


Ah 


A 


R 
u 




3-1406 


5 


CO 


N(Ac) 


2-Cl-Ph 


3-1407 


5 


CO 


N(Ac) 


4-Cl-Ph 


3-1408 


5 


CO 


N(Ac) 


2-Br-PIi 


3-1409 


5 


CO 


XT/ A V 

N(Ac) 


4-Br-Ph 




c 






9 I Pli 

z-i-rn 


3-1411 


5 


CO 


N(Ac) 


4-I-Ph 


3-1412 


5 


CO 


N(Ac) 


2-N02-Ph 


3-1413 


5 


CO 


N(Ac) 


4-N02-Ph 


3-1414 


5 


CO 


N(Ac) 


2-NH2-Ph 


3-1415 


5 


CO 


N{Ac) 


4-NH2-Ph 


3-1416 


5 


CO 


N(Ac) 


2-(H03S)Ph 




c 
3 








1 1 At Q 


c 




XT/ A ^►'i 






C 
J 




VT/ A -\ 

riyJxC) 


4-^r>lll2U2"/"" 


3-1420 


5 


CO 


N(Ac) 


2-CN-Ph 


3-1421 


5 


CO 


N(Ac) 


4-CN-Ph 


3-1422 


5 


CO 


N(Ac) 


2-(HOCH2)Ph 


3-1423 


5 


CO 


N(Ac) 


4-(HOCH2)Ph 


3-1424 


5 


CO 


N(Ac) 


Me 


3-1425 


5 


CO 


N(Ac) 


Et 


3-1426 


5 


CO 


N(Ac) 


Pr 


3-1427 


5 


CO 


VT/ A *V 

N(Ac) 


iPr 


3-1428 


5 


CO 


N(Ac) 


Bu 


3-1429 


5 


CO 


N(Ac) 


HOOCCH2- 


3-1430 


5 


CO 


N(Ac) 


MeOOCCH2- 


3-1431 


5 


CO 


N(Ac) 


MeCH(COOH) 
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Cpd. 
No. 


k 


A 


B 


Rl 


J- It J A 


c 








3-1433 


5 


CO 


N(Ac) 


MeCH(COOMe) 


3-1434 


5 


CO 


N(Ac) 


1-HOOC-iBu 


3-1435 


5 


CO 


N(Ac) 


1-MeOOC-iBu 




c 
J 






1 .HOrtP-iPn 




c 
J 






1 -MC\J\J^-IJrIl 


1 1 A^O 

J-1430 


e . 








3-143y 


J 






1 -MevAA^-Z-MC-DU 


3-1440 


c 

J 




XT/ A _\ 


Uii2^'i2^^3" 


3-1441 


5 


CO 


N(Ac) 


OH 


3-1442 


5 


CO 


N(Ac) 


MeO 


3-1443 


5 


CO 


N(Ac) 


EtO 


3-1444 


5 


CO 


N(Ac) 


PiO 


3-1445 


5 


CO 


N(Ac) 


iPiO 


3-1446 


5 


CO 


N(Ac) 


BuO 


3-1447 


5 


CO 


N(Ac) 


tBuO 


3-1448 


5 


CO 


N(Ac) 


5BuO 


3-1449 


5 


CO 


N(Ac) 


ffluO 


3-1450 


5 


CO 


N(Ac) 


HxO 


3-1451 


5 


CO 


N(Ac) 


PhO 


3-1452 


5 


CO 


N(Ac) 


BnO 


3-1453 


5 


CO 


N(Ac) 


Z-1 


3-1454 


5 


CO 


N(Ac) 


Z-2 


3-1455 


5 


CO 


N(Ac) 


Z-3 


3-1456 


5 


CO 


N(Ac) 


Z-4 


3-1457 


5 


CO 


N(Ac) 


Z-5 


3-1458 


5 


CO 


N(Ac) 


Z-6 
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TaMtgCcont.) 



Cpd. 
No. 


k 


A 


B 




3-1459 


5 


CO 


N(Ac) 


Z-7 


3-1460 


5 


CO 


XT/ A — \ 

N(Ac) 


Z-8 


3-1461 


5 


CO 


N(Ac) 


Z-9 


3-1462 


5 


CO 


N(Ac) 


Z-10 


3-1463 


5 


CO 


N(Ac) 


Z-11 


3-1454 


5 


CO 


N(Ac) 


Z-12 


^ 1 A£.S 

3-1465 


5 


CO 


N(Ac) 


3-Py 


1 A^^ 

3-1466 


5 


CO 


N(Ac) 


4-Py 


^ 1 A^^ 

3-1467 


5 


coo 




H 


3-1468 


5 


COO 




Ph 






POO 




z-JYie-i'ii 


3-1470 


5 


coo 




4-Me-Ph 


3-1471 


5 


coo 




2,4-diMe-Ph 


3-1472 


5 


coo 




3,4-diMe-Ph 


3-1473 


5 


coo 






')-1474 




POO 






3-1475 


c 

5 


coo 




2-MeOPh 


3-1470 


5 


coo 




4-MeOPh 


3-1477 


5 


coo 




2-EtOPh 


3-1478 


5 


coo 




4-EtOPh 


3-1479 


5 


coo 




2-HOPh 


3-1480 


5 


coo 




4-HOPh 






POO 






3-1482 


5 


coo 




4-(HOOC)Ph 


3-1483 


5 


coo 




2-(MeOOC)Ph 


3-1484 


5 


coo 




4-(MeOOC)Ph 


3-1485 


5 


coo 




2-(EtOOC)Ph 
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T«ble3fc«iit-^ 



Cpd. 
No. 


k 


A 


B 




3-1486 


5 


COO 




4-(Et00C)Ph 


3-1487 


5 


coo 




2-(/BuOOQPh 


3-1488 


5 


coo 


— 


4-(fBuOOC)Ph 


3-1489 


5 


coo 





2-Cl-Ph 


3-1490 


5 


coo 


— 


4-Cl-Ph 


3-1491 


5 


coo 




2-Br-Ph 




< 


CUU 






3-1493 


5 


COO 




2-I-Ph 


3-1494 


5 


COO 




4-I-Ph 


3-1495 


5 


COO 




2-N02-Ph 


3-1496 


5 


COO 




4-N02-Ph 


3-1497 


5 


coo 


_ 


2.NH2-Ph 


3-1498 


5 


coo 




4-NH2-Ph 


3-1499 


5 


coo 




2-(H03S)Ph 


3-1500 


5 


coo 




4-rHOiS^Ph 


3-1501 


5 


coo 






3-1502 


5 


coo 








e 










r 

J 








1 1 


c 








3-1506 


5 


coo 




4-(HOCH2)Ph 


3-1507 


5 


coo 




Me 


3-1508 


5 


coo 




Et 


3-1509 


5 


coo 




Pr 


3-1510 


5 


coo 




iPr 


3-1511 


5 


coo 




Bu 
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Table ^rcftnU 



Cpd. 

NO. 


k 


A 


B 




3-1512 


5 


COO 




HOOCCH2- 




5 


COO 






3-1514 


c 

5 


CCX) 




MeCH(COOMe) 


3-1515 


5 


CCaJ 




1-HOOC-iBu 


3-1516 


5 


coo 




1-HOOC-iPn 


3-1517 


5 


coo 




Z-1 


3-1518 


5 


coo 


^™— 


Z-2 


3-1519 


5 


coo 




Z-3 


3-1520 


5 


coo 




Z-4 


3-1S21 


5 


coo 




Z-5 


3-1522 


5 


coo 




Z-6 


3-1523 


5 


coo 




Z-7 


3-1524 


5 


coo 




Z-8 


3-1525 


5 


coo 




Z-9 


3-1526 


5 


coo 




Z-10 


3-1527 


5 


coo 




Z-U 


3-1528 


5 


coo 




Z-12 


3-1529 


5 


coo 




3-Py 


^9 4 c^^ 

3-1530 


5 


coo 




4-Py 


3-1531 


5 


CONHCO 




H 


3-1532 


5 


CONHCO 




Ph 


3-1533 


5 


CONHCO 




A— 1Y1C"'X^1I 


3-1534 


5 


CONHCO 




4-Me-Ph 


3-1535 


5 


CONHCO 




2,4-diMe-Ph 


3-1536 


5 


CONHCO 




3,4-diMe-Ph 


3-1537 


5 


CONHCO 




2-(CF3)Ph 
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Cpd. 
No. 


k 


A 


B 


Rl 


3-1538 


5 


CONHCO 




4-(CF^)Ph 




c 






1 1 










4-MeOPh 




c 






9-FtOPli 


J- 1 


c 
3 










5 






Z-xlOrn 


1 1 <AA 


5 






4-rlUJrn 




5 






2-(HOOC)rn 


3-1546 


c 

5 






4-(HOOC)rn 


3-1547 


5 


CONHCO 




2-(MeOOC)Pn 


T 1 C >1 O 

3-1545 


5 


CUNrlCU 




4-(MeOOC)rn 


3-154y 


5 


CONHCO 




Z-lJbtOOC)x*ll 


1 1 CCA 

3-1550 


c 

5 


COWrlCO 




4-(iltOOC/ra 


3-1551 


5 


CONHCO 




2-(fl3UOOC)Fn 


3-1552 


5 


CONHCO 




4-^M5UOOCjlrn 


3-1553 


5 


CONHCO 




Z-Cl-rn 


3-1554 


5 


CONHCO 




4-Cl-Fn 


3-1555 


5 


CONHCO 




2-Br-Ph 

11 


3-1556 


5 


CONHCO 




4-Br-Ph 


3-1557 


5 


CONHCO 




2-I-Ph 


3-1558 


5 


CONHCO 




4-I-Ph 


3-1559 


5 


CONHCO 


— 


2-N02-Ph 


3-1560 


5 


CONHCO 




4-N02-Ph 


3-1561 


5 


CONHCO 




2-NH2-Ph 


3-1562 


5 


CONHCO 




4-NH2-Ph 


3-1563 


5 


CONHCO 




2-(H03S)Ph 
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T«Mc3(CMiU 



Cpd. 

INO. 


k 


A 


B 


Rl 


3-1564 


5 


CONHCO 




4-(H03S)Ph 


3-1565 


5 


CONHCO 




2-(NH202S)Ph 


3-1566 


5 


CONHCO 




4-(NH202S)Ph 


3-1567 




CONHCO 




2-CN-Ph 


3-1568 


5 


CONHCO 




4-CN-Ph 


1-1569 


5 


CONHCO 




2-rHOCH7^Ph 


3-1570 


c 

J 








3-1571 


5 


CONHCO 




Me 


3-1372 


c 

J 






JCi 




s 


CONHCO 




Pr 


1-1 S74 


s 


CONHCO 




zPr 


3-1575 


5 


CONHCO 




Bu 


3-1576 


5 


CONHCO 




HOOCCH2- 


1 1 ^77 
J- 1 3 / / 










3-1578 


5 


CONHCO 




MeCH(COOH) 


3-1579 


5 


CONHCO 




HOOC-(CH2)2- 


3-1580 


5 


CONHCO 




MeCH(COOMe) 


3-1581 


5 


CONHCO 


— — 


1-HOOC-iBu 


3-1582 


5 


CONHCO 




l-MeOCK:-/Bu 


3-1583 


5 


CUNrlLU 




l-MUUC-Irll 


3-1584 


5 


CONHCO 




l-MeOOC-iPn 


1 1 <Q< 










3-1586 


5 


CONHCO 




l-MeOOC-2-Me-Bu 


3-1587 


5 


CONHCO 




CH2CH2SO3H 


3-1588 


5 


CONHCO 




Z-1 


3-1589 


5 


CONHCO 




Z-2 
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Tiilih3(WBt.) 



No. 


Ir 


A 


R 


dI 


3-1590 


5 


CONHCO 


— 


Z-3 


3-1591 


5 


CONHCO 


— 


Z-4 


3-1592 


5 


CONHCO 


— 


Z-5 


3-1593 


5 


CONHCO 


— 


Z-6 


3-1594 


5 


CONHCO 


— 


Z-7 


3-1595 


5 


CONHCO 


— 


Z-8 


3-1596 


5 


CONHCO 


— 


Z-9 


3-1597 


5 


CONHCO 


— 


Z-10 


3-1598 


5 


CONHCO 


— 


Z-11 


3-1599 


5 


CONHCO 


— 


Z-12 


3-1600 


5 


CONHCO 


— 


3-Py 


3-1601 


5 


CONHCO 


— 


4-Py 


3-1602 


5 


CON(Ac)CO 


— 


H 


3-1603 


5 


CON(Ac)CO 


— 


Ph 


3-1604 


5 


CON(Ac)CO 


— 


2-Me-Ph 


3-1605 


5 


CON(Ac)CO 




4-Me-Ph 


3-1606 


5 


CON(Ac)CO 




2,4-diMe-Ph 


3-1607 


5 


CON(Ac)CO 




3,4-diMe-Ph 


3-1608 


5 


CON(Ac)CO 




2-(CF3)Ph 


3-1609 


5 


CON(Ac)CO 


— 


4-(CF3)Ph 


3-1610 


5 


CON(Ac)CO 


— 


2-MeOPh 


3-1611 


5 


CON(Ac)CO 


— 


4-MeOPh 


3-1612 


5 


CON(AcX:0 




2-EtOPh 


3-1613 


5 


CON(Ac)CO 




4.EtOPli 


3-1614 


5 


CON(Ac)CO 




2-HOPh 


3-1615 


5 


CON(Ac)CO 




4-HOPh 


3-1616 


5 


CON(Ac)CO 




2-(HOOC)Ph 
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Table 3 (cnntA 



Cpd. 
No. 


k 


A 


B 


Rl 


^~101 f 










^.1^1 ft 

•3*101 o 


< 




















< 










c 








1 1 

3- 1 OZZ 


c 
J 








3-1 523 


5 


CUrN(AC)CU 




4-(/BuUUC)rn 


3-1624 


5 


CON(Ac)CO 




2-Cl-Hl 


3-1625 


5 


CON(Ac)CO 




4-Cl-Ph 


.3" I OXO 


D 








3-1627 


5 


CON(Ac)CO 




4-Br-Ph 


3-1628 


5 


CON(Ac)CO 




2-I-Ph 


3-1629 


5 


CON(Ac)CO 





4-I-Ph 


3-1630 


5 


CON(Ac)CO 





2-N02-Ph 


3-1631 


5 


CON(Ac)CO 





4-N02-Ph 


3-1632 


5 


CON(Ac)CO 





2-NH2-I* 


3-1633 


5 


CON(Ac)CO 





4-NH2-Ph 


3-1634 


5 


CON(Ac)CO 





2-(H03S)Ph 


3-1635 


5 


CON(Ac)CO 




4-(H03S)Pli 


3-1636 


5 


CON(Ac)CO 




2-(NH202S)Ph 


3-1637 


5 


CON(Ac)CO 




4-(NH202S)Ph 


3-1638 


5 


CON(Ac)CO 




2-CN-Ph 


3-1639 


5 


CON(Ac)CO 




4-CN-Ph 


3-1640 


5 


CON(Ac)CO 




2-(HOCH2)Ph 


3-1641 


5 


CON(Ac)CO 




4^0CH2)Ph 


3-1642 


5 


CON(Ac)CO 




Me 
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TablcSCcoBt.) 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1643 


5 


CON(Ac)CO 




Et 


3-1644 


5 


CON(Ac)CO 




Pr 


3-1645 


5 


CON(Ac)CO 




iPr 


3-1646 


5 


CON(Ac)CO 




Bu 


3-1647 


5 


CON(Ac)CO 




HOOCCH2- 


3-1648 


5 


CON(Ac)CO 




MeOOCCH2- 


3-1649 


5 


CONrAc)CO 




MeCHfCOOH^ 


3-1650 


5 


CONfAc)CO 




HOOC-fCHo^i- 










MeUrl(^\JUMe ) 




c 








J- i Oj^ 


c 


l-- V-fIN ^AC ^^l^ 






3-1654 


5 


CONfAc)CO 




1-HOOC-iPn 

M. —J. iV^Vy ix lA 


3-1655 


5 


CONfAc^CO 






3-1656 


5 


CONfAc)CO 




1 -HOOC-2.Me-Bu 


3-1657 


5 


CON(Ac)CO 




1 -MeOOC-2-Me-Bu 


3-1658 


5 


CONfAc^CO 




V^XAvV^XXVuVyxXA 




< 






Z-1 


^ 1 AAA 








Z-2 


J- 1001 


c 
D 


1^ wiN (AC \J 






J-lOOx 


c 

D 






Z-4 


J- 100 J 


c 
J 


CUIN(ACJCU 




Z-5 


3-1664 


5 


V./ V^l^ Y""** /wV/ 






3-1665 


5 


CON(Ac)CO 




Z-7 


3-1666 


5 


CON(Ac)CO 




Z-8 


3-1667 


5 


CON(Ac)CO 




Z-9 


3-1668 


5 


CON(Ac)CO 




Z-10 
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Cpd. 
No. 


k 


A 


B 


Rl 


3-1669 


5 


CON(Ac)CO 




'Til 


3-1670 


5 


CON(Ac)CO 




Z-12 


3-1671 


5 


CON(Ac)CO 




3-Py 


3-1672 


5 


CON(Ac)CO 




4-Py 


3-1673 


5 


CONHCO 


NH 


H 


3-1674 


5 


CONHCO 


NH 


Ph 


j-l 0 / J 


c 

J 




iNri 


z-jvie-rji 


3-1676 


5 


CONHCO 


NH 


4-Me-Ph 


3-1677 


5 


CONHCO 


NH 


2,4-diMe-Ph 


3-1678 


5 


CONHCO 


NH 


3 4-diMe-Ph 


3-1679 


5 


CONHCO 


NH 


2^CF'i)Ph 


3-1680 


5 


CONHCO 


NH 


4-(CF3)Pn 


3-1681 


5 


CONHCO 


NH 


2-MeOPh 


3-1682 


5 


CONHCO 


NH 


4-MeOPh 


3-1683 


5 


CONHCO 


NH 


2-EtOPh 


3-1684 


5 


CONHCO 


NH 


4-EtOPh 


3-1685 


5 


CONHCO 


NH 


2-HOPh 


3-1686 


5 


CONHCO 


NH 


4-HOPh 


3-1687 


5 


CONHCO 


NH 


2-(HOOC)Ph 


3-1688 


5 


CONHCO 


NH 


4-(H00C)Ph 


3-1689 


5 


CONHCO 


NH 


2-{MeOOC)Ph 


3-1690 


5 


CONHCO 


NH 


4-(MeOOC)Ph 


3-1691 


5 


CONHCO 


NH 


2-(EtOOC)Ph 


3-1692 


5 


CONHCO 


NH 


4-(EtOOC)Ph 


3-1693 


5 


CONHCO 


NH 


2-(/BuOOC)Ph 


3-1694 


5 


CONHCO 


NH 


4-(/BuOOC)Ph 


3-1695 


5 


CONHCO 


NH 


2-a-Ph 
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Tahle3fc<mt.^ 



No. 


If 


A 




n1 
R* 


3-1696 


5 


CONHCO 


NH 


4-Cl-Ph 


3^1697 


5 


CONHCO 


NH 


2-Br-Ph 


3-1698 


5 


CONHCO 


NH 


4-Br-Ph 








IN 11 




3-1700 


5 


CONHCO 


NH 


4-I-Ph 


3-1701 


5 


CONHCO 


NH 


2-N02-Ph 


3-1702 


5 


CONHCO 


NH 


4-N02-Ph 


3-1703 


5 


CONHCO 


NH 


2-NH2-Ph 


3-1704 


5 


CONHCO 


NH 


4-NH2-Ph 


3-1705 


5 


CONHCO 


NH 


2-(HOiS)Ph 


3-170O 


c 
J 




rill 




3-1 7U/ 


c 


UUJNrW^U 


iNn 


z-^i>iri2'-'2^ 


3-1708 


5 


CONHCO 


XTTJ 

NH 


4-(NH2U2'5)°n 


3-1709 


5 


CONHCO 


NH 


2-CN-Ph 


3-1710 


5 


CONHCO 


NH 


4-CN-Ph 


3-1711 


5 


CONHCO 


NH 


2-(HOCH2)Ph 


3-1712 


5 


CONHCO 


NH 


4-(HOCH2)Ph 


3-1713 


5 


CONHCO 


NH 


Me 


3-1714 


5 


CONHCO 


NH 


Et 


3-1715 


5 


CONHCO 


NH 


Pr 


3-1716 


5 


CONHCO 


NH 


iPr 


"X-l 71 7 
j-l 1 I f 


« 

J 








3-1718 


5 


CONHCO 


NH 


HOOCCH2- 


3-1719 


5 


CONHCO 


NH 


MeOOCCH2- 


3-1720 


5 


CONHCO 


NH 


MeCH(COOH) 


3-1721 


5 


CONHCO 


NH 


HOOC-(CH2)2- 
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Cpd. 
No. 


k 


A 


B 


Rl 




< 














NTT 






J 




MIT 
INxl 




3-1725 


5 


CONHCO 


NH 


1-HOOC-iPn 


3-1726 


5 


CONHCO 


NH 


l-MeOOC-/Pn 

Ji A.TXWV/X^^/ f, Al 


3-1727 


5 


CONHCO 


NH 


l-HOOC-2-Me-Bu 


3-1728 


5 


CONHCO 


NH 


l-McOOC-2-Mc-Bu 


3-1729 


5 


CONHCO 


NH 


CH2CH2SO3H 




D 




XTW 


riv/ 




c 

J 




INXl 


IVICU 


1 1 710 


c 

J 




"WTT 

INrl 




3-1 /j3 


< 

J 




INrl 


rnJ 


3-1734 


< 

J 




XTXJ 

INrl 


ixTU 


3-1735 


5 


CONHCO 


VTTT 

NH 


BuO 


3-1736 


5 


CONHCO 


VTTT 

NH 


iBuO 


3-1737 


5 


CONHCO 


VTTT 

NH 


5BuO 


3-1738 


5 


CONHCO 


VTTT 

NH 


/BuO 


1 1 TOO 

3-1739 






VTTT 

Nrl 


TT--/^ 

rixU 


3-1 /4U 






KTU 

iNrl 


"DUO 

rnu 


3-1 /4I 






INrl 


tJnu 


3-1 /4a 






INrl 


^-1 


3-1743 


< 




xnx 






< 








3-1745 


5 


CONHCO 


NH 


Z-4 


3-1746 


5 


CONHCO 


NH 


Z-5 


3-1747 


5 


CONHCO 


NH 


Z-6 


3-1748 


5 


CONHCO 


NH 


Z-7 
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Table 3 (cont.\ 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1749 


5 


CONHCO 


NH 


Z-8 


3-1750 


5 


CONHCO 


NH 


Z-9 


3-1751 


5 


CONHCO 


NH 


Z-10 


3-1752 


5 


CONHCO 


NH 


Z-11 


3-1753 


5 


CONHCO 


NH 


Z-12 


3-1754 


5 


CONHCO 


NH 


3-Py 


3-1755 


5 


CONHCO 


NH 


4-Py 


^-1 /DO 


c 

D 






n 


"2 1 ncn 
D'i / j / 


c 
J 










c 
J 








3-1759 


5 








3-1 750 


c 






z,4-cuiMe-Jrii 


3-17ol 


c 


CUrMrloU2 






1 1 "TjO 

3-170Z 




Cl-llNilov;2 




7 /'n7-*^PK 


J- I iOj 


D 










c 


^viNnov^2 




^'JM.6\./lrJl 




c 


IN no vy2 






j-1 /OD 




wv./i>inoVd^2 






^-1/0/ 










3-170o 










J- 1 / u> 




vi^ nov/2 




4-HOPh 


3-1770 


5 


CONHSO2 




2^00QPh 


3-1771 


5 


CONHSO2 




4-(HOOC)Ph 


3-1772 


5 


CONHSO2 




2-(MeOOQPh 


3-1773 


5 


CONHSO2 




4-(MeOOC)Ph 
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TabteKcontJ 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1774 


5 


CONHSO2 


— 


2.(EtOOQPh 


3-1775 


5 


CONHSO2 


— 


4-(EtOOC)Ph 


3-1776 


5 


CONHSO2 


— 


2-(/BuOOC)Ph 


3-1777 


5 


CONHSO2 


— 


4-(/BuOOC)Ph 


3-1778 


5 


CONHSO2 


— 


2-Cl-Ph 


3-1779 


5 


CONHSO2 


— 


4-Cl-Ph 


3-1780 


5 


CONHSO2 


— 


2-Br-Ph 


3-1781 


5 


CONHSO2 


— 


4-Br-Ph 


3-1782 


5 


CONHSO2 


— 


2-I-Ph 


3-1783 


5 


CONHSO2 


— 


4-I-Ph 


3-1784 


5 


CONHSO2 


— 


2-N02-Ph 


3-1785 


5 


CONHSO2 


— 


4-N02-Ph 


3-1786 


5 


CONHSO2 


— 


2-NH2-Ph 


3-1787 


5 


CONHSO2 


— 


4-NH2-Ph 


3-1788 


5 


CONHSO2 


— 


2.(H03S)Ph 


3-1789 


5 


CONHSO2 


— 


4-(H03S)Ph 


3-1790 


5 


CONHSO2 


— 


2-(NH202S)Ph 


3-1791 


5 


CONHSO2 


— 


4-(NH202S)Ph 


3-1792 


5 


CONHSO2 


— 


2-CN.Ph 


3-1793 


5 


CONHSO2 


— 


4-CN-Ph 


3-1794 


5 


CONHSO2 




2-(HOCH2)Ph 


3-1795 


5 


CONHSO2 




4<HOCH2)Ph 


3-1796 


5 


CONHSO2 




Me 


3-1797 


5 


CONHSO2 




Et 
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TaMg3(wnt.) 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1798 


5 


CONHSO2 


— 


Pr 


3-1799 


5 


CONHSO2 


— 


iPr 


3-1800 


5 


CONHSO2 


— 


Bu 


3-1801 


5 


CONHSO2 


— 


HOOCCH2- 


3-1802 


5 


CONHSO2 


— 


MeOOCCH2- 


3-1803 


5 


CONHSO2 


— 


MeCH(COOH) 


3-1804 


5 


CONHSO2 





HOOC-(CH2)2- 


3-180S 


5 


CONHSO2 




MeCH(COOMe) 


3-1806 


5 


CONHSO2 





1-HOOC-iBu 


3-1807 


5 


CONHSO2 





1-MeOOC-iBu 


3-1808 


5 


CONHSO2 





1-HOOC-iPn 


3-1809 


5 


CONHSO2 





1-MeOOC-iPn 


3-1810 


5 


CONHSO2 




l-HOOC-2-Me-Bu 


3-1811 


5 


CONHSO2 




l-MeOOC-2-Me-Bu 


3-1812 


5 


CONHSO2 




CH2CH2SO3H 


3-1813 


5 


CONHSO2 





OH 


3-1814 


5 


CONHSO2 





MeO 


3-1815 


5 


CONHSO2 





EtO 


3-1816 


5 


CONHSO2 





PiO 


3-1817 


5 


CONHSO2 


— 


jPrO 


3-1818 


5 


CONHSO2 




BuO 


3-1819 


5 


CONHSO2 




iBuO 


3-1820 


5 


CONHSO2 




5BuO 


3-1821 


5 


CONHSO2 




/BuO 
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Table3(coDU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1822 


5 


CONHSO2 


— 


HxO 


3-1823 


5 


CONHSO2 


— 


PhO 


3-1824 


5 


CONHSO2 


— 


BnO 


3-1825 


5 


CONHSO2 


— 


Z-1 


3-1826 


5 


CONHSO2 


^ — 


Z-2 


3-1827 


5 


CONHSO2 


— 


Z-3 


3-1828 


5 


CONHSO2 


— 


Z-4 


3-1829 


5 


CONHSO2 


— 


Z-5 


3-1830 


5 


CONHSO2 


— 


Z.6 


3-1831 


5 


CONHSO2 


— 


Z-7 


3-1832 


5 


CONHSO2 


— 


Z-8 


3-1833 


5 


CONHSO2 


— 


Z-9 


3-1834 


5 


CONHSO2 


— 


Z-10 


3-1835 


5 


CONHSO2 


— 


Z-11 


3-1836 


5 


CONHSO2 


— 


z-1 2 


3-1837 


5 


CONHSO2 


— 


3-Py 


3-1838 


5 


CONHSO2 


— 


4-Py 


3-1839 


5 


CONHSO2 


NH 


H 


3-1840 


5 


CONHSO2 


NH 


Ph 


3-1841 


5 


CONHSO2 


NH 


2-Me-Ph 


3-1842 


5 


CONHSO2 


NH 


4-Me-Ph 


3-1843 


5 


CONHSO2 


NH 


2,4-diMe-Ph 


3-1844 


5 


CONHSO2 


NH 


3,4-diMe-Ph 


3-1845 


5 


CONHSO2 


NH 


2-(CF3)Ph 
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Cpd. 

NO. 


k 


A 


B 


Rl 


3-1846 


5 


CONHSO2 


NH 


4-(CF3)Ph 


3-1847 


5 


CONHSO2 


NH 


2-MeOPh 


3-1848 


5 


CONHSO2 


NH 


4-MeOPh 


3-1849 


5 


CONHSO2 


NH 


2-EtOPh 


3-1850 


5 


CONHSO2 


NH 


4-EtOPh 


3-1851 


5 


CONHSO2 


NH 


2-HOPh 


3-1852 


5 


CONHSO2 


NH 


4-HOPh 


3-1853 


5 


CONHSO2 


NH 


2-(H00C)Ph 


3-1854 


5 


CONHSO2 


NH 


4-(HOOC)Ph 


3-1855 


5 


CONHSO2 


NH 


2-(MeOOC)Ph 


3-1856 


5 


CONHSO2 


NH 


4-(MeOOC)Ph 


3-1857 


5 


CONHSO2 


NH 


2-(EtOOC)Ph 


3-1858 


5 


CONHSO2 


NH 


4-(EtOOC)Ph 


3-1859 


5 


CONHSO2 


NH 


2-(fBuCX)C)Ph 


3-1860 


5 


CONHSO2 


NH 


4-(rBuOOC)Ph 


3-1861 


5 


C0NHSC)2 


NH 


2-Cl-Ph 


3-1862 


5 


CONHSO2 


NH 


4-Cl-Ph 


3-1863 


5 


CONHSO2 


NH 


2-Br-Ph 


3-1864 


5 


CONHSO2 


NH 


4-Br-Ph 


3-1865 


5 


CONHSO2 


NH 


2-I-Ph 


3-1866 


5 


CONHSO2 


NH 


4-I-Ph 


3-1867 


5 


CONHSC)2 


NH 


2-N02-Ph 


3-1868 


5 


CONHSO2 


NH 


4-N02-Ph 


3-1869 


5 


CONHSO2 


NH 


2-NH2-Ph 
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Cpd. 
No. 


K 


A 


15 


Rl 


3-1870 


5 


CONHSO2 


NH 


4-NH2-Ph 


3-1871 


5 


CONHSO2 


NH 


2.(H03S)Ph 


3-1872 


5 


CONHSO2 


NH 


4-(H03S)Ph 


3-1873 


5 


CONHSO2 


NH 


2-(NH202S)Ph 


3-1874 


5 


CONHSO2 


NH 


4-(NH202S)Ph 


3-1875 


5 


CONHSO2 


NH 


2-CN-Ph 


3-1876 


5 


CONHSO2 


NH 


4-CN-Ph 


3-1877 


5 


CONHSO2 


NH 


2-(HOCH2)Ph 


3-1878 


5 


CONHSO2 


NH 


4-(HOCH2)Ph 


3-1879 


5 


CONHSO2 


NH 


Me 


3-1880 


5 


CONHSO2 


NH 


Et 


3-1881 


5 


CONHSO2 


NH 


Pr 


3-1882 


5 


CONHSO2 


NH 


iPr 


3-1883 


5 


CONHSO2 


NH 


Bu 


3-1884 


5 


CONHSO2 


NH 


HOOCCH2- 


3-1 885 


5 


CONHSO2 


NH 


MeOCX:CH2- 


3-1886 


5 


CONHSO2 


NH 


MeCH(COOH) 


3-1887 


5 


CONHSO2 


NH 


HOOC-(CH2)2- 


3-1888 


5 


CONHSO2 


NH 


MeCH(COOMe) 


3-1889 


5 


CONHSO2 


NH 


1-HOOC-fBu 


3-1890 


5 


CONHSO2 


NH 


1-MeOOC-au 


3-1891 


5 


CONHSO2 


NH 


1-HOOC-iPn 


3-1892 


5 


CONHSO2 


NH 


1-MeOOC-iPn 


3-1893 


5 


CONHSO2 


NH 


l-HOOC-2-Me-Bu 
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T«l)te3(cont.) 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1894 


5 


CONHSO2 


NH 


l-MeOOC-2-Me-Bu 


3-1895 


5 


CONHSO2 


NH 


CH2CH2SO3H 


3-1896 


5 


CONHSO2 


NH 


OH 


3-1897 


5 


CONHSO2 


NH 


MeO 


3-1898 


5 


CONHSO2 


NH 


EtO 


3-1899 


5 


CONHSO2 


NH 


PiO 


3-1900 


5 


CONHSO2 


NH 


iPiO 


3-1901 


5 


CONHSO2 


NH 


BuO 


3-1902 


5 


CONHSO2 


NH 


iBuO 


3-1903 


5 


CONHSO2 


NH 


sBuO 


3-1904 


5 


CONHSO2 


NH 


tBnO 


3-1905 


5 


CONHSO2 


NH 


HxO 


3-1906 


5 


CONHSO2 


NH 


PhO 


3-1907 


5 


CONHSO2 


NH 


BnO 


3-1908 


5 


CONHSO2 


NH 


Z-1 


3-1909 


5 


CONHSO2 


NH 


Z-2 


3-1910 


5 


CONHSO2 


NH 


Z-3 


3-1911 


5 


CONHSO2 


NH 


Z-4 


3-1912 


5 


CONHSO2 


NH 


Z-5 


3-1913 


5 


CONHSO2 


NH 


Z-6 


3-1914 


5 


CONHSO2 


NH 


Z-7 


3-1915 


5 


CONHSO2 


NH 


Z-8 


3-1916 


5 


CONHSO2 


NH 


Z-9 


3-1917 


5 


CONHSO2 


NH 


Z-10 
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Table 3 (conU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-1918 


5 


CONHSO2 


NH 


Z-11 


3-1919 


5 


CONHSO2 


NH 


Z-12 


3-1920 


5 


CONHSO2 


NH 


3-Py 


3-1921 


5 


CONHSO2 


NH 


4-Py 










TT 

rl 


1 1 oil 








rn 


3-1924 


5 


NHCO 




2-Me-Ph 


3-1925 


5 


NHCO 




4-Me-Ph 


3-1926 


5 


NHCO 




2,4-diMe-Ph 


3-1927 


5 


NHCO 




3.4-diMe-Ph 


3-1928 


5 


NHCO 




2-(CF3)Ph 


3-1929 


5 


NHCO 




4-fCF'»)Ph 














< 










c 






Z-JbtUrli 




J 






4-JtitUFn 




c 

J 






2-HOrn 




c 






4-rlUrn 




< 


I>lrlL/VJ 




2-(HCXXx)Ph 


J- 1 y J / 


f 
J 






4-(ilUUC)rn 




c 

J 








3-1939 


5 


NHCO 




4-fMeOOC^Ph 


3-1940 


5 


NHCO 




2-(EtOOC)Ph 


3-1941 


5 


NHCO 




4-(EtOOC)Ph 


3-1942 


5 


NHCO 




2-(/BuOOC)Ph 


3-1943 


5 


NHCO 




4-(/BuOOC)Ph 
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Tiihte^rcont.^ 



Cpd. 
No. 


k 


A 


B 


r1 


3-1944 


5 


NHCO 




2-Cl-Ph 


3-1945 


5 


NHCO 


' ' ■ 


4-Cl-Ph 


3-1946 


5 


NHCO 




2-Br-Ph 












3-1948 


5 


NHCO 




2-I-Ph 


3-1949 


5 


NHCO 




4-I-Ph 


3-1950 


5 


NHCO 




2-N02-Ph 


3-1951 


5 


NHCO 





4-N02-Ph 


3-1952 


5 


NHCO 





2-NH2-Ph 


3-1953 


5 


NHCO 




4-NH2-Ph 


3-1954 


5 


NHCO 




2-(H03S)Ph 


3-1955 


5 


NHCO 




4-(H03S)Ph 


3-1956 


5 


NHCO 




2-fNHoQ>S)Ph 


3-1957 


5 


NHCO 




4-(NHoO'>S)Ph 






IN XT V-^ LI 








c 

J 


















3-1961 


5 


NHCO 




4-(HOCH2)Pn 


3-1962 


5 


NHCO 




Me 


3-1963 


5 


NHCO 




Et 






NHCO 




Pr 


3-1965 


5 


NHCO 




iPr 


3-1966 


5 


NHCO 




Bu 


3-1967 


5 


NHCO 




HOOCCH2- 


3-1968 


5 


NHCO 




MeOOCCH2- 
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T»Me3fCTet.) 



Cpd. 
No. 


k 


A 


B 


Rl 






















'^-1 071 


J 






MeCHCCOOMe^ 




J 






l-HOOC-iBu 












"^-.l 07A 








1 .HOOr-2-Vfe-Bu 


1-1 07S 


< 








3-1976 


5 


NHCO 




MeO 


3-1977 


5 


NHCO 




EtO 


3-1978 


5 


NHCO 


~~~~ 


PrO 


3-1979 


5 


NHCO 




Z-1 


3-1980 


5 


NHCO 




Z-2 


3-1981 


5 


NHCO 





Z-3 


3-1982 


5 


NHCO 




Z-4 


3-1983 


5 


NHCO 


— 


Z-5 


3-1984 


5 


NHCO 




Z-6 


3-1985 


5 


NHCO 


~— — ' 


Z-7 


3-1986 


5 


NHCO 




Z-8 


3-1987 


5 


NHCO 




Z-9 


3-1988 


5 


NHCO 




Z-10 


3-1989 


5 


NHCO 




Z-11 


3-1990 


5 


NHCO 




Z-12 


3-1991 


5 


NHCO 




3.Py 


3-1992 


5 


NHCO 




4-Py 


3-1993 


5 


NHCO 


NH 


H 


3-1994 


5 


NHCO 


NH 


Ph 


3-1995 


5 


NHCO 


NH 


2'Me-Ph 
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TabIe3(cQiit.) 



Cpd. 
No. 


k 


A 


B 




3-1996 


5 


NHCO 


NH 


4-Me-Ph 


3-1997 


5 


NHCO 


NH 


2,4-diMe-Ph 


3-1998 


5 


NHCO 


NH 


3,4.<liMe.Ph 


3-1999 


5 


NHCO 


NH 


2-(CF3)Ph 


3-2000 


5 


NHCO 


NH 


4.{CF^)Ph 


3-2001 


5 


Nrlt/U 


NH 


2-MeUJrII 


3-2002 


5 


NHCO 


NH 


4-MeUril 


3-2003 


c 


NciCU 


XTU 


Z-X^iLlx^II 


3-2004 


c 




IN XI 


•r-ClV-rX^ll 


3-zOO^ 






IN 11 


9-HnPh 


3-200O 


J 




IN XI 


*f-nv/x^n 


3-Z007 


c 

D 




XTTJ 

iNxl 




3-ZOOo 


c 
D 




VTLT 
IN XI 


A-rHonr ^Ph 


3-2009 


5 




JNXl 




3-2010 


5 


NHCO 


XTTJ 

NH 




3-201 1 


5 


NHCO 


NH 


2-(lltOOCjrll 


3-2012 


5 


NHCO 


XTTJ 

NH 


4-(litOOCjl'll 


3-2013 


5 


NHCO 


XTTJ 

NH 


2-(«JuOOC)Fn 


3-2014 


5 


VTTjr/^/~\ 

NHCO 


XTU 

Nil 


4-(/xJuUUC n 


3-2015 


5 


NHCO 


Nil 




3-201 o 




InMCU 


XTW 

iNrl 


il-T*! PVi 


3-2017 


5 


NHCO 


NH 


2.Br-Ph 


3-2018 


5 


NHCO 


NH 


4-Br.Ph 


3-2019 


5 


NHCO 


NH 


2-I-Ph 


3-2020 


5 


NHCO 


NH 


4.I.Ph 


3-2021 


5 


NHCO 


NH 


2-N02-Ph 


3-2022 


5 


NHCO 


NH 


4-N02-Ph 



296 



EP 0 869 126 A1 



Tahlearcont.^ 



Cpd. 

IHO, 


k 


A 


B 


Rl 


3-2023 


5 


NHCO 


NH 


2-NH2-Ph 


3-2024 


5 


NHCO 


NH 


4-NH2-Ph 


3-202S 


5 


NHCO 


NH 


2-(H03S)Ph 


3-2026 


■J 


NHCO 


NH 






5 


NHCO 


NH 








ISIHPO 


NH 




3-2029 


5 


NHCO 


NH 


2-CN-Ph 


3-2030 


5 


NHCO 


NH 


4-CN-Ph 


3-2031 


5 


NHCO 


NH 


2-(HOCH2)Ph 


3-2032 


5 


NHCO 


NH 


4-(HOCH2)Ph 


3-2033 


5 


NHCO 


NH 


Me 


3-2034 


5 


NHCO 


NH 


Et 


3-2035 


5 


NHCO 


NH 


Pr 


3-2036 


5 


NHCO 


NH 


iPr 




< 




Pin 






s 
«^ 








3-2039 


5 


NHCO 


NH 


MeOOCCH2- 


3-2040 


5 


NHCO 


NH 


MeCH(COOH) 


3-2041 


5 


NHCO 


NH 


HOOC<CH2)2- 


3-2042 


5 


NHCO 


NH 


MeCH(COOMe) 


3-2043 


5 


NHCO 


NH 


l-HOOC-iBu 


3-2044 


5 


NHCO 


NH 


l-MeOOC-iBu 


3-2045 


5 


NHCO 


NH 


1-HOOC-iPn 


3-2046 


5 


NHCO 


NH 


1-MeOOC-iPn 


3-2047 


5 


NHCO 


NH 


I-HOOC-2-Me-Bu 


3-2048 


5 


NHCO 


NH 


l-MeOOC-2-Me-Bu 
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TableareanU 



Cpd. 
No. 


k 


A 


B 




3.2049 






NH 




3-2050 


c 

5 


NHCO 


XTTT 

NH 


/%TT 

OH 


3-205 1 


5 


NHCO 


XTTT 

NH 


MeO 


3-2052 


5 


NHCO 


XTTT 

NH 


EtO 


3-2U53 


c 

J 


NHCU 




Pro 


3-2054 


5 


NHCO 


XTTT 

NH 


iPrO 


3-2055 


5 


NHCO 


NH 


BuO 


3-2056 


5 


NHCO 


NH 


iBuO 


3-2057 


5 


NHCO 


NH 


5BuO 


3-2058 


5 


NHCO 


NH 


rBuO 


3-2059 


5 


NHCO 


NH 


HxO 


3-2060 


5 


NHCO 


NH 


PhO 


3-2061 


5 


NHCO 


NH 


BnO 


3-2062 


5 


NHCO 


NH 


Z-1 


3-2063 


5 


NHCO 


NH 


Z-2 


3-2064 


5 


NHCO 


NH 


Z-3 


3-2065 


5 


NHCO 


NH 


Z-4 


3-2066 


5 


NHCO 


NH 


Z.5 


3-2067 


5 


NHCO 


NH 


Z-6 


3-2068 


5 


NHCO 


NH 


Z-7 


3-2069 


5 


NHCO 


NH 


Z-8 


3-2070 


5 


NHCO 


NH 


Z.9 


J-207 1 






NH 


Z-10 


3-2072 


5 


NHCO 


NH 


Z-11 


3-2073 


5 


NHCO 


NH 


Z-12 


3-2074 


5 


NHCO 


NH 


3-Py 


3-2075 


5 


NHCO 


NH 


4-Py 
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Cpd. 
No. 


k 


A 


B 




3-2076 


5 


NHCO 


NMe 


Ph 


3-2077 


5 


NHCO 


NMe 


2-Me-rn 










**-ivic-jrii 




< 






i ,'MUMe-rn 


3*2080 


5 


NHCO 


NMe 


3,4-<uMe-rn 


3-2081 


5 


NHCO 


NMe 


2-(CF3)Pn 


3-2082 


5 


NHCO 


NMe 


4-(CF3)Ph 


3-2083 


5 


NHCO 


NMe 


2-MeOPh 


3-2084 


5 


NHCO 


NMe 


4-MeOPh 


3-2085 


5 


NHCO 


NMe 


2-EtOPh 


3-2086 


5 


NHCO 


NMe 


4-EtOPh 


3-2087 


5 


NHCO 


NMe 


2-HOPh 


3-2088 


5 


NHCO 


NMe 


4-HOPh 


3-2089 


5 


NHCO 


NMe 


2-(HOOC)Ph 


3-2090 


5 


NHCO 


NMe 


4-(HOOC)Ph 


3-2091 


5 


NHCO 


NMe 


2-(MeOOC)Ph 


3-2092 


5 


NHCO 


NMe 


4-{MeOOC)Ph 


3-2093 


5 


NHCO 


NMe 


2-(EtOOC)Ph 


3-2094 


5 


NHCO 


NMe 


4-(EtOOC)Ph 


3-2095 


5 


NHCO 


NMe 


2-(/BuOOC)Ph 


3-2096 


5 


NHCO 


NMe 


4.(/BuOOC)Ph 


3-2097 


5 


NHCO 


NMe 


2<:i-Ph 


3-2098 


5 


NHCO 


NMe 


4-Cl-Ph 


3-2099 


5 


NHCO 


NMe 


2-Br-Ph 


3-2100 


5 


NHCO 


NMe 


4-Br-Ph 


3-2101 


5 


NHCO 


NMe 


2-I-Ph 


3-2102 


5 


NHCO 


NMe 


4-I-Ph 
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Cpd. 

Mn 
iNO. 


k 


A 


B 


Rl 


3-2103 


5 


NHCO 


NMe 


2-N02-Ph 


3-2104 


5 


NHCO 


NMe 


4-N02-Ph 


3-2105 


5 


NHCO 


NMe 


2-NH2-Ph 


3-2106 


5 


NHCO 


NMe 


4-NH2-Ph 


3-2107 


5 


NHCO 


NMe 


2^03S)Ph 


3-2108 


5 


NHCO 


NMe 


4-^HOiS^Ph 


3-2109 


5 


NHCO 


NMe 


2-fNHoOoS)Ph 


3-2110 


5 


NHCO 


NMe 


4-fNH'>0'>S)Ph 


j-zi 1 1 




Nn\AJ 


NMe 






< 




iNMc 




O ^ 1 1 'I 

3-2113 


< 

5 




NMe 


2-(HOCH2)Pn 


3-2114 


5 


NHCO 


NMe 


4-(HOCH2)Ph 


3-2115 


5 


NHCO 


NMe 


Me 


3-2116 


5 


NHCO 


NMe 


Et 


3-2117 


5 


NHCO 


NMe 


Pr 


3-2118 


5 


NHCO 


NMe 


ePt 


3-2119 


5 


NHCO 


NMe 


Bu 


3-2120 


5 


NHCO 


NMe 


HOOCCHo- 


J-Z121 


5 


NHCO 


NMe 


MeOOCCH2- 


3-2122 


5 


NHCO 


NMe 


MeCH(COOH) 


3-2123 


5 


NHCO 


NMe 


HOOC-(CH2)2- 


3-2124 


5 


NHCO 


NMe 


MeCH(COOMe) 


3-2125 


5 


NHCO 


NMe 


1-HOOC-iBu 


3-2126 


5 


NHCO 


NMe 


1-MeOOC-iBu 


3-2127 


5 


NHCO 


NMe 


l-HOOC-fl»n 


3-2128 


5 


NHCO 


NMe 


l-MeOOC-»Pn 
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Table 3 (conU 



Cpd. 
No. 


k 


A 


B 


r1 

XX. 


3-2129 


5 


NHCO 


NMe 


l-HOOC-2-Me-Bu 


3-2130 


5 


NHCO 


NMe 


l-MeOOC-2-Me-Bu 


3-2131 


5 


NHCO 


NMe 


CH2CH2SO3H 


3-2132 


5 


NHCO 


NMe 


OH 


3-2133 


5 


NHCO 


NMe 


MeO 


3-2134 


5 


NHCO 


NMe 


EtO 


3-2135 


5 


NHCO 


NMe 


Pro 


3-2136 


5 


NHCO 


NMe 


/■PrO 


3-2137 


5 


NHCO 


NMe 


BuO 


3-2138 


5 


NHCO 


NMe 


iBuO 


3-2139 


5 


NHCO 


NMe 


5BuO 


3-2140 


5 


NHCO 


NMe 


iBuO 


3-2141 


5 


NHCO 


NMe 


HxO 


3-2142 


5 


NHCO 


NMe 


PhO 


3-2143 


5 


NHCO 


NMe 


BnO 


3-2144 


5 


NHCO 


NMe 


Z-1 


3-2145 


5 


NHCO 


NMe 


Z-2 


3-2146 


5 


NHCO 


NMe 


Z-3 


3-2147 


5 


NHCO 


NMe 


Z-4 


3-2148 


5 


NHCO 


NMe 


Z-5 


3-2149 


5 


NHCO 


NMe 


Z-6 


3-2150 


5 


NHCO 


NMe 


Z-7 


3-2151 


5 


NHCO 


NMe 


Z-8 


3-2152 


5 


NHCO 


NMe 


Z-9 


3-2153 


5 


NHCO 


NMe 


Z-10 


3-2154 


5 


NHCO 


NMe 


Z-U 


3-2155 


5 


NHCO 


NMe 


Z-12 



301 



EP 0 869 126 A1 



Tabte3fgniiO 



Cpd. 

No. 


k 


A 


B 




3-2156 


5 


NHCO 


NMe 


l.Pv 


3-2157 


5 


NHCO 


NMe 




3-2158 




NHCO 


INXXINXI 


n 








iNrUNXl 


Me 








iNHINri 


bt 








XTEJKTKiTA 

MrLNMe 


Me 




< 






cl 










IT 








iNn 


ii 


3-216^ 


J 




INn 


rtk 


3-2166 


5 


NHCONHNHCO 


NH 


2-Me-Ph 


3-2167 


5 


NHCONHNHCO 


NH 


4-Me-Ph 


3-2168 


5 


NHCONHNHCO 


NH 


2.4-diMe-Ph 


3-2169 


5 


NHCONHNHCO 


NH 


3,4-diMe-Ph 


3-2170 


5 


NHCONHNHCO 


NH 


2-(CF3)Ph 


3-2171 


5 


NHCONHNHCO 


NH 






D 




KTLJ 


2-MeOFn 






IN n ^ v^iN riiN w 


KTU 
iNXl 


4-MeUrn 


1-7 1 74 




IN ri v IN niN n w 


INrl 


Z-ctUrn 






MT-rr'OlsJTTMHr'O 
IN ri\^\^lN rilN tlv^y vy 


INrl 


AT2*i\OU 

4-littJrll 






IN n\-^wfN niNnv^vj 


KTU 

INn 


2-riUrn 


1-7177 




IN XlVrVylN niN £1 V/ w 


JNri 


A XJfXDU, 

4-rlUFll 


3-2178 


5 


NHCONHNHCO 


NH 




3-2179 


5 


NHCONHNHCO 


NH 


4-(HOOC)Ph 


3-2180 


5 


NHCONHNHCO 


NH 


2.(MeOOQPh 


3-2181 


5 


NHCONHNHCO 


NH 


4-(MeOOC)Ph 


3-2182 


5 


NHCONHNHCO 


NH 


2-(EtOOC)Ph 
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Cpd. 
No. 


k 


A 


B 


vl 


3-2183 


5 


NHCONHNHCO 


NH 


4-(EtOOQPh 


3-2184 


5 


NHCONHNHCO 


NH 


2-(/BuOOC)Ph 


3-2185 


5 


NHCONHNHCO 


NH 


4-(/BuOOC)Ph 


3-2186 


5 


NHCONHNHCO 


NH 


2-Cl.Ph 


3-2187 


5 


NHCONHNHCO 


NH 


4-Cl-Ph 


3-2188 


5 


NHCONHNHCO 


NH 


2-Br-Ph 


3-Zloy 






VTU 


4-Br-Fn 


3-2190 


5 


NHCONHNHCO 


NH 


2-I-Ph 


3-2191 


5 


NHCONHNHCO 


NH 


4.1-Ph 


3-2192 


5 


NHCONHNHCO 


NH 


2-N02-Ph 


3-2193 


5 


NHCONHNHCO 


NH 


4-N02-Ph 


3-2194 


5 


NHCONHNHCO 


NH 


2-NH2-Ph 


3-2195 


5 


NHCONHNHCO 


NH 


4-NH2-Ph 


3-2196 


5 


NHCONHNHCO 


NH 


2-(H03S)Ph 


3-2197 


5 


NHCONHNHCO 


NH 


•t^^^X X^^ JLJ /X 11 


3-2198 


5 


NHCONHNHCO 


NH 


2-^NH'^OoS^Ph 


3-2199 


5 


NHCONHNHCO 


NH 








VTti/"'i"kxriJvnti<-'r\ 
NrlCUNrlNHCO 


VTTJ 

NH 


2-CN-Ph 






NHCONriNMCU 


XTXX 

Nil 


4-CN-Pn 


3-221)2 


5 


NnCONnNHLU 


NH 


2-{HOCH2)Pn 


3-2203 


5 


NHCONHNHCO 


NH 


. 4-(HOCH2)Ph 


3-2204 


5 


NHCONHNHCO 


NH 


Me 


3-2205 


5 


NHCONHNHCO 


NH 


Et 


3-2206 


5 


NHCONHNHCO 


NH 


Pr 


3-2207 


5 


NHCONHNHCO 


NH 


iPr 


3-2208 


5 


NHCONHNHCO 


NH 


Bu 
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Tahiti (eonU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-2209 


5 


NHCONHNHCO 


NH 


HOOCCH2- 


3-2210 


5 


NHCONHNHCO 


NH 


MeOOCCH2- 


3-221 1 


5 


NHCONHNHCO 


NH 


MeCH(COOH) 


3-2212 


5 


NHCONHNHCO 


NH 


HOOC-rcHo)-)- 


3-2213 


5 


NHCONHNHCO 


xnr 
Nn 


MeC£l(CUUMe) 


3-2214 


5 


NHCONHNHCO 


Tk TTT 

NH 


1-HOOC-iBu 


3-2215 


5 


NHCONHNHCO 


NH 


1-MeOOC-iBu 


J-ZZ 1 D 


c 
J 






1 nvywV-/"!! 11 


J-ZZl / 


c 






1 -IVlCV-rV-A^-IxIl 










X ~XXx^Va/Vi<— X'1VXW'.D u 










1 -MeOnC-2-Me-Rii 

1 •ATI wvy v*» ^ xvi v^xj u 


'^-7000 


■J 


NHCONHNHCO 


NH 


CHoCHoSOiH 

vx X y wx Aj%^\^<x X 


3-2221 


5 


NHCONHNHCO 


NH 


/^TT 

OH 


3-2222 


5 


NHCONHNHCO 


VTTT 

NH 


MeO 


3-2223 


5 


NHCONHNHCO 


NH 


EtO 


3-2224 


5 


NHCONHNHCO 


V TT T 

NH 


T>_^V 

PrO 


3-2225 


5 


NHCONHNHCO 


NH 


/PiO 


3-2226 


5 


NHCONHNHCO 


NH 


BuO 


3-2227 


5 


NHCONHNHCO 


NH 


iBuO 


3-2228 


5 


NHCONHNHCO 


NH 


5BuO 


3-2229 


5 


^ WT.^^.^^V TV TTT^^.^^ 

NHCONHNHCO 


NH 


/BuO 


3-2230 


5 


NHCONHNHCO 


NH 


HxO 


3-ZZ31 




V TTT /^XTUrKJtJ/^ r\ 

JN rtl^UIN rliN rW^U 


INXl 




3-2232 


5 


NHCONHNHCO 


NH 


BnO 


3-2233 


5 


NHCONHNHCO 


NH 


Z-1 


3-2234 


5 


NHCONHNHCO 


NH 


Z-2 


3-2235 


5 


NHCONHNHCO 


NH 


Z-3 
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T>iMe3(coiit.) 



Cpd. 
No. 


k 


A 


B 




3-2236 


5 


NHCONHNHCO 


NH 


Z-4 


3-2237 


5 


NHCONHNHCO 


NH 


Z-S 


3-2238 


5 


NHCONHNHCO 


NH 


Z-6 


3-2239 


5 


NHCONHNHCO 


NH 


Z-7 


3-2240 


5 


NHCONHNHCO 


NH 


Z-8 


3-2241 


5 


NHCONHNHCO 


NH 


Z-9 


3-2242 


5 


NHCONHNHCO 


NH 


Z-10 


3-2243 


5 


NHCONHNHCO 


NH 


Z-11 


3-2244 


5 


NHCONHNHCO 


NH 


Z-12 


3-2245 


5 


NHCONHNHCO 


NH 


3.Py 


3-2246 


5 


NHCONHNHCO 


NH 


4-Py 


3-2247 


5 


NHCONHCO 




H 


3-2248 


5 


NHCONHCO 




Ph 


3-2249 


5 


NHCONHCO 




2-Me-rh 






NHCONHCO 




4-Me-Ph 


3-2251 




NHCONHCO 




2 4-diMe-Ph 






NHCONHCO 




J y*r'*uxx¥l«'~x II 






NHCONHCO 






3-2z54 


< 


NriCONnCO 




4-(Cr3Jrn 


3-2255 


5 


NHCONHCO 





2-MeOPh 


3-22S6 


5 


NHCONHCO 




4-MeOPh 


3-2257 


5 


NHCONHCO 




2-EtOPh 


3-22S8 


5 


NHCONHCO 




4-EtOPh 


3-2259 


5 


NHCONHCO 




2-HOPh 


3-2260 


5 


NHCONHCO 




4-HOPh 


3-2261 


5 


NHCONHCO 




2-(H00C)Ph 


3-2262 


5 


NHCONHCO 




4-(H00C)Ph 
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Cpd. 
No. 


k 


A 


B 




3-2263 


5 


NHCONHCO 


— 


2-(MeOOC)Ph 


3-2264 


5 


NHCONHCO 


— 


4-(MeOOC)Ph 


3-2265 


5 


NHCONHCO 




2-(EtOOC)Ph 


3-2266 


5 


NHCONHCO 


— 


4-(EtOOC)Ph 


3-2267 


5 


NHCONHCO 


— 


2-(fBuOOC)Ph 


3-2268 


5 


NHCONHCO 


— 


4-(*BuOOC)Ph 


3-2269 


5 


NHCONHCO 


— 


2-Cl-Ph 


3-2270 


5 


NHCONHCO 


— 


4-Cl-Ph 


3-2271 


5 


NHCONHCO 




2-Br-Ph 


3-2272 


5 


NHCONHCO 




4-Br-rn 












3-2274 


5 


NHCONHCO 




4-I-Ph 


3-2275 


5 


NHCONHCO 




2-N02-Ph 


3-2276 


5 


NHCONHCO 




4-N02-Ph 


3-2277 


5 


NHCONHCO 




2-NH2-Ph 


3-2278 


5 


NHCONHCO 




4-NH2-Ph 


3-2279 


5 


NHCONHCO 




2-(H03S)Ph 


3-2280 


5 


NHCONHCO 




4-fflO^S)Ph 


3-2281 


5 


NHCONHCO 




2-/NHoOoS^Ph 




c 






•t"^i^n2vy20 ^-t 11 


3-2283 


5 


NHCONHCO 




2-CN-Ph 




e 








3-2285 


5 


NHCONHCO 




2-(HOCH2)Ph 


3-2286 


5 


NHCONHCO 




4-(HOCH2)Ph 


3-2287 


5 


NHCONHCO 




Me 


3-2288 


5 


NHCONHCO 




Et 
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Cpd 
No. 


k 


A 


B 




3-2289 


5 


NHCONHCO 




Pr 


3-2290 


5 


NHCONHCO 




iPr 


3-2291 


5 


NHCONHCO 




Bu 


3-2292 


5 


NHCONHCO 


,11 


HOOCCH2- 


3-2293 


5 


NHCONHCO 




MeOOCCHo- 


3-2294 


5 


NHCONHCO 




MeCHfCOOH^ 












3-2296 


5 


NHCONHCO 




MeCH(COOMe) 


5-1231 


5 


NHCONliCO 




1-HOOC-loU 






IN ilCUINrlCO 




1 -MeUUC-l£>U 


3-2299 


5 


NHCONHCO 




l-HOOC-rPn 

X XXX^v/Vi' »x u 


1.2300 

J ^mJ \J\J 




NHCONHCO 




1-MeOOC-iPn 


3-2301 




NHCONHCO 




1 -HOOC-2-Me-Bu 


3-2302 


5 


NHCONHCO 




1 -MeOOC-2-Me-Bu 


3-2303 




NHCONHCO 




CHnCH'^SO^H 


3-2304 


5 


NHCONHCO 




MeO 


3-2305 


5 


NHCONHCO 




EtO 


3-2306 


5 


NHCONHCO 




PrO 


3-2307 


5 


NHCONHCO 




iPrO 


^ AO 


3 


NHCONHCO 




BuO 


1 AO 

3-2309 


5 


NHCONHCO 




iBuO 


3.911 fl 










3-2311 


5 


NHCONHCO 




/BuO 


3-2312 


5 


NHCONHCO 




HxO 


3-2313 


5 


NHCONHCO 




PhO 


3-2314 


5 


NHCONHCO 




BnO 
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T«l)te3(cwt.) 



Cpd. 
No. 


k 


A 


B 


Rl 


3-2315 


5 


NHCONHCO 




Z-1 


3-2316 


5 


NHCX)NHCO 




Z-2 




5 
J 


NHCONHCO 




7-1 


1-2118 




NHCONHCO 






1-711 Q 


< 


NHCONHCO 






1-7170 




NHCONHCO 






1-7171 




NHCONHCO 




7-7 


1.7177 


5 


NHCONHCO 




Z-R 
0 


1-2123 


5 


NHCONHCO 




Z-9 


1-7174 




NHCONHCO 




7-10 


3-2325 


5 


NHCONHCO 




Z-11 


3-2326 


5 


NHCONHCO 




Z-12 


3-2327 


5 


NHCONHCO 




3-Py 


3-2328 


5 


NHCONHCO 





4-Py 


3-2329 


5 


NHCONHSO2 




H 


3-2330 


5 


NHCONHSO2 




Ph 


3-2331 


5 


NHCONHSO2 




2-Me-Ph 


3-2332 


5 


NHCONHSO2 




4-Me-Ph 


3-2333 


5 


NHCONHSO2 




2,4-diMe-Ph 


3-2334 


5 


NHCONHSO2 




3.4-diMe-Ph 


3-2335 


5 


NHCONHSO2 




2-(CF3)Ph 


3-2336 


5 


NHCONHSO2 




4-(CF3)Ph 


3-2337 


5 


NHCONHSO2 




2-MeOPh 


3-2338 


5 


NHCONHSO2 




4-MeOPh 


3-2339 


5 


NHCONHSO2 




2-EtOPh 
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Table3fatinU 



Cpd. 

INO. 


k 


A 


B 




3-2340 


5 


NHCONHSO2 


— 


4-EtOPh 


3-2341 


5 


NHCONHSO2 


— 


2-HOPh 


3-2342 


5 


NHCONHSO2 


— 


4-HOPh 


3-2343 


5 


NHCONHSO2 


— 


2-(H00C)Ph 


3-2344 


5 


NHCONHSO2 


— 


4-(HOOC)Ph 


3-2345 


5 


NHCONHSO2 


— 


2-(MeOOC)Ph 


3-2346 


5 


NHCONHSO2 





4-(MeOOC)Ph 


3-2347 


5 


NHCONHSO2 




2-(EtOOC)Ph 


3-2348 


5 


NHCONHSO2 


MM 


4-(EtOOC)Ph 


3-2349 


5 


NHCONHSO2 





2-(«uOOC)Ph 


3-2350 


5 


NHCONHSO2 





4-(«uOOC)Ph 


3-2351 


5 


NHCONHSO2 





2-Cl-Ph 


3-2352 


5 


NHCONHSO2 


_ 


4-Cl-Ph 


3-2353 ' 


5 


NHCONHSO2 




2-Br-Ph 


3-2354 


5 


NHCONHSO2 


M_ 


4-Br-Ph 


3-2355 


5 


NHCONHSO2 




2-I-Ph 


3-2356 


5 


NHCONHSO2 





4-I-Ph 


3-2357 


5 


NHCONHSO2 




2-N02-Ph 


3-2358 


5 


NHCONHSO2 





4-N02-Ph 


3-2359 


5 


NHCONHSO2 


— 


2-NH2-Ph 


3-2360 


5 


NHCONHSO2 




4-NH2-Ph 


3-2361 


5 


NHCONHSO2 




2-(H03S)Ph 


3-2362 


5 


NHCONHSO2 




4-(H03S)Ph 


3-2363 


5 


NHCONHSO2 




2-(NH202S)Ph 
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Cpd. 
No. 


k 


A 


B 


Rl 


3-2364 


5 


NHCONHSO2 


— 


4-(NH202S)Ph 


3-2365 


5 


NHCONHSO2 


— 


2-CN-Ph 


3-2366 


5 


NHCONHSO2 


— 


4-CN-Ph 


3-2367 


5 


NHCONHSO2 


— 


2-(HOCH2)Ph 


3-2368 


5 


NHCONHSO2 


— 


4-(HOCH2)Ph 


3-2369 


5 


NHCONHSO2 


— 


Me 


3-2370 


5 


NHCONHSO2 


— 


Et 


3-2371 


5 


NHCONHSO2 


— 


Pr 


3-2372 


5 


NHCONHSO2 


— 


iPr 


3-2373 


5 


NHCONHSO2 


— 


Bu 


3-2374 


5 


NHCONHSO2 


— 


HOOCCH2 


3-2375 


5 


NHCONHSO2 


— 


MeOOCCH2 


3-2376 


5 


NHCONHSO2 


— 


MeCH(COOH) 


3-2377 


5 


NHCONHSO2 


— 


HOOC-(CH2)2 


3-2378 


5 


NHCONHSO2 


— 


MeCH(CCX)Me) 


3-2379 


5 


NHCONHSO2 


— 


1-HOOC-iBu 


3-2380 


5 


NHCONHSO2 


— 


1-MeOOC-iBu 


3-2381 


5 


NHCONHSO2 


— 


l-HOOC-iT>n 


3-2382 


5 


NHCONHSO2 


— 


1-MeOOC-iPn 


3-2383 


5 


NHCONHSO2 


— 


l-HOOC-2-Me-Bu 


3-2384 


5 


NHCONHSO2 




l-MeCXX:-2-Me-Bu 


3-2385 


5 


NHCONHSO2 




CH2CH2SO3H 


3-2386 


5 


NHCONHSO2 




OH 


3-2387 


5 


NHCONHSO2 




MeO 
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Tiible3(cnnU 



Cpd. 
No. 


k 


A 


B 


Rl 


3-2388 


5 


NHCONHSO2 


— 


EtO 


3-2389 


5 


NHCONHSO2 


— 


Pro 


3-2390 


5 


NHCONHSO2 


— 


iPiO 


3-2391 


5 


NHCONHSO2 


— 


BuO 


3-2392 


5 


NHCONHSO2 


— 


iBuO 


3-2393 


5 


NHCONHSO2 


— 


sBuO 


3-2394 


5 


NHCONHSO2 


— 


tBuO 


3-2395 


5 


NHCONHSO2 


— 


HxO 


3-2396 


5 


NHCONHSO2 


— 


PhO 


3-2397 


5 


NHCONHSO2 


— 


BnO 


3-2398 


5 


NHCONHSO2 


. — 


Z-1 


3-2399 


5 


NHCONHSO2 


— 


Z-2 


3-2400 


5 


NHCONHSO2 


— 


Z-3 


3-2401 


5 


NHCONHSO2 


— 


Z-4 


3-2402 


5 


NHCONHSO2 


— 


Z-5 


3-2403 


5 


NHCONHSO2 


— 


Z-6 


3-2404 


5 


NHCONHSO2 


— 


Z-7 


3-2405 


5 


NHCONHSO2 


— 


Z-8 


3-2406 


5 


NHCONHSO2 


— 


Z-9 


3-2407 


5 


NHCONHSO2 


— 


Z-10 


3-2408 


5 


NHCONHSO2 




Z-11 


3-2409 


5 


NHCONHSO2 




Z-12 


3-2410 


5 


NHCONHSO2 




3.Py 


3-2411 


5 


NHCONHSO2 




4-Py 
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Tahle3fcont.^ 



Cpd. 
No. 


k 


A 


B 


Rl 


3-2412 


5 


NHCONHSO2 


NH 


H 


3-2413 


5 


NHCONHSO2 


NH 


Me 


3-2414 


5 


NHCONHSO2 


NH 


Et 


3-2415 


5 


NHCONHSO2 


NH 


Pr 


3-2416 


5 


NHCONHSO2 


NH 


iPr 


3-2417 


5 


NHCONHSO2 


NH 


Bu 


3-2418 


5 


NHCONHSO2 


NMe 


Me 


3-2419 


5 


NHCONHSO-j 


NMe 


Et 


t Olio A 


c 

J 


XTXJ rf^KTXJ C f\~. 

IN rlC^Jriltlo<J2 




rt 


3-2421 


5 


NHCONHSO2 


NMe 


iPr 


3-2422 


5 


NHCONHSO2 


NMe 


Bu 


3-2423 


5 


— 


NH 


H 


3-2424 


5 


— 


NH 


Me 


3-2425 


5 


— 


NH 


Et 


3-2426 


5 


— 


NH 


Pr 


3-2427 


5 


— 


NH 


iPr 


3-2428 


5 


— 


NH 


Bu 


3-2429 


5 


CO 


Pyr 


3-2430 


5 


CO 


Pipri 


3-2431 


5 


CO 


Pipra 


3-2432 


5 


CO 


Mor 


3-2433 


5 


CO 


Thmor 


3-2434 


5 


CO 


NHPyr 


3-2435 


5 


CO 


NHPipri 


3-2436 


5 


CO 


NHPipra 


3-2437 


5 


CO 


NHMor 
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Cpd. 
No. 


k 


A 


B Rl 


1 ^ ill o 

3*2438 


5 


CO 


^TTTnn>i — 

Nrllnmor 


3-2439 


5 


NHCU 


Pyr 


3-2440 


5 




Pipri 


3-2441 


5 


NHCO 


Pipra 


3-2442 


5 


NHCO 


Mor 


3-2443 


5 


NHCO 


Thmor 


3-2444 


5 


NHCO 


NHPyr 


3-2445 


5 


NHCO 


NHPipri 


3-2446 


5 


NHCO 


NHPipra 


3-2447 


5 


NHCO 


NHMor 


3-2448 


5 


NHCO 


NHThmor 


3-2449 


5 


CONHCO 


Pyr 


3-2450 


5 


CONHCO 


Pipri 


3-2451 


5 


CONHCO 


Pipra 


3-2452 


5 


CONHCO 


Mor 


3-2453 


5 


CONHCO 


Thmor 


3-2454 


5 


CONHCO 


NHPyr 




c 

J 




iNiUripn 


3-2456 


5 


CONHCO 


NHPipra 


3-2457 


5 


CONHCO 


NHMor 


3-2458 


5 


CONHCO 


NHThmor 


3-2459 


5 


CONHSO2 


Pyr 


3-2460 


5 


CONHSO2 


Pipri 


3-2461 


5 


CONHSO2 


Pipra 


3-2462 


5 


CONHSO2 


Mor 


3-2463 


5 


CONHSO2 


Thmor 
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TableareoiiO 



Cpd. 
No. 


k 


A 


B 


Rl 


3-2464 


5 


CONHSO2 


NHPyr 


3-2465 


5 


CONHSO2 


NHPipri 


3-2466 


5 


CONHSO2 


NHPipra 


3-2467 


5 


CONHSO2 


NHMor 


3-2468 


5 


CONHSO2 


NHThmor 


3-2469 


5 


NHSO2 


NH 


Z-4 


3-2470 


5 


NHSO2 




Me 


3-2471 


5 


NHSO2 




Et 


3-2472 


5 


NHSO2 




Pr 


3-JA 1 i 


C 

3 


rMno^J2 




*-'"2-Cl 


3-2474 


5 


NHSO2 




Ph 


3-2475 


5 


NHSO2 


— 


4-Me-Ph 


3-2476 


5 


CO 


NMe 


Ph 


3-2477 


5 


CO 


NMe 


2-Me-Ph 


3-2478 


5 


CO 


NMe 


4-Me-Ph 


3-2479 


5 


CO 


NMe 


2,4-diMe-Ph 


3-2480 


5 


CO 


NMe 


3,4-diMe-Ph 


3-2481 


5 


CO 


NMe 


2-(CF3)Ph 


3-2482 


5 


CO 


NMe 


4-(CF3)Ph 


3-2483 


5 


CO 


NMe 


2-MeOPh 


3-2484 


5 


CO 


NMe 


4-MeOPh 


3-2485 


5 


CO 


NMe 


2-EtOPh 


3-2486 


5 


CO 


NMe 


4-EtOPh 


3-2487 


5 


CO 


NMe 


2-HOPh 


3-2488 


5 


CO 


NMe 


4-HOPh 


3-2489 


5 


CO 


NMe 


2-(HOOC)Ph 



314 
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Tahli>3f«int.l 



Cpd. 
No. 


k 


A 


B 


XV 


3-2490 


5 


CO 


NMe 


4-(H00C)Ph 


3-2491 


5 


CO 


NMe 


2-(MeOOC)Ph 


3-2492 


5 


CO 


NMe 


4-(MeOOC)Ph 


3-2493 


5 


CO 


NMe 


2-(EtOOC)Ph 


3-2494 


5 


CO 


NMe 


4-(EtOOC)Ph 


3-2495 


5 


CO 


NMe 


2-(fBuOOC)Ph 


3-2496 


5 


CO 


NMe 


4-(/BuOOC)Ph 


3-2497 


5 


CO 


NMe 


2-Cl-Ph 


3-2498 


5 


CO 


NMe 


4-Cl-Ph 


3-2499 


5 


CO 


NMc 


2-Br-Ph 




s 






AJOr Ph 
*r-or-i^ii 


3-2501 


5 


CO 


NMe 


2-I-Ph 


3-2502 


5 


CO 


NMe 


4-I-Ph 


3-2503 


5 


CO 


NMe 


2-N02-Ph 


3-2504 


5 


CO 


NMe 


4-N02-Ph 


3-2505 


5 


CO 


NMe 


2-NH2-Ph 


3-2506 


5 


CO 


NMe 


4-NH2-Ph 


3-2507 


5 


CO 


NMe 


2-(H03S)Ph 


3-2508 


5 


CO 


NMe 


4-(HO^S)Ph 


3-2509 


5 


CO 


NMe 


2-(NH202S)Ph 


3-2510 


5 


CO 


NMe 


4-(NH202S)Ph 

V ^ ^^^^ ^^^^ / 


3-2511 


5 


CO 


NMe 


2-CN-Ph 


3-2512 


5 


CO 


NMe 


4-CN-Ph 


3-2513 


5 


CO 


NMe 


2-(HOCH2)Ph 


3-2514 


5 


CO 


NMe 


4-(HOCH2)Ph 


3-2515 


5 


CO 


NMe 


Me 
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Cpd. 
No. 


k 


A 


B 






C 




iNra.6 




3-2517 


5 


CO 


NMe 


Pr 


3-2518 


5 


CO 


NMe 


iPt 


3-2519 


5 


CO 


NMe 


Bu 


3-2520 


5 


CO 


NMe 


HOOCCH2 




•> 








3-2522 


5 


CO 


NMe 


MeCH(COOH) 


3-2523 


5 


CO 


NMe 


HOOC-(CH2)3- 


3-2524 


5 


CO 


NMe 


MeCH(COOMe) 


3-2525 


5 


CO 


NMe 


1-HOOC-iBu 


3-2526 


5 


CO 


NMe 


l-MeOOC-iBu 


3-2527 


5 


CO 


NMe 


1-HOOC-iPn 


3-2528 


5 


CO 


NMe 


l-McOOC-iPn 


3-2529 


5 


CO 


NMe 


1 -HOOC-2-Mc-Bu 


3-2530 


5 


CO 


NMe 


1 -MeOOC-2-Me-Bu 


3-2531 


5 


CO 


NMe 


CH2CH2SO3H 


3-2532 


5 


CO 


NMe 


OH 


3-2533 


5 


CO 


NMe 


MeO 


3-2534 


5 


CO 


NMe 


EtO 


3-2535 


5 


CO 


NMe 


PiO 


3-2536 


5 


CO 


NMe 


tPiO 


3-2537 


5 


CO 


NMe 


BuO 


3-2538 


5 


CO 


NMe 


iBuO 


3-2539 


5 


CO 


NMe 


aBuO 


3-2540 


5 


CO 


NMe 


fBuO 


3-2541 


5 


CO 


NMe 


HxO 


3-2542 


5 


CO 


NMe 


PhO 
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TahteargonU 



Cpd. 

No. 


k 


A 


B 


Rl 










DiXKJ 




J 


rn 


rNiVlv 


7.1 




c 






7-9 








rNXvic 










INIYIC 


7«d 




< 




iNme 








LAJ 


IN Me 






c 




iNMe 


7 7 

Z,-/ 




c 

J 


\JJ 


INMC 


T fi 

Zi-o 




c 


\JJ 


rsMe 










INMC 


7 in 


3*2554 


5 


CU 


NMe 


z-11 


3-2555 


5 


CU 


NMc 


z-12 


3-2556 


5 


CO 


NMe 


3-Py 


3-2557 


5 


CO 


NMe 


4-Py 


3-25S8 


5 


CU 


Thiad 




c 




NHThiad 


3-2S60 


5 


NHCO 


Thiad 


3-2S61 


5 


NHCO 


NHHuad 


3-2562 


5 


CONHCO 


Thiad 


3-2563 


5 


CONHCO 


NHThiad 


3-2564 


5 


CONHSO2 


Thiad 


3-2565 


5 


CONHSO2 


NHThiad 


3-2566 


5 


NHCS 


NH 


H 


3-2567 


5 


NHCS 


NH 


Me 


3-2568 


5 


NHCS 


NH 


Et 


3-2569 


5 


NHCS 


NH 


Ph 
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Cpd 


k 


A 


B 


Rl 


3-2570 


5 


NHCS 


NH 


HOOCCH2 


3-2571 


5 


NHCS 


NH 


MeOOCCH2 


3-2572 


5 


NHCS 


NH 


MeCH(COOH) 


3-2573 


5 


NHCS 


NH 


HOOC-(CH2)2 


3-2574 


5 


NHCS 


NH 


MeCH(COOMe) 


3-2575 


5 


CO 


NH 


HOOC-(CH2)3- 


3-2576 


5 


NHCO 


NH 


HOOC-(CH2)3- 


3-2577 


5 


NHCO 


— 


HOOC-(CH2)3- 


3-2578 


5 


NHCS 


NH 


HOOC-(CH2)3- 


3-2579 


5 


CO 


NH 


MeS02NHC0CH(Me) 


3-2580 


5 


NHCO 


NH 


MeS02NHC0CH(Me) 


3-2581 


5 


NHCO 




MeS02NHC0CH(Me) 


3-2582 


5 


NHCS 


NH 


MeS02NHC0CH(Me) 


3-2583 


5 




NH 


HOOCCH2 


3-2584 


5 




NH 


MeOOCCH2 


3-2585 


5 




NH 


MeCH(COOH) 


3-2586 


5 




NH 


HOOC-(CH2)2 


3-2587 


5 




NH 














3-2589 


5 


NHCOCO 




OH 




3 








3-2591 


5 


NHCOCO 




EtO 


3-2592 


5 


NHCOCO 




PiO 


3-2593 


5 


NHCOCO 




iPrO 


3-2594 


5 


NHCOCO 




BuO 



318 



EP 0 869 126 A1 



Cpd. 
No. 


k 


A 


B 


Rl 


3-2595 


5 


NHCOCO 


" ' 


(BuO 


3-2596 


5 


NHCCX:0 




5BuO 


3-2597 


5 


NHCOCO 




/BuO 


3-2598 


5 


NHCOCO 




HxO 


3-2599 


5 


NHCOCO 




PhO 


3-2600 


5 


NHCOCO 




BnO 


3-2601 


0 


— 


1 3-diox-IInd 


3-2602 


1 


— 


l,3-diox-IIn(i 


3-2603 


2 


— 


1,3-diox-IInd 


3-2604 


3 


— 


l,3-<liox-IInd 


3-2605 


4 


— 


1,3-diox-IInd 


3-2606 


5 


— 


1 ,3-diox-IInd 


3-2607 


6 


— 


1,3-diox-IInd 


3-2608 


7 


— 


1,3-diox-IInd 


3-2609 


8 


— 


1,3-diox-IInd 


3-2610 


9 


mmmmm 


1,3-diox-IInd 


3-261 1 


10 




1,3-diox-IInd 


3-2612 


11 




1,3-diox-IInd 


3-2613 


12 




1,3-diox-IInd 


3-2614 


4 


NHCONHSO2NHCO 


NH 


Z-4 


3-2615 


4 


NHCONHSO2NHCO 


NH 


Pn 


3-2616 


2 


0 




H 


3-2617 


4 


0 




H 


3-2618 


5 


0 




H 


3-2619 


5 


0 




Ph 


3-2620 


5 


0 




2-Py 


3-2621 


5 


0 




3-Py 
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T«bte3(cont.) 



Cpd. 
No. 


k 


A 


B 




3-2622 


5 


0 




4-Py 


3-2623 


5 


0 


" " 


Z-1 


3-2624 


5 


o 




Z-2 


3-2625 


5 


0 





Z.3 


3-2626 


5 


0 





Z-4 


3-2627 


5 


0 





Z-5 


3-2628 


5 


0 





Z-6 


3-2629 


5 


0 


— 


Z-7 


3-2630 


5 


0 





Z-8 


3-2631 


5 


0 




Z-9 


3-2632 


5 


o 




Z-10 




c 


n 




7 1 1 










7-19 


3-2635 


4 


NHCO 




3.Py 


3-2636 


5 


NHCO 


— 


3.Py 


3-2637 


4 


CO 


NH 


HOCH2CH(CH3)CH2 


3-2638 


5 


CO 


NH 


HOCH2CH(CH3)CH2 


3-2639 


4 


NHCO 


NH 


HOCH2CH(CH3)CH2 


3-2640 


5 


NHCO 


NH 


HOCH2CH(CH3)CH2 


3-2641 


4 


CO 


NH 


MeS02NHCOCH2 


3-2642 


5 


CO 


NH 


MeS02NHCOCH2 


3-2643 


4 


NHCO 


NH 


MeS02NHCOCH2 


3-2644 


5 


NHCO 


NH 


MeS02NHCOCH2 


3-2645 


4 


CO 


NH 


H2NSO2NHCOCH2 


3-2646 


5 


CO 


NH 


H2NSO2NHCOCH2 


3-2647 


4 


NHCO 


NH 


H2NSO2NHCOCH2 
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TableSfeanO 



Cpd. 


k 


A 


B 


Rl 


3-2o4o 


5 




xrtr 


w xic/^/^xnj/^or^Tj/* 
rl2lN oU2iNiicucri2 


3-2649 


4 




xrij 


1 -^Mea02lNrlv^LI j-xlt 


3-2o5U 






XTU 


1 -vJVie2>Li2iNiiv^vj^iii 


3-2631 


4 




XTLT 


1 /X iTAC rVkXrtiPT^\_T7* 
1 -^mea02l^*lC0/-lit 


3-26^2 


< 

J 




JNrl 




3-2oS3 


A 

4 


CO 


XTU 


1 /XT XTC KTU/^ 


3-2654 


5 


CO 


xTur 
NH 


1 -(ll2No02NxlCO)-lit 


3-2655 


4 


. NHCO 


Nil 


1 -(ll2No02NrlCOj-iit 


3-2656 


5 


NHCO 


XTtT 

NH 


1 /TJ XTC/^-.XTLI/^/^\ 

l-(H2No02NHCO}-Et 


3-2657 


4 


CO 


NH 


HOOC-(CH2)4 


3-2658 


5 


CO 


VTT T 

NH 


HOOC-(CH2)4 


3-2659 


4 


NHCO 


NH 


HOOC-(CH2)4 


3-2660 


5 


NHCO 


NH 


HOOC-(CH2)4 


3-2661 


4 


CO 


XTU 

NH 


HO-(CH2)2 


3-2662 


5 


CO 


XTU* 

Nxl 


HO-(Cn2)2 


o ^^^^ 
3-2663 


4 


NHCO 


XTTJ" 

Nrl 


HO-(CH2)2 


3-2oo4 


5 


IniICO 


XTU 

Nil 


rlU-(Crl2}2 


3-2665 


4 


CO 


XTTJ 

NH 


HO-CH2-CH(CH3} 


3-2666 


5 


CO 


XTTT 

NH 


HO-CH2-CH(CH3) 


3-2667 


4 


NHCO 


NH 


HO-CH2-CH(CH3) 


3-2uOo 




JNrlCU 


XTLJ 


lli-F-L^ii2"^-n.v>^ri3 * 


3-2669 


4 


CO 


NMe 


HOOC-(CH2)3 


3-2670 


4 


NHCO 


NMe 


HOOC-(CH2)3 


3-2671 


5 


NHCO 


NMe 


HOOC-(CH2)3 


3-2672 


4 


C0NMeS02 




Me 
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Tahle 3 (contA 



Cpd. 
No. 


k 


A 


B 




3-2673 


5 


C0NMeS02 




Me 


3-2674 


4 


CO 


1-Indn 


3-2675 


5 


CO 


1-Indn 


3-2676 


4 


NHCO 


l-Indn 


3-2677 


5 


NHCO 


1-Indn 


3-2678 


4 


CO 


2-(HOOC)-l-Indn 


3-2679 


5 


CO 


2-(HOOC)-l-Indn 


3-2680 


4 


NHCO 


2-(H00C)-l-In(in 


3-2681 


5 


NHCO 


2-(HOOC)-l-Indn 


3-2682 


4 




3,4-diMe-2,5-diox- 1 -Imdd 


3-2683 


5 




3,4-diMe-2^-diox-l-Imdd 



Of the above compounds, preferred compounds are Compounds No.: 1-1, 1-2, 1-3, 1-4, 1-5, 1-6, 1-7. 1-8. 1-9, 
1-10, 1-11, 1-12, 1-13, 1-14, 1-15. 1-16, 1-17, 1-18. 1-19. 1-20, 1-21, 1-22, 1-23, 1-24, 1-25. 1-26. 1-27, 1-28, 1-29. 

35 1-30, 1-31, 1-32, 1-33, 1-34. 1-35, 1-36. 1-37, 1-38, 1-39, 140, 1-41, 1-42, 1-43, 1-44, 145, 1-46. 147. 148. 1-49, 1-50, 
1-51. 1-52. 1-53. 1-54, 1-55. 1-56, 1-57, 1-58, 1-59, 1-60, 1-61, 1-62, 1-63, 1-64, 1-65, 1-66, 1-67, 1-68, 1-69, 1-70. 
1-71, 1-72. 1-73, 1-74, 1-75, 1-76. 1-77, 1-78, 1-79. 1-80, 1-81. 1-82, 1-83, 1-232, 1-233, 1-234. 1-235. 1-236. 1-237, 
1-238, 1-239, 1-240, 1-241. 1-242, 1-243, 1-244, 1-245, 1-246, 1-247. 1-248, 1-249. 1-250. 1-251, 1-252, 1-253, 1-254, 
1-255. 1-256, 1-257, 1-258, 1-259. 1-260, 1-261, 1-262. 1-263, 1-264. 1-265, 1-266, 1-267, 1-268, 1-269, 1-270, 1-271, 

40 1 -272, 1 -273, 1 -274. 1 -275. 1 -276, 1 -277. 1 -278, 1 -279, 1 -280. 1 -281 . 1 -282. 1 -283. 1 -284. 1 -285, 1 -286, 1 -287, 1 -288, 
1-289, 1-290, 1-291, 1-292, 1-293, 1-294. 1-295, 1-296, 1-297. 1-298. 1-299, 1-300, 1-301, 1-302, 1-303, 1-304, 1-305, 
1-306, 1-307, 1-308, 1-309, 1-310, 1-311. 1-312. 1-313, 1-314, 1-315, 1-316, 1-317. 1-318, 1-319, 1-320. 1-321, 1-322, 
1-323, 1-324, 1-325, 1-326, 1-327, 1-328, 1-329, 1-330, 1-331, 1-332, 1-333, 1-334, 1-335, 1-336, 1-337, 1-338, 1-339, 
1-340, 1-341, 1-342, 1-343, 1-344, 1-345, 1-346, 1-347, 1-348. 1-349. 1-350, 1-351. 1-352, 1-353, 1-354, 1-355, 1-356, 

45 1 -357, 1 -358, 1 -359, 1 -360, 1 -361 , 1 -362, 1 -363, 1 -364, 1 -365, 1 -366, 1 -367. 1 -368. 1 -369, 1 -370, 1 -371 . 1 -372, 1 -373, 
1-374, 1-375. 1-376. 1-377. 1-378. 1-379. 1-380. 1-381, 1-382. 1-383, 1-384, 1-385, 1-386, 1-387. 1-388. 1-389. 1-390. 
1-391, 1-392, 1-393, 1-394. 1-395, 1-396, 1-397, 1-398, 1-399. 1-400. 1-401, 1-402, 1-403. 1-404. 1-405. 1-406. 1-407. 
1-408, 1-409, 1-410. 1-411, 1-412, 1-413. 1-414, 1-415, 1-416, 1-417, 1-418, 1-419. 1-420, 1-421. 1-422, 1-423. 1-424, 
1-425, 1-426, 1-427, 1-428, 1-429, 1-430, 1-431, 1-432, 1-433, 1-434, 1-435, 1-436, 1-437, 1-438, 1-439, 1-440. 1-441, 

50 1 -442, 1 -443, 1 -444, 1 -445, 1 -446. 1 -447, 1 -448, 1 449. 1 -450. 1 -451 . 1 -452, 1 -453. 1 -454, 1 -455, 1 -456. 1 -457, 1 -458, 
1-459. 1-460. 1-461, 1-462, 1-463, 1-464, 1-465, 1-466. 1-467, 1-468, 1-469. 1-470. 1-471. 1-472, 1-473. 1-474, 1-475, 
1-476, 1-477, 1-478, 1-479, 1-480. 1-481. 1-482. 1-483. 1-484, 1-485, 1-486. 1-487. 1-488, 1-489, 1-490, 1-491, 1-492, 
1-493, 1-494. 1-495, 1-496. 1-497. 1-498, 1-499, 1-500. 1-501. 1-502, 1-503, 1-504, 1-505. 1-506. 1-507. 1-508. 1-509. 
1-510. 1-511, 1-512. 1-513, 1-514, 1-515, 1-516, 1-517, 1-518, 1-519, 1-520. 1-521. 1-522, 1-523, 1-524, 1-525, 1-526, 

55 1 -527. 1 -528, 1 -529, 1 -530, 1 -531 , 1 -532, 1 -533, 1 -534. 1 -535. 1 -536, 1 -537. 1 -538, 1 -539, 1 -540. 1 -541 , 1 -542. 1 -543. 
1-544, 1-545, 1-546. 1-547. 1-548, 1-549, 1-550. 1-551, 1-552, 1-553, 1-554, 1-555, 1-556, 1-557, 1-558, 1-559, 1-560, 
1-561. 1-562, 1-563. 1-564, 1-565, 1-566, 1-567, 1-568, 1-569, 1-570. 1-571, 1-572, 1-573, 1-574, 1-575, 1-576. 1-577, 
1-578, 1-579, 1-580, 1-581, 1-582, 1-583. 1-584, 1-585. 1-586, 1-587. 1-588, 1-589, 1-590. 1-591, 1-592. 1-593, 1-594, 



322 



EP 0 869 126 A1 



1-595, 1-596, 1-597. 1-598, 1-599, 1-600, 1-601, 1-602, 1-603. 1-604, 1-605, 1-606, 1-607, 1-608, 1-609, 1-610, 1-611, 
1-612, 1-613, 1-614. 1-615, 1-616, 1-617. 1-618, 1-619, 1-620, 1-621, 1 -676, 1 -677, 1 -678. 1-679. 1-680, 1-681, 1-682. 
1-683. 1-684. 1-685, 1-686. 1-687. 1-688, 1-689. 1-690. 1-691. 1-692. 1-693. 1-694, 1-695, 1-696. 1-697. 1-698, 1-699, 
1-700, 1-701, 1-702, 1-703, 1-704. 1-705, 1-706, 1-707. 1-708, 1-709, 1-710, 1-711. 1-712, 1-713. 1-714. 1-715, 1-716, 

5 1-717. 1-718. 1-719, 1-720, 1-721. 1-722. 1-723, 1 -724, 1 -725, 1 -726, 1-727, 1-728, 1-729, 1-730, 1-731, 1-732. 1-733, 
1-734, 1-735, 1-736, 1-737, 1-738, 1-739, 1-740, 1-741, 1-742, 1-743. 1-744, 1-745, 1-746, 1-747, 1-748, 1-749, 1-750, 
1-751. 1-752. 1-753, 1-754. 1-755. 1-756, 1-757, 1-758. 1-759, 1-760, 1-781. 1-762. 1-763, 1-764. 1-765, 1-766, 1-767. 
1-768, 1-769, 1-770. 1-771, 1-772, 1-773, 1-774, 1-775, 1-776, 1-777. 1-778, 1 -779, 1 -780, 1 -781 . 1-782, 1-783, 1-784, 
1-785, 1-786, 1-787, 1-788, 1-789. 1-790, 1-791. 1-792, 1-793, 1-794, 1-795, 1-796, 1-797, 1-798, 1-799, 1-800, 1-801, 

10 1-802, 1-803, 1-804, 1-805, 1-806, 1-807, 1-808, 1-809, 1-810, 1-811, 1-812, 1-813, 1-814, 1-815, 1-816, 1-817, 1-818, 
1-819, 1-820, 1-821, 1-822, 1-823, 1-824. 1-825, 1-826, 1-827, 1-828, 1-829, 1-830, 1-831, 1-832. 1-833, 1-834, 1-835, 
1-836, 1-837, 1-838, 1-839. 1-840, 1-841, 1-842, 1-843, 1-844. 1-845. 1-846, 1-847, 1-848, 1-849, 1-850. 1-851, 1-852, 
1-853, 1-854, 1-855. 1-856, 1-857, 1-858, 1-859, 1-860, 1-861, 1-862, 1-863, 1-1112, 1-1113. 1-1114, 1-1115, 1-1116, 
1-1117. 1-1118. 1-1119. 1-1120. 1-1121. 1-1122. 1-1123, 1-1124. 1-1125. 1-1126. 1-1127. 1-1128, 1-1129. 1-1130, 

IS 1-1131. 1-1132, 1-1133, 1-1134, 1-1135, 1-1136, 1-1137, 1-1138. 1-1139, 1-1140. 1-1141. 1-1142. 1-1143. 1-1144, 
1-1145. 1-1146, 1-1147, 1-1148, 1-1149, 1-1150, 1-1151, 1-1152. 1-1153, 1-1154. 1-1155, 1-1156, 1-1157, 1-1158, 
1-1159. 1-1160, 1-1161, 1-1162. 1-1163, 1-1164, 1-1165. 1-1166, 1-1167, 1-1168, 1-1169, 1-1224, 1-1258, 1-1259, 
1-1260, 1-1261, 1-1262, 1-1263, 1-1264, 1-1265, 1-1266. 1-1267, 1-1268, 1-1269, 1-1270, 1-1271, 1-1272, 1-1273, 
1-1274. 1-1275. 1-1276, 1-1277, 1-1278. 1-1279, 1-1280. 1-1281. 1-1282, 1-1283, 1-1284. 1-1285, 1-1286, 1-1287. 

20 1-1288. 1-1289. 1-1290. 1-1291. 1-1292. 1-1293, 1-1294, 1-1295, 1-1296, 1-1297, 1-1298, 1-1299, 1-1300. 1-1301, 
1-1302, 1-1303, 1-1304, 1-1305, 1-1306, 1-1307. 1-1308, 1-1309, 1-1310. 1-1311. 1-1312, 1-1313, 1-1314, 1-1315, 
1-1316, 1-1317, 1-1318, 1-1319, 1-1320. 1-1321, 1-1322. 1-1323, 1-1324. 1-1325. 1-1326, 1-1327, 1-1328, 1-1329, 
1-1330, 1-1331, 1-1332, 1-1333, 1-1334, 1-1335, 1-1336, 1-1337, 1-1338, 1-1339, 1-1340, 1-1341, 1-1342, 1-1343, 
1-1344, 1-1345, 1-1346, 1-1347, 1-1348, 1-1349, 1-1350, 1-1351, 1-1352, 1-1353, 1-1354, 1-1355, 1-1356, 1-1357, 

25 1-1358. 1-1359, 1-1360, 1-1361, 1-1362, 1-1363, 1-1364, 1-1365, 1-1366, 1-1367. 1-1368, 1-1369, 1-1370, 1-1371, 
1-1372. 1-1373, 1-1374. 1-1375, 1-1376. 1-1377, 1-1378, 1-1379, 1-1380, 1-1381, 1-1382, 1-1383, 1-1532, 1-1533, 
1-1534, 1-1535, 1-1536, 1-1537, 1-1538, 1-1539, 1-1540, 1-1541, 1-1542, 1-1543, 1-1544, 1-1545, 1-1546, 1-1547, 
1-1548, 1-1549, 1-1550, 1-1551, 1-1552, 1-1553, 1-1554, 1-1555, 1-1556, 1-1557, 1-1558, 1-1559, 1-1560, 1-1561, 
1-1562, 1-1563, 1-1564, 1-1565, 1-1566, 1-1567, 1-1568, 1-1569, 1-1570, 1-1571, 1-1572, 1-1573, 1-1574, 1-1575, 

30 1-1576. 1-1577, 1-1578, 1-1579, 1-1580, 1-1581, 1-1582, 1-1583, 1-1584, 1-1585, 1-1586, 1-1587, 1-1588, 1-1589, 
1-1590, 1-1591. 1-1592, 1-1593, 1-1594, 1-1595, 1-1596, 1-1597, 1-1598, 1-1599, 1-1600, 1-1601, 1-1602. 1-1603. 
1-1604, 1-1605, 1-1606, 1-1607, 1-1608, 1-1609, 1-1610, 1-1611. 1-1612, 1-1613. 1-1614. 1-1615, 1-1616. 1-1617. 
1-1618. 1-1619, 1-1620, 1-1621, 1-1622. 1-1623. 1-1624. 1-1625, 1-1626, 1-1627, 1-1628. 1-1629, 1-1630, 1-1631, 
1-1632, 1-1633, 1-1634, 1-1635, 1-1636, 1-1637, 1-1638, 1-1639, 1-1640. 1-1641, 1-1642, 1-1643, 1-1644. 1-1645, 

35 1-1646. 1-1647. 1-1648, 1-1649. 1-1650. 1-1651. 1-1652, 1-1653, 1-1654, 1-1655, 1-1656. 1-1657, 1-1658, 1-1659, 
1-1660. 1-1661, 1-1662, 1-1663. 1-1664, 1-1665. 1-1666. 1-1667, 1-1668, 1-1669, 1-1670. 1-1671, 1-1672, 1-1673, 
1-1674, 1-1675, 1-1676. 1-1677, 1-1678. 1-1679. 1-1680. 1-1681, 1-1682. 1-1683. 1-1684, 1-1685. 1-1686, 1-1687, 
1-1688, 1-1689, 1-1690, 1-1691, 1-1692, 1-1693, 1-1694, 1-1695, 1-1696, 1-1697, 1-1698, 1-1699, 1-1700, 1-1701, 
1-1702, 1-1703, 1-1704, 1-1705, 1-1706. 1-1707, 1-1708, 1-1709, 1-1710, 1-1711, 1-1712, 1-1713. 1-1714, 1-1715, 

40 1-1716, 1-1717, 1-1718. 1-1719, 1-1720, 1-1721, 1-1722, 1-1723, 1-1724, 1-1725, 1-1726, 1-1727, 1-1728, 1-1729, 
1-1730, 1-1731, 1-1732, 1-1733. 1-1734, 1-1735, 1-1736, 1-1737, 1-1738, 1-1739, 1-1740, 1-1741, 1-1742, 1-1743, 
1-1744. 1-1745. 1-1746, 1-1747, 1-1748. 1-1749, 1-1750, 1-1751, 1-1752, 1-1753. 1-1754, 1-1755, 1-1756, 1-1757. 
1-1758. 1-1759, 1-1760. 1-1761, 1-1762. 1-1763, 1-1764, 1-1765. 1-1766, 1-1767. 1-1768, 1-1769, 1-1770, 1-1771, 
1-1772, 1-1773. 1-1774, 1-1775. 1-1776, 1-1777, 1-1778, 1-1779. 1-1780, 1-1781. 1-1782, 1-1783, 1-1784, 1-1785, 

45 1-1786, 1-1787. 1-1788, 1-1789, 1-1790. 1-1791, 1-1792, 1-1793, 1-1794, 1-1795, 1-1796, 1-1797. 1-1798, 1-1799. 
1-1800, 1-1801, 1-1802, 1-1803, 1-1804. 1-1805. 1-1806, 1-1807, 1-1808, 1-1809. 1-1810, 1-1811, 1-1812. 1-1813. 
1-1814, 1-1815, 1-1816, 1-1817. 1-1818. 1-1819, 1-1820, 1-1821, 1-1822. 1-1823. 1-1824, 1-1825, 1-1826. 1-1827, 
1-1828, 1-1829, 1-1830, 1-1831, 1-1832, 1-1833, 1-1834, 1-1835, 1-1836. 1-1837, 1-1838, 1-1839, 1-1840, 1-1841, 
1-1842, 1-1843. 1-1844, 1-1845, 1-1846, 1-1847, 1-1848, 1-1849, 1-1850, 1-1851, 1-1852, 1-1853, 1-1854. 1-1855, 

SO 1-1856, 1-1857, 1-1858. 1-1859, 1-1860, 1-1861, 1-1862, 1-1863. 1-1864, 1-1865, 1-1866. 1-1867, 1-1868. 1-1869, 
1-1870. 1-1871, 1-1872. 1-1873. 1-1874, 1-1875. 1-1876, 1-1877, 1-1878. 1-1879, 1-1880. 1-1881, 1-1882, 1-1883, 
1-1884. 1-1885, 1-1886. 1-1887, 1-1888, 1-1889, 1-1890, 1-1891, 1-1892, 1-1893, 1-1894, 1-1895, 1-1896, 1-1897. 
1-1898. 1-1899. 1-1900. 1-1901. 1-1902, 1-1903. 1-1904, 1-1905. 1-1906. 1-1907, 1-1908. 1-1909. 1-1910. 1-1911. 
1-1912, 1-1913. 1-1914. 1-1915, 1-1916, 1-1917, 1-1918, 1-1919. 1-1920, 1-1921, 1-1962. 1-1963, 1-1964, 1-1965. 

55 1-1966, 1-1967, 1-1968, 1-1969, 1-1970, 1-1971, 1-1972, 1-1973, 1-1974, 1-1975. 1-1976, 1-1977, 1-1978, 1-1979, 
1-1980, 1-1981, 1-1982, 1-1983. 1-1984. 1-1985. 1-1986. 1-1987. 1-1988, 1-1989. 1-1990. 1-1991, 1-1992. 1-1993, 
1-1994. 1-1995, 1-1996, 1-1997. 1-1998, 1-1999. 1-2000. 1-2001. 1-2002. 1-2003, 1-2004, 1-2005, 1-2006, 1-2007. 
1-2008, 1-2009, 1-2010. 1-2011. 1-2012. 1-2013, 1-2014. 1-2015. 1-2016, 1-2017, 1-2018. 1-2019, 1-2020, 1-2021, 
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1-2022, 1-2023. 1-2024, 1-2025. 1-2026, 1-2027. 1-2028, 1-2029. 1-2030, 1-2031, 1-2032. 1-2033. 1-2034. 1-2035. 
1-2036. 1-2037, 1-2038, 1-2039, 1-2040, 1-2041. 1-2042, 1-2043. 1-2044, 1-2045, 1-2046. 1-2047, 1-2048, 1-2049, 
1-2050. 1-2051, 1-2052, 1-2053, 1-2054, 1-2055, 1-2056, 1-2057, 1-2058, 1-2059, 1-2060, 1-2061, 1-2062. 1-2063. 
1-2064, 1-2065, 1-2066, 1-2067, 1-2068. 1-2069, 1-2070, 1-2071, 1-2072, 1-2073, 1-2074, 1-2075, 1-2076. 1-2077, 

5 1-2078, 1-2079, 1-2080, 1-2081, 1-2082, 1-2083, 1-2084. 1-2085, 1-2086, 1-2087, 1-2088. 1-2089, 1-2090. 1-2091, 
1-2092, 1-2093, 1-2094, 1-2095, 1-2096, 1-2097, 1-2098, 1-2099. 1-2100. 1-2101. 1-2102, 1-2103. 1-2104, 1-2105, 
1-2106, 1-2107, 1-2108, 1-2109. 1-2110. 1-2111, 1-2112, 1-2113. 1-2114, 1-2115, 1-2116, 1-2117. 1-2118, 1-2119, 
1-2120, 1-2121. 1-2122, 1-2123, 1-2124, 1-2125, 1-2126, 1-2127, 1-2128, 1-2129, 1-2130. 1-2131, 1-2132. 1-2133, 
1-2134, 1-2135, 1-2136, 1-2137, 1-2138, 1-2139, 1-2140, 1-2141, 1-2142, 1-2143, 1-2144, 1-2145. 1-2146. 1-2147, 

10 1-2148. 1-2149. 1-2150, 1-2151, 1-2152. 1-2153. 1-2154. 1-2155. 1-2156, 1-2157, 1-2158, 1-2159, 1-2160, 1-2161, 
1-2162. 1-2163, 1-2429, 1-2430. 1-2431, 1-2432, 1-2433, 1-2434, 1-2435. 1-2436, 1-2437, 1-2438, 1-2439. 1-2440, 
1-2441, 1-2442, 1-2443, 1-2444, 1-2445, 1-2446. 1-2447, 1-2448. 1-2449. 1-2450. 1-2451, 1-2452, 1-2453, 1-2454, 
1-2455, 1-2456, 1-2457, 1-2458, 1-2459. 1-2460, 1-2461. 1-2462. 1-2463. 1-2464, 1-2465. 1-2466. 1-2467. 1-2468, 
1-2469, 1-2470. 1-2471, 1-2472, 1-2473, 1-2474. 1-2475. 1-2476, 1-2477. 1-2478, 1-2479, 1-2480, 1-2481, 1-2482, 

15 1-2483. 1-2484, 1-2485, 1-2486, 1-2487. 1-2488. 1-2489, 1-2490. 1-2491. 1-2492. 1-2493, 1-2494, 1-2495, 1-2496, 
1-2497, 1-2498, 1-2499. 1-2500, 1-2501, 1-2502, 1-2503. 1-2504, 1-2505, 1-2506. 1-2507, 1-2508, 1-2509. 1-2510. 
1-2511. 1-2512. 1-2513. 1-2514. 1-2515. 1-2516. 1-2517. 1-2518, 1-2519. 1-2520, 1-2521. 1-2522, 1-2523. 1-2524. 
1-2525. 1-2526. 1-2627, 1-2528, 1-2529. 1-2530. 1-2531. 1-2532. 1-2533. 1-2534, 1-2535, 1-2536, 1-2537, 1-2538, 
1-2539, 1-2540, 1-2541, 1-2542, 1-2543, 1-2544. 1-2545, 1-2546. 1-2547, 1-2548. 1-2549, 1-2550, 1-2551, 1-2552, 

20 1-2553, 1-2554, 1-2555, 1-2556. 1-2557, 1-2558. 1-2559. 1-2560, 1-2561, 1-2562, 1-2563, 1-2564, 1-2565, 1-2566, 
1-2567, 1-2568, 1-2569. 1-2570, 1-2571, 1-2572. 1-2573, 1-2574, 1-2575, 1-2576, 1-2577, 1-2578, 1-2579, 1-2580, 
1-2581, 1-2582, 1-2583. 1-2584, 1-2585, 1-2586. 1-2587. 1-2588. 1-2589, 1-2590, 1-2591, 1-2592, 1-2593. 1-2594. 
1-2595. 1-2596. 1-2597. 1-2598, 1-2599, 1-2600, 1-2601, 1-2602, 1-2603. 1-2604. 1-2605, 1-2606, 1-2607, 1-2608, 

1- 2609, 1-2610, 1-2611, 1-2612, 1-2613, 1-2614. 1-2657, 1-2665, 1-2667, 1-2669, 2-1, 2-2, 2-3, 2-4, 2-5, 2-6. 2-7. 2-8. 
2S 2-9, 2-10, 2-11, 2-12, 2-13, 2-14, 2-15, 2-16, 2-17, 2-18, 2-19, 2-20, 2-21. 2-22, 2-23. 2-24, 2-25. 2-26. 2-27, 2-28, 

2- 29, 2-30, 2-31, 2-32, 2-33, 2-34, 2-35, 2-36, 2-37, 2-38, 2-39, 240, 2-41, 242, 243. 2-44. 2-45, 2-46. 2-47, 2-48. 2-49, 
2-50. 2-51, 2-52, 2-53, 2-54, 2-55, 2-56. 2-57, 2-58, 2-59, 2-60, 2-61, 2-62, 2-63, 2-64, 2-65, 2-66, 2-67, 2-68, 2-69. 
2-70, 2-71, 2-72, 2-73, 2-74, 2-75, 2-76, 2-77, 2-78, 2-79, 2-80, 2-81, 2-82, 2-83. 2-232, 2-233, 2-234, 2-235, 2-236, 
2-237, 2-238, 2-239, 2-240, 2-241 , 2-242, 2-243, 2-244. 2-245. 2-246. 2-247, 2-248, 2-249, 2-250, 2-251 , 2-252, 2-253, 

30 2-254, 2-255, 2-256, 2-257. 2-258. 2-259. 2-260, 2-261 , 2-262, 2-263, 2-264, 2-265, 2-266, 2-267. 2-268. 2-269. 2-270, 
2-271 . 2-272, 2-273, 2-274, 2-275, 2-276. 2-277. 2-278. 2-279, 2-280, 2-281 , 2-282, 2-283, 2-284, 2-285, 2-286, 2-287, 
2-288, 2-289. 2-290, 2-291 , 2-292. 2-293, 2-294. 2-295, 2-296. 2-297, 2-298, 2-299, 2-300, 2-301 , 2-302, 2-303. 2-304. 
2-305, 2-306. 2-307. 2-308, 2-309, 2-310, 2-311, 2-312, 2-313. 2-314, 2-315, 2-316, 2-317, 2-318, 2-319. 2-320. 2-321, 
2-322, 2-323, 2-324, 2-325, 2-326, 2-327, 2-328. 2-329, 2-330, 2-331 , 2-332. 2-333. 2-334, 2-335, 2-336, 2-337. 2-338, 

35 2-339, 2-340, 2-341 , 2-342, 2-343, 2-344, 2-345, 2-346, 2-347, 2-348, 2-349, 2-350, 2-351 , 2-352, 2-353, 2-354, 2-355, 
2-356, 2-357, 2-358, 2-359, 2-360, 2-361 , 2-362, 2-363, 2-364, 2-365. 2-366, 2-367, 2-368, 2-369, 2-370, 2-371 , 2-372, 
2-373, 2-374. 2-375. 2-376. 2-377, 2-378, 2-379, 2-380, 2-381 , 2-382. 2-383. 2-384, 2-385, 2-386, 2-387, 2-388, 2-389, 
2-390, 2-391 , 2-392, 2-393, 2-394, 2-395, 2-396, 2-397, 2-398, 2-399, 2-400. 2-401 . 2-402, 2-403. 2-404, 2-405, 2-406, 
2-407, 2-408, 2-409, 2-410, 2-411, 2-412, 2-413, 2-414, 2-415. 2-416. 2-417, 2-418, 2-419, 2-420, 2-421 , 2-422, 2-423, 

40 2-424, 2-425, 2-426. 2-427, 2-428. 2-429, 2-430, 2-431 , 2-432, 2-433, 2-434, 2-435, 2-436. 2-437, 2-438, 2-439, 2-440, 
2-441 , 2-442, 2-443. 2-444. 2-445. 2-446, 2-447, 2-448, 2-449, 2-450. 2-451 , 2-452, 2-453, 2-454, 2-455, 2-456, 2-457, 
2-458. 2-459, 2460, 2-461. 2-462, 2-463, 2-464, 2-465, 2-466, 2-467, 2-468, 2-469, 2-470, 2-471, 2-472, 2-473, 2-474, 
2-475, 2-476, 2-477, 2-478, 2-479, 2-480, 2-481, 2-482, 2483, 2484, 2-485, 2-486, 2-487, 2488. 2-489. 2-490, 2-491. 
2-492. 2-493, 2-494, 2-495, 2-496, 2497. 2-498, 2-499. 2-500, 2-501 . 2-502. 2-503, 2-504. 2-505, 2-506, 2-507. 2-508, 

45 2-509, 2-510, 2-511 , 2-512. 2-513. 2-514, 2-515, 2-516, 2-517. 2-518, 2-519, 2-520, 2-521 , 2-522, 2-523, 2-524, 2-525, 
2-526. 2-527, 2-528. 2-529, 2-530, 2-531 , 2-532. 2-533. 2-534, 2-535. 2-536. 2-537. 2-538, 2-539, 2-540, 2-541 , 2-542, 
2-543, 2-544, 2-545, 2-546, 2-547, 2-548. 2-549, 2-550, 2-551, 2-552. 2-553, 2-554, 2-555, 2-556. 2-557, 2-558, 2-559. 
2-560, 2-561 , 2-562, 2-563, 2-564, 2-565, 2-566, 2-567, 2-568, 2-569, 2-570, 2-571 , 2-572. 2-573, 2-574, 2-575, 2-576. 
2-577, 2-578, 2-579. 2-580, 2-581 , 2-582, 2-583, 2-584, 2-585, 2-586, 2-587, 2-588, 2-589, 2-590, 2-591 , 2-592, 2-593, 

50 2-594, 2-595, 2-596, 2-597. 2-598. 2-599, 2-600, 2-601 , 2-602, 2-603, 2-604, 2-605, 2-606, 2-607, 2-608, 2-609, 2-610. 
2-611, 2-612. 2-613. 2-614. 2-615. 2-616, 2-617, 2-618, 2-619, 2-620. 2-621, 2-676, 2-677, 2-678, 2-679. 2-680, 2-681, 
2-682, 2-683, 2-684, 2-685, 2-686, 2-687, 2-688, 2-689, 2-690, 2-691 . 2-692. 2-693, 2-694, 2-695. 2-696, 2-697, 2-698, 
2-699, 2-700, 2-701, 2-702, 2-703, 2-704, 2-705, 2-706, 2-707, 2-708, 2-709, 2-710, 2-711, 2-712, 2-713. 2-714, 2-715. 
2-716, 2-717. 2-718. 2-719, 2-720, 2-721, 2-722, 2-723, 2-724, 2-725. 2-726, 2-727, 2-728, 2-729, 2-730, 2-731, 2-732, 

55 2-733, 2-734, 2-735, 2-736. 2-737, 2-738. 2-739, 2-740, 2-741 , 2-742, 2-743, 2-744, 2-745, 2-746, 2-747. 2-748. 2-749, 
2-750, 2-751 , 2-752, 2-753, 2-754, 2-755, 2-756. 2-757, 2-758. 2-759, 2-760, 2-761 , 2-762, 2-763, 2-764. 2-765. 2-766, 
2-767, 2-768, 2-769. 2-770, 2-771 , 2-772. 2-773, 2-774, 2-775. 2-776. 2-777, 2-778, 2-779, 2-780, 2-781 , 2-782. 2-783. 
2-784. 2-785. 2-786. 2-787, 2-788. 2-789, 2-790, 2-791 , 2-792, 2-793. 2-794, 2-795, 2-796, 2-797. 2-798, 2-799, 2-800. 
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2-801, 2-802, 2-803, 2-804, 2-805, 2-806, 2-807. 2-808, 2-809, 2-810, 2-811, 2-812, 2-813, 2-814, 2-815, 2-816, 2-817, 
2-81 8, 2-81 9, 2-820, 2-821 , 2-822, 2-823, 2-824, 2-825, 2-826, 2-827, 2-828, 2-829, 2-830, 2-831 , 2-832, 2-833, 2-834. 
2-835, 2-836, 2-837, 2-838, 2-839, 2-840, 2-841 , 2-842, 2-843, 2-844, 2-845, 2-846. 2-847, 2-848, 2-849, 2-850, 2-851 . 
2-852, 2-853, 2-854, 2-855, 2-856, 2-857, 2-858. 2-859. 2-860, 2-861, 2-862, 2-863, 2-1112, 2-1113, 2-1114, 2-1115, 

5 2-1116, 2-1117, 2-1118, 2-1119, 2-1120, 2-1121, 2-1122, 2-1123. 2-1124. 2-1125, 2-1126, 2-1127, 2-1128, 2-1129, 
2-1130, 2-1131. 2-1132, 2-1133, 2-1134, 2-1135, 2-1136, 2-1137, 2-1138, 2-1139, 2-1140, 2-1141, 2-1142, 2-1143, 
2-1144, 2-1145. 2-1146. 2-1147. 2-1148. 2-1149. 2-1150. 2-1151. 2-1152. 2-1153. 2-1154, 2-1155, 2-1156, 2-1157. 
2-1158. 2-1159, 2-1160. 2-1161. 2-1162. 2-1163. 2-1164, 2-1165. 2-1166, 2-1167, 2-1168, 2-1169. 2-1224. 2-1258, 
2-1259. 2-1260, 2-1261, 2-1262. 2-1263, 2-1264. 2-1265, 2-1266, 2-1267, 2-1268, 2-1269, 2-1270, 2-1271, 2-1272, 

10 2-1273, 2-1274, 2-1275, 2-1276, 2-1277, 2-1278, 2-1279, 2-1280, 2-1281, 2-1282. 2-1283, 2-1284. 2-1285, 2-1286, 
2-1287, 2-1288, 2-1289. 2-1290, 2-1291. 2-1292. 2-1293, 2-1294, 2-1295, 2-1296, 2-1297, 2-1298. 2-1299, 2-1300, 
2-1301, 2-1302, 2-1303, 2-1304, 2-1305. 2-1306. 2-1307. 2-1308. 2-1309, 2-1310, 2-1311 , 2-1312, 2-1313, 2-1314. 
2-1315, 2-1316, 2-1317, 2-1318. 2-1319. 2-1320. 2-1321. 2-1322. 2-1323. 2-1324, 2-1325, 2-1326. 2-1327. 2-1328. 
2-1329, 2-1330, 2-1331, 2-1332, 2-1333, 2-1334, 2-1335, 2-1336, 2-1337, 2-1338, 2-1339, 2-1340, 2-1341, 2-1342, 

IS 2-1343, 2-1344, 2-1345. 2-1346, 2-1347, 2-1348, 2-1349, 2-1350, 2-1351, 2-1352, 2-1353, 2-1354, 2-1355, 2-1356, 
2-1357, 2-1358, 2-1359, 2-1360, 2-1361, 2-1362, 2-1363, 2-1364, 2-1365, 2-1366, 2-1367, 2-1368, 2-1369. 2-1370. 
2-1371. 2-1372, 2-1373. 2-1374, 2-1375, 2-1376, 2-1377, 2-1378, 2-1379, 2-1380, 2-1381, 2-1382, 2-1383, 2-1532, 
2-1533. 2-1534, 2-1535. 2-1536, 2-1537, 2-1538. 2-1539, 2-1540. 2-1 541 , 2-1 542, 2-1543. 2-1544, 2-1545, 2-1546, 
2-1547. 2-1548. 2-1549, 2-1550. 2-1551, 2-1552, 2-1553, 2-1554, 2-1555, 2-1556, 2-1557, 2-1558. 2-1559. 2-1560, 

20 2-1561, 2-1562. 2-1563. 2-1564, 2-1565, 2-1566, 2-1567, 2-1568, 2-1569, 2-1570, 2-1571, 2-1572. 2-1573, 2-1574, 
2-1575, 2-1576, 2-1577. 2-1578, 2-1579, 2-1580. 2-1581. 2-1582. 2-1583. 2-1584, 2-1585. 2-1586. 2-1587, 2-1588, 
2-1589, 2-1590, 2-1591. 2-1592, 2-1593. 2-1594, 2-1595, 2-1596, 2-1597, 2-1598, 2-1599, 2-1600. 2-1601, 2-1602. 
2-1603, 2-1604, 2-1605, 2-1606, 2-1607, 2-1608. 2-1609, 2-1610, 2-1611, 2-1612, 2-1613, 2-1614, 2-1615, 2-1616. 
2-1617, 2-1618, 2-1619. 2-1620, 2-1621, 2-1622, 2-1623, 2-1624. 2-1625, 2-1626. 2-1627, 2-1628, 2-1629, 2-1630, 

2S 2-1631, 2-1632, 2-1633, 2-1634, 2-1635, 2-1636. 2-1637, 2-1638, 2-1639, 2-1640, 2-1641, 2-1642, 2-1643, 2-1644. 
2-1645, 2-1646, 2-1647, 2-1648, 2-1649. 2-1650, 2-1651. 2-1652, 2-1653. 2-1654, 2-1655, 2-1656, 2-1657, 2-1658, 
2-1659, 2-1660, 2-1661, 2-1662, 2-1663, 2-1664, 2-1665, 2-1666. 2-1667. 2-1668, 2-1669, 2-1670, 2-1671, 2-1672, 
2-1673, 2-1674, 2-1675, 2-1676, 2-1677, 2-1678, 2-1679, 2-1680, 2-1681, 2-1682, 2-1683, 2-1684. 2-1685, 2-1686, 
2-1687, 2-1688. 2-1689, 2-1690, 2-1691, 2-1692, 2-1693, 2-1694, 2-1695. 2-1696. 2-1697, 2-1698, 2-1699. 2-1700. 

30 2-1701, 2-1702, 2-1703. 2-1704, 2-1705, 2-1706, 2-1707. 2-1708, 2-1709, 2-1710, 2-1711, 2-1712, 2-1713, 2-1714, 
2-1715. 2-1716, 2-1717, 2-1718, 2-1719, 2-1720. 2-1721, 2-1722, 2-1723, 2-1724, 2-1725. 2-1726. 2-1727, 2-1728. 
2-1729. 2-1730. 2-1731. 2-1732. 2-1733, 2-1734, 2-1735, 2-1736, 2-1737, 2-1738, 2-1739, 2-1740. 2-1741, 2-1742. 
2-1743, 2-1744, 2-1745. 2-1746. 2-1747. 2-1748, 2-1749, 2-1750, 2-1751, 2-1752. 2-1753, 2-1754, 2-1755, 2-1756, 
2-1757. 2-1758. 2-1759, 2-1760. 2-1761. 2-1762, 2-1763, 2-1764, 2-1765, 2-1766. 2-1767, 2-1768, 2-1769, 2-1770, 

35 2-1771, 2-1772, 2-1773, 2-1774. 2-1775, 2-1776, 2-1777, 2-1778, 2-1779, 2-1780. 2-1781, 2-1782. 2-1783, 2-1784, 
2-1785, 2-1786, 2-1787, 2-1788, 2-1789, 2-1790, 2-1791, 2-1792. 2-1793, 2-1794, 2-1795, 2-1796. 2-1797, 2-1798. 
2-1799, 2-1800, 2-1801, 2-1802, 2-1803, 2-1804, 2-1805, 2-1806, 2-1807, 2-1808, 2-1809. 2-1810. 2-1811, 2-1812, 
2-1813, 2-1814, 2-1815, 2-1816, 2-1817, 2-1818, 2-1819, 2-1820, 2-1821, 2-1822, 2-1623, 2-1824, 2-1825, 2-1826, 
2-1827, 2-1828, 2-1829, 2-1830. 2-1831. 2-1832. 2-1833. 2-1834, 2-1835, 2-1836. 2-1837, 2-1838, 2-1839, 2-1840, 

40 2-1841, 2-1842, 2-1843, 2-1844, 2-1845. 2-1846. 2-1847. 2-1848. 2-1849, 2-1850, 2-1851, 2-1852, 2-1853, 2-1854. 
2-1855, 2-1856, 2-1857, 2-1858. 2-1859, 2-1860, 2-1861, 2-1862, 2-1863, 2-1864, 2-1865, 2-1866, 2-1867, 2-1868, 
2-1869, 2-1870, 2-1871, 2-1872, 2-1873, 2-1874, 2-1875, 2-1876. 2-1877, 2-1878. 2-1879. 2-1880. 2-1881, 2-1882, 
2-1883, 2-1884, 2-1885, 2-1886, 2-1887, 2-1888, 2-1889, 2-1890, 2-1891, 2-1892, 2-1893, 2-1894, 2-1895, 2-1896. 
2-1897, 2-1898, 2-1899. 2-1900, 2-1901. 2-1902. 2-1903, 2-1904, 2-1905, 2-1906, 2-1907, 2-1908, 2-1909, 2-1910, 

45 2-1911. 2-1912, 2-1913. 2-1914, 2-1915. 2-1916. 2-1917. 2-1918. 2-1919, 2-1920, 2-1921 . 2-1962. 2-1963. 2-1964, 
2-1965. 2-1966, 2-1967. 2-1968, 2-1969. 2-1970, 2-1971. 2-1972. 2-1973. 2-1974, 2-1975. 2-1976. 2-1977, 2-1978. 
2-1979. 2-1980. 2-1981, 2-1982. 2-1983, 2-1984. 2-1985. 2-1986. 2-1987, 2-1988. 2-1989, 2-1990, 2-1991, 2-1992. 
2-1993. 2-1994, 2-1995, 2-1996, 2-1997, 2-1998, 2-1999. 2-2000, 2-2001, 2-2002, 2-2003. 2-2004. 2-2005, 2-2006, 
2-2007, 2-2008, 2-2009, 2-2010, 2-2011, 2-2012, 2-2013, 2-2014, 2-2015, 2-2016, 2-2017, 2-2018, 2-2019, 2-2020, 

so 2-2021. 2-2022. 2-2023. 2-2024. 2-2025. 2-2026, 2-2027, 2-2028, 2-2029, 2-2030, 2-2031, 2-2032. 2-2033, 2-2034. 
2-2035, 2-2036, 2-2037, 2-2038, 2-2039. 2-2040. 2-2041. 2-2042. 2-2043. 2-2044, 2-2045, 2-2046. 2-2047, 2-2048. 
2-2049, 2-2050, 2-2051, 2-2052, 2-2053, 2-2054, 2-2055. 2-2056, 2-2057, 2-2058, 2-2059. 2-2060, 2-2061, 2-2062. 
2-2063. 2-2064, 2-2065, 2-2066, 2-2067, 2-2068, 2-2069. 2-2070, 2-2071, 2-2072, 2-2073, 2-2074, 2-2075. 2-2076, 
2-2077, 2-2078, 2-2079, 2-2080, 2-2081, 2-2082, 2-2083, 2-2084, 2-2085, 2-2086, 2-2087, 2-2088, 2-2089, 2-2090, 

55 2-2091, 2-2092, 2-2093, 2-2094. 2-2095. 2-2096. 2-2097. 2-2098. 2-2099. 2-2100, 2-2101, 2-2102, 2-2103. 2-2104. 
2-2105, 2-2106, 2-2107, 2-2108, 2-2109, 2-2110, 2-2111, 2-2112, 2-2113, 2-2114, 2-2115, 2-2116, 2-2117, 2-2118, 
2-2119, 2-2120, 2-2121, 2-2122, 2-2123, 2-2124. 2-2125. 2-2126, 2-2127. 2-2128, 2-2129, 2-2130. 2-2131, 2-2132. 
2-2133. 2-2134. 2-2135, 2-2136, 2-2137. 2-2138. 2-2139, 2-2140. 2-2141. 2-2142, 2-2143, 2-2144. 2-2145, 2-2146, 
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2-2147, 2-2148, 2-2149, 2-2150, 2-2151, 2-2152, 2-2153. 2-2154, 2-2155. 2-2156. 2-2157. 2-2158, 2-2159, 2-2160. 
2-2161, 2-2162, 2-2163, 2-2429, 2-2430, 2-2431, 2-2432, 2-2433, 2-2434, 2-2435. 2-2436, 2-2437, 2<2438, 2-2439, 
2-2440, 2-2441, 2-2442, 2-2443, 2-2444, 2-2445, 2-2446, 2-2447, 2-2448, 2-2449, 2-2450, 2-2451, 2-2452, 2-2453, 
2-2454, 2-2455, 2-2456. 2-2457, 2-2458, 2-2459, 2-2460, 2-2461, 2-2462. 2-2463, 2-2464, 2-2465, 2-2466, 2-2467, 

5 2-2468, 2-2469, 2-2470, 2-2471, 2-2472, 2-2473, 2-2474, 2-2475, 2-2476, 2-2477, 2-2478, 2-2479, 2-2480, 2-2481, 
2-2482, 2-2483, 2-2484, 2-2485, 2-2486, 2-2487, 2-2488, 2-2489, 2-2490, 2-2491, 2-2492, 2-2493, 2-2494, 2-2495, 
2-2496, 2-2497, 2-2498, 2-2499, 2-2500, 2-2501, 2-2502, 2-2503. 2-2504, 2-2505, 2-2506, 2-2507, 2-2508, 2-2509, 
2-2510, 2-2511, 2-2512. 2-2513, 2-2514, 2-2515, 2-2516, 2-2517, 2-2518, 2-2519, 2-2520. 2-2521. 2-2522, 2-2523, 
2-2524, 2-2525, 2-2526, 2-2527, 2-2528, 2-2529, 2-2530, 2-2531 , 2-2532, 2-2533. 2-2534, 2-2536, 2-2536, 2-2537, 

10 2-2538, 2-2539, 2-2540, 2-2541. 2-2542, 2-2543. 2-2544, 2-2545, 2-2546, 2-2547, 2-2548, 2-2549, 2-2550. 2-2551, 
2-2552. 2-2553, 2-2554, 2-2555, 2-2556, 2-2557, 2-2558, 2-2559, 2-2560, 2-2561, 2-2562, 2-2563. 2-2564, 2-2565, 
2-2566, 2-2567. 2-2568, 2-2569, 2-2570. 2-2571. 2-2572, 2-2573, 2-2574, 2-2575, 2-2576. 2-2577, 2-2578, 2-2579, 
2-2580. 2-2581. 2-2582. 2-2583, 2-2584, 2-2585, 2-2586, 2-2587, 2-2588, 2-2589, 2-2590, 2-2591, 2-2592, 2-2593, 

2- 2594, 2-2595, 2-2596, 2-2597, 2-2598, 2-2599, 2-2600, 2-2601, 2-2602, 2-2603, 2-2604, 2-2605, 2-2606, 2-2607. 
16 2-2608. 2-2609, 2-2610, 2-2611 . 2-2612. 2-2613. 2-2614. 2-2657. 2-2665. 2-2667, 2-2669, 3-1, 3-2, 3-3, 3-4, 3-5, 3-6, 

3- 7, 3-8, 3-9, 3-10, 3-11. 3-12, 3-13, 3-14, 3-15. 3-16. 3-17, 3-18, 3-19, 3-20, 3-21, 3-22, 3-23. 3-24, 3-25. 3-26, 3-27, 
3-28, 3-29, 3-30, 3-31 , 3-32, 3-33, 3-34, 3-35, 3-36, 3-37, 3-38, 3-39. 3-40, 3-41 , 3-42, 3-43, 344, 3-45, 346, 3-47, 
3-48, 3-49, 3-50, 3-51, 3-52, 3-53, 3-54, 3-55. 3-56, 3-57, 3-58, 3-59, 3-60, 3-61, 3-62, 3-63, 3-64, 3-65, 3-66, 3-67, 
3-68, 3-69, 3-70, 3-71, 3-72, 3-73, 3-74, 3-75, 3-76, 3-77, 3-78, 3-79, 3-80, 3-81. 3-82, 3-83, 3-232, 3-233, 3-234. 

20 3-235, 3-236, 3-237, 3-238, 3-239, 3-240, 3-241 , 3-242, 3-243, 3-244. 3-245, 3-246. 3-247, 3-248, 3-249, 3-250, 3-251 . 
3-252. 3-253. 3-254. 3-255, 3-256. 3-257, 3-258, 3-259, 3-260, 3-261, 3-262, 3-263, 3-264. 3-265. 3-266, 3-267. 3-268, 
3-269, 3-270, 3-271 . 3-272. 3-273, 3-274, 3-275, 3-276, 3-277, 3-278. 3-279, 3-280, 3-281 , 3-282. 3-283, 3-284, 3-285. 
3-286, 3-287. 3-288, 3-289, 3-290, 3-291 , 3-292, 3-293, 3-294, 3-295. 3-296, 3-297, 3-298, 3-299, 3-300, 3-301 , 3-302, 
3-303, 3-304, 3-305, 3-306, 3-307, 3-308. 3-309, 3-310. 3-311,3 3-312, 3-313, 3-314. 3-315, 3-316, 3-317, 3-318, 

25 3-31 9, 3-320, 3-321 . 3-322, 3-323, 3-324. 3-325, 3-326, 3-327, 3-328. 3-329, 3-330, 3-331 , 3-332, 3-333, 3-334. 3-335. 
3-336, 3-337, 3-338. 3-339, 3-340, 3-341 , 3-342. 3-343, 3-344, 3-345, 3-346, 3-347, 3-348. 3-349. 3-350, 3-351 , 3-352, 
3-353, 3-354, 3-355, 3-356, 3-357, 3-358, 3-359, 3-360. 3-361, 3-362. 3-363, 3-364, 3-365. 3-366. 3-367, 3-368, 3-369, 
3-370, 3-371 , 3-372. 3-373. 3-374, 3-375. 3-376, 3-377, 3-378. 3-379, 3-380, 3-381, 3-382, 3-383, 3-384, 3-385. 3-386, 
3-387. 3-388, 3-389. 3-390, 3-391 . 3-392, 3-393. 3-394, 3-395, 3-396. 3-397, 3-398. 3-399. 3-400, 3-401 . 3-402. 3-403. 

30 3-404, 3-405, 3-406, 3-407, 3-408, 3-409, 3-410. 3-411 , 3-412. 3-413. 3-414, 3-415, 3-416. 3-417. 3-418. 3-419, 3-420. 
3-421 , 3-422, 3-423, 3-424, 3-425, 3-426, 3-427, 3-428, 3-429, 3-430. 3-431 , 3-432, 3-433, 3-434, 3-435, 3-436, 3-437, 
3-438, 3-439. 3-440. 3-441. 3-442, 3-443. 3-444, 3-445, 3-446. 3447. 3-448. 3-449, 3-450, 3-451, 3-452, 3-453, 3-454, 
3-455, 3-456. 3-457. 3-458. 3-459, 3-460, 3-461 . 3-462. 3-463. 3-464, 3-465, 3-466. 3-467, 3-468, 3-469, 3-470, 3-471 . 
3-472. 3-473, 3-474, 3-475, 3-476, 3-477, 3-478. 3-479, 3-480, 3-481 . 3-482, 3-483, 3-484. 3-485, 3-486. 3-487, 3-488. 

35 3-489. 3-490, 3-491 , 3-492, 3-493, 3-494. 3-495, 3-496, 3-497, 3-498. 3-499. 3-500, 3-501 , 3-502. 3-503. 3-504. 3-505, 
3-506, 3-507. 3-508, 3-509, 3-510, 3-511, 3-512. 3-513, 3-514, 3-515. 3-516, 3-517, 3-518, 3-519, 3-520, 3-521, 3-522, 
3-523, 3-524. 3-525, 3-526, 3-527, 3-528, 3-529, 3-530, 3-531 , 3-532, 3-533, 3-534, 3-535, 3-536, 3-537, 3-538. 3-539, 
3-540. 3-541 , 3-542, 3-543, 3-544, 3-545. 3-546, 3-547, 3-548, 3-549, 3-550, 3-551 , 3-552, 3-553, 3-554, 3-555. 3-556, 
3-557, 3-558, 3-559, 3-560, 3-561 , 3-562, 3-563. 3-564, 3-565, 3-566, 3-567, 3-568, 3-569, 3-570, 3-571 , 3-572, 3-573, 

40 3-574, 3-575, 3-576, 3-577, 3-578, 3-579, 3-580, 3-581 , 3-582, 3-583, 3-584, 3-585, 3-586, 3-587, 3-588. 3-589. 3-590, 
3-591 , 3-592, 3-593, 3-594. 3-595, 3-596, 3-597. 3-598. 3-599, 3-600. 3-601 , 3-602, 3-603, 3-604, 3-605, 3-606. 3-607. 
3-608, 3-609, 3-610. 3-611, 3-612, 3-613, 3-614. 3-615, 3-616, 3-617, 3-618, 3-619, 3-620, 3-621, 3-676, 3-677. 3-678. 
3-679. 3-680, 3-681, 3-682. 3-683, 3-684, 3-685, 3-686. 3-687. 3-688. 3-689, 3-690, 3-691, 3-692, 3-693, 3-694, 3-695. 
3-696, 3-697, 3-698. 3-699, 3-700, 3-701, 3-702, 3-703, 3-704, 3-705, 3-706, 3-707, 3-708, 3-709, 3-710, 3-711, 3-712, 

45 3-713, 3-714. 3-715, 3-716, 3-717. 3-718. 3-719. 3-720, 3-721. 3-722, 3-723. 3-724, 3-725, 3-726, 3-727, 3-728, 3-729, 
3-730, 3-731 , 3-732, 3-733. 3-734. 3-735, 3-736. 3-737, 3-738, 3-739. 3-740, 3-741 , 3-742. 3-743, 3-744. 3-745, 3-746. 
3-747, 3-748, 3-749. 3-750, 3-751 , 3-752, 3-753, 3-754. 3-755, 3-756, 3-757, 3-758. 3-759, 3-760, 3-761 . 3-762, 3-763, 
3-764. 3-765. 3-766, 3-767, 3-768, 3-769, 3-770, 3-771 . 3-772, 3-773. 3-774, 3-775, 3-776. 3-777, 3-778, 3-779. 3-780. 
3-781 , 3-782. 3-783, 3-784, 3-785. 3-786, 3-787, 3-788, 3-789, 3-790. 3-791 , 3-792, 3-793, 3-794, 3-795, 3-796, 3-797, 

50 3-798, 3-799, 3-800, 3-801 , 3-802, 3-803, 3-804, 3-805, 3-806. 3-807, 3-808, 3-809, 3-810, 3-811 , 3-812, 3-81 3. 3-814, 
3-815, 3-816. 3-817, 3-818, 3-819. 3-820, 3-821, 3-822, 3-823, 3-824, 3-825. 3-826, 3-827, 3-828, 3-829, 3-830, 3-831, 
3-832, 3-833, 3-834, 3-835, 3-836. 3-837, 3-838, 3-839, 3-840, 3-841 , 3-842, 3-843. 3-844. 3-845, 3-846, 3-847. 3-848, 
3-849, 3-850. 3-851, 3-852, 3-853. 3-854, 3-855, 3-856, 3-857, 3-858, 3-859, 3-860, 3-861. 3-862. 3-863, 3-1112, 
3-1113, 3-1114, 3-1115, 3-1116, 3-1117, 3-1118. 3-1119, 3-1120, 3-1121, 3-1122, 3-1123, 3-1124, 3-1125, 3-1126, 

55 3-1127, 3-1128, 3-1129. 3-1130. 3-1131. 3-1132. 3-1133. 3-1134, 3-1135, 3-1136. 3-1137. 3-1138, 3-1139. 3-1140. 
3-1141. 3-1142, 3-1143, 3-1144, 3-1145, 3-1146, 3-1147, 3-1148, 3-1149. 3-1150, 3-1151, 3-1152, 3-1153, 3-1154. 
3-1155. 3-1156, 3-1157, 3-1158. 3-1159, 3-1160, 3-1161, 3-1162, 3-1163, 3-1164, 3-1165, 3-1166. 3-1167, 3-1168, 
3-1169. 3-1224, 3-1258. 3-1259, 3-1260. 3-1261. 3-1262, 3-1263. 3-1264. 3-1265. 3-1266, 3-1267. 3-1268. 3-1269. 
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3-1270, 3-1271, 3-1272, 3-1273, 3-1274, 3-1275. 3-1276, 3-1277, 3-1278, 3-1279, 3-1280, 3-1281, 3-1282, 3-1283, 
3-1284, 3-1285, 3-1286, 3-1287, 3-1288, 3-1289, 3-1290, 3-1291, 3-1292, 3-1293, 3-1294, 3-1295, 3-1296, 3-1297, 
3-1298, 3-1299. 3-1300, 3-1301, 3-1302, 3-1303, 3-1304, 3-1305, 3-1306, 3-1307, 3-1308, 3-1309, 3-1310. 3-1311, 
3-1312, 3-1313, 3-1314, 3-1315. 3-1316, 3-1317, 3-1318. 3-1319, 3-1320, 3-1321, 3-1322, 3-1323, 3-1324. 3-1325, 

5 3-1326, 3-1327, 3-1328, 3-1329, 3-1330, 3-1331, 3-1332, 3-1333. 3-1334, 3-1335, 3-1336, 3-1337. 3-1338, 3-1339, 
3-1340, 3-1341, 3-1342, 3-1343, 3-1344, 3-1345, 3-1346, 3-1347, 3-1348, 3-1349, 3-1350, 3-1351. 3-1352, 3-1353, 
3-1354, 3-1355, 3-1356, 3-1357, 3-1358, 3-1359, 3-1360, 3-1361. 3-1362, 3-1363, 3-1364. 3-1365. 3-1366, 3-1367, 
3-1368, 3-1369, 3-1370, 3-1371, 3-1372, 3-1373, 3-1374. 3-1375, 3-1376, 3-1377, 3-1378, 3-1379, 3-1380, 3-1381. 
3-1382, 3-1383, 3-1532, 3-1533, 3-1534, 3-1535, 3-1536. 3-1537, 3-1538, 3-1539, 3-1540, 3-1541, 3-1542, 3-1543, 

10 3-1544, 3-1545, 3-1546, 3-1547, 3-1548, 3-1549, 3-1550. 3-1551, 3-1552, 3-1553, 3-1554, 3-1555, 3-1556, 3-1557, 
3-1558, 3-1559, 3-1560, 3-1561, 3-1562, 3-1563, 3-1564, 3-1565, 3-1566, 3-1567, 3-1568, 3-1569, 3-1570, 3-1571, 
3-1572, 3-1573, 3-1574, 3-1575, 3-1576, 3-1577, 3-1578, 3-1579, 3-1580. 3-1581. 3-1582, 3-1583, 3-1584, 3-1585, 
3-1586, 3-1587, 3-1588, 3-1589, 3-1590. 3-1591, 3-1592, 3-1593, 3-1594, 3-1595, 3-1596, 3-1597, 3-1598. 3-1599, 
3-1600, 3-1601. 3-1602, 3-1603, 3-1604, 3-1605, 3-1606, 3-1607, 3-1608, 3-1609, 3-1610, 3-1611, 3-1612, 3-1613, 

IS 3-1614, 3-1615, 3-1616. 3-1617, 3-1618, 3-1619, 3-1620. 3-1621, 3-1622, 3-1623, 3-1624, 3-1625, 3-1626, 3-1627, 
3-1628, 3-1629, 3-1630. 3-1631, 3-1632, 3-1633, 3-1634, 3-1635, 3-1636. 3-1637. 3-1638, 3-1639. 3-1640, 3-1641. 
3-1642, 3-1643, 3-1644, 3-1645, 3-1646, 3-1647, 3-1648, 3-1649, 3-1650. 3-1651, 3-1652, 3-1653, 3-1654, 3-1655. 
3-1656, 3-1657, 3-1658, 3-1659, 3-1660, 3-1661, 3-1662, 3-1663, 3-1664, 3-1665, 3-1666, 3-1667, 3-1668, 3-1669, 
3-1670, 3-1671, 3-1672, 3-1673, 3-1674, 3-1675, 3-1676, 3-1677. 3-1678, 3-1679, 3-1680, 3-1681, 3-1682, 3-1683, 

20 3-1684, 3-1685, 3-1686, 3-1687, 3-1688, 3-1689, 3-1690. 3-1691, 3-1692, 3-1693, 3-1694. 3-1695. 3-1696, 3-1697, 
3-1698, 3-1699, 3-1700. 3-1701, 3-1702, 3-1703, 3-1704, 3-1705. 3-1706, 3-1707, 3-1708, 3-1709. 3-1710, 3-1711, 
3-1712, 3-1713, 3-1714, 3-1715, 3-1716. 3-1717, 3-1718, 3-1719, 3-1720, 3-1721, 3-1722, 3-1723, 3-1724. 3-1725, 
3-1726, 3-1727, 3-1728, 3-1729. 3-1730, 3-1731, 3-1732, 3-1733, 3-1734, 3-1735, 3-1736. 3-1737. 3-1738. 3-1739, 
3-1740, 3-1741, 3-1742. 3-1743, 3-1744, 3-1745, 3-1746. 3-1747, 3-1748. 3-1749, 3-1750. 3-1751, 3-1752, 3-1753, 

25 3-1754, 3-1755. 3-1756, 3-1757. 3-1758, 3-1759, 3-1760, 3-1761, 3-1762, 3-1763, 3-1764, 3-1765, 3-1766. 3-1767. 
3-1768. 3-1769, 3-1770, 3-1771. 3-1772. 3-1773, 3-1774. 3-1775. 3-1776, 3-1777, 3-1778, 3-1779. 3-1780, 3-1781. 
3-1782. 3-1783, 3-1784, 3-1785, 3-1786, 3-1787, 3-1788, 3-1789, 3-1790, 3-1791, 3-1792, 3-1793, 3-1794. 3-1795, 
3-1796, 3-1797, 3-1798, 3-1799, 3-1800, 3-1801, 3-1802, 3-1803, 3-1804, 3-1805, 3-1806. 3-1807, 3-1808, 3-1809, 
3-1810, 3-1811, 3-1812, 3-1813, 3-1814, 3-1815, 3-1816, 3-1817, 3-1818, 3-1819, 3-1820, 3-1821, 3-1822, 3-1823, 

30 3-1824, 3-1825, 3-1826, 3-1827, 3-1828, 3-1829. 3-1830, 3-1831, 3-1832, 3-1833, 3-1834. 3-1835. 3-1836, 3-1837, 
3-1838, 3-1839, 3-1840. 3-1841, 3-1842, 3-1843, 3-1844, 3-1845, 3-1846, 3-1847, 3-1848, 3-1849. 3-1850, 3-1851, 
3-1852, 3-1853, 3-1854. 3-1855, 3-1856, 3-1857, 3-1858. 3-1859, 3-1860, 3-1861, 3-1862, 3-1863, 3-1864, 3-1865. 
3-1866. 3-1867, 3-1868, 3-1869, 3-1870, 3-1871, 3-1872, 3-1873, 3-1874, 3-1875. 3-1876, 3-1877, 3-1878, 3-1879, 
3-1880. 3-1881. 3-1882. 3-1883. 3-1884, 3-1885, 3-1886, 3-1887, 3-1888, 3-1889, 3-1890, 3-1891, 3-1892, 3-1893, 

35 3-1894, 3-1895, 3-1896, 3-1897, 3-1898, 3-1899. 3-1900, 3-1901. 3-1902. 3-1903, 3-1904, 3-1905, 3-1906, 3-1907, 
3-1908. 3-1909, 3-1910, 3-1911, 3-1912, 3-1913, 3-1914, 3-1915, 3-1916, 3-1917, 3-1918, 3-1919, 3-1920, 3-1921, 
3-1962, 3-1963, 3-1964. 3-1965, 3-1966, 3-1967, 3-1968, 3-1969. 3-1970. 3-1971, 3-1972, 3-1973. 3-1974, 3-1975, 
3-1976, 3-1977, 3-1978, 3-1979, 3-1980, 3-1981, 3-1982. 3-1983. 3-1984, 3-1985, 3-1986, 3-1987, 3-1988, 3-1989, 
3-1990, 3-1991, 3-1992, 3-1993, 3-1994, 3-1995, 3-1996, 3-1997, 3-1998, 3-1999, 3-2000, 3-2001, 3-2002, 3-2003, 

40 3-2004, 3-2005, 3-2006, 3-2007, 3-2008, 3-2009, 3-2010, 3-2011, 3-2012, 3-2013, 3-2014. 3-2015, 3-2016. 3-2017. 
3-2018, 3-2019. 3-2020. 3-2021. 3-2022, 3-2023. 3-2024. 3-2025, 3-2026, 3-2027. 3-2028, 3-2029, 3-2030, 3-2031, 
3-2032, 3-2033, 3-2034, 3-2035, 3-2036, 3-2037, 3-2038, 3-2039. 3-2040, 3-2041, 3-2042, 3-2043, 3-2044, 3-2045, 
3-2046. 3-2047. 3-2048, 3-2049, 3-2050, 3-2051, 3-2052. 3-2053. 3-2054, 3-2055, 3-2056, 3-2057, 3-2058, 3-2059, 
3-2060. 3-2061, 3-2062, 3-2063, 3-2064, 3-2065, 3-2066. 3-2067, 3-2068, 3-2069, 3-2070, 3-2071. 3-2072. 3-2073. 

45 3-2074, 3-2075. 3-2076, 3-2077, 3-2078, 3-2079, 3-2080. 3-2081 . 3-2082, 3-2083, 3-2084, 3-2085. 3-2086, 3-2087, 
3-2088. 3-2089, 3-2090. 3-2091, 3-2092, 3-2093, 3-2094. 3-2095. 3-2096. 3-2097. 3-2098. 3-2099, 3-2100. 3-2101. 
3-2102, 3-2103. 3-2104. 3-2105. 3-2106. 3-2107, 3-2108. 3-2109, 3-2110, 3-2111, 3-2112. 3-2113, 3-2114. 3-2115, 
3-2116, 3-2117. 3-2118. 3-2119, 3-2120, 3-2121. 3-2122. 3-2123. 3-2124, 3-2125, 3-2126. 3-2127, 3-2128, 3-2129, 
3-2130, 3-2131, 3-2132, 3-2133. 3-2134, 3-2135. 3-2136. 3-2137, 3-2138, 3-2139, 3-2140. 3-2141. 3-2142. 3-2143, 

SO 3-2144, 3-2145, 3-2146, 3-2147, 3-2148, 3-2149. 3-2150. 3-2151, 3-2152. 3-2153, 3-2154. 3-2155. 3-2156. 3-2157, 
3-2158, 3-2159. 3-2160. 3-2161, 3-2162, 3-2163, 3-2429. 3-2430. 3-2431. 3-2432, 3-2433, 3-2434. 3-2435, 3-2436, 
3-2437, 3-2438, 3-2439, 3-2440, 3-2441, 3-2442, 3-2443. 3-2444. 3-2445, 3-2446, 3-2447, 3-2448. 3-2449, 3-2450, 
3-2451, 3-2452, 3-2453, 3-2454, 3-2455, 3-2456, 3-2457. 3-2458. 3-2459, 3-2460, 3-2461, 3-2462, 3-2463, 3-2464, 
3-2465, 3-2466. 3-2467, 3-2468, 3-2469. 3-2470. 3-2471. 3-2472. 3-2473. 3-2474. 3-2475, 3-2476. 3-2477. 3-2478. 

55 3-2479, 3-2480. 3-2481. 3-2482, 3-2483, 3-2484, 3-2485, 3-2486, 3-2487, 3-2488, 3-2489, 3-2490, 3-2491, 3-2492, 
3-2493, 3-2494, 3-2495, 3-2496, 3-2497, 3-2498, 3-2499, 3-2500, 3-2501, 3-2502, 3-2503, 3-2504, 3-2505, 3-2506, 
3-2507, 3-2508, 3-2509. 3-2510, 3-2511, 3-2512, 3-2513, 3-2514, 3-2515, 3-2516, 3-2517, 3-2518. 3-2519, 3-2520, 
3-2521, 3-2522. 3-2523, 3-2524, 3-2525, 3-2526, 3-2527. 3-2528, 3-2529, 3-2530, 3-2531, 3-2532, 3-2533, 3-2534, 



327 



EP 0 869 126 A1 



3-2535, 3-2536, 3-2537, 3-2538, 3-2539, 3-2540, 3-2541. 3-2542. 3-2543. 3-2544, 3-2545, 3-2546, 3-2547. 3-2548, 
3-2549, 3-2550, 3-2551, 3-2552, 3-2553. 3-2554, 3-2555. 3-2556, 3-2557, 3-2558, 3-2559. 3-2560, 3-2561. 3-2562, 
3-2563, 3-2564, 3-2565, 3-2566, 3-2567, 3-2568, 3-2569, 3-2570, 3-2571. 3-2572, 3-2573. 3-2574, 3-2575. 3-2576, 
3-2577, 3-2578, 3-2579. 3-2580. 3-2581, 3-2582, 3-2583, 3-2584. 3-2585. 3-2586, 3-2587, 3-2588. 3-2589, 3-2590. 

5 3-2591. 3-2592, 3-2593, 3-2594, 3-2595. 3-2596. 3-2597, 3-2598. 3-2599, 3-2600, 3-2601. 3-2602. 3-2603. 3-2604. 
3-2605. 3-2606, 3-2607, 3-2608, 3-2609. 3-2610, 3-2611. 3-2612, 3-2613. 3-2614, 3-2657. 3-2665, 3-2667 and 3-2669. 

The following compounds are more preferred, that Is Compounds No.: 1-2, 1-3, 1-4, 1-5, 1-6, 1-7, 1-8, 1-9, 1-10, 
1-11, 1-12. 1-13. 1-14, 1-15, 1-16, 1-17, 1-18, 1-19. 1-20, 1-21, 1-22. 1-23. 1-24, 1-25. 1-26, 1-27. 1-28. 1-29, 1-30. 
1-31, 1-32, 1-33. 1-34. 1-35. 1-36, 1-37, 1-38. 1-39. 1-40, 141. 1-42. 1-43, 1-44. 1-45, 1-46, 1-47, 1-48. 1-49, 1-50, 

10 1-51. 1-52, 1-53. 1-54. 1-55, 1-56, 1-57, 1-58, 1-59, 1-60. 1-61, 1-62, 1-63, 1-64, 1-65, 1-66. 1-67, 1-68, 1-69. 1-70. 
1-71, 1-72. 1-73, 1-74, 1-75, 1-76. 1-77, 1-78, 1-79. 1-80. 1-271, 1-272, 1-273, 1-274, 1-275, 1-276, 1-277, 1-278. 
1-279, 1-280. 1-281, 1-282, 1-283. 1-284, 1-285. 1-286, 1-287, 1-288. 1-289. 1-290. 1-291, 1-292, 1-293. 1-294. 1-295. 
1-296. 1-297, 1-298, 1-299, 1-300, 1-301, 1-302. 1-303. 1-304. 1-305. 1-306. 1-307, 1-308. 1-309, 1-310, 1-311. 1-312. 
1-313. 1-314. 1-315. 1-316, 1-317, 1-318. 1-319. 1-320, 1-321, 1-322, 1-323, 1-324. 1-325. 1-326, 1-327. 1-328. 1-329. 

IS 1 -330. 1 -331 , 1 -332. 1 -333. 1 -334. 1 -335, 1 -336, 1 -337, 1 -338, 1 -339, 1 -340. 1 -341 . 1 -342, 1 -343, 1 -344. 1 -345, 1 -346, 
1-347. 1-348, 1-349, 1-350, 1-351, 1-352, 1-353, 1-354, 1-355, 1-356, 1-357. 1-358. 1-359, 1-360. 1-361. 1-362. 1-363. 
1-364, 1-365. 1-366, 1-367, 1-368, 1-369, 1-370, 1-371, 1-372, 1-373, 1-374, 1-375. 1-376, 1-377. 1-378, 1-379, 1-380. 
1-381. 1-382, 1-383. 1-384. 1-385. 1-386, 1-387, 1-388, 1-389. 1-390. 1-391. 1-392. 1-393, 1-394, 1-395, 1-396. 1-397. 
1-398, 1-399. 1400, 1-401. 1-402. 1-403, 1-404, 1-405, 1-406, 1-407. 1-408, 1-409. 1-410, 1-411, 1-412, 1-413, 1-414. 

20 1 -41 5. 1 -41 6, 1 -41 7, 1 -41 8, 1 -41 9, 1 -420, 1 -421 , 1 -422. 1 -423. 1 424, 1 -425, 1 -426, 1 -427. 1 -428, 1 -429. 1 -430, 1 -431 . 
1-432, 1-433, 1-434, 1-435, 1-436, 1-437, 1-438, 1-439. 1-440. 1-441, 1-442. 1-443. 1-444, 1-445, 1-446. 1-447, 1-448. 
1-449. 1-450, 1-451. 1-452, 1-453, 1-454, 1-455. 1-456, 1-457, 1-458. 1-459. 1-460. 1-461, 1-462. 1-463. 1-464, 1-465, 
1-466. 1-467. 1-468, 1-469. 1-470. 1-471, 1-472, 1-473, 1-474. 1-475. 1-476, 1-477. 1-478. 1-479, 1-480. 1-481, 1-482, 
1-483, 1-484. 1-485, 1-486, 1-487, 1-488, 1-489. 1-490. 1-491, 1-492, 1-493, 1-494, 1-495, 1-496, 1-497. 1-498, 1-499, 

25 1-500. 1-501. 1-502, 1-503, 1-504. 1-505. 1-506, 1-507. 1-508. 1-509. 1-510. 1-511, 1-512. 1-513. 1-514. 1-515. 1-516. 
1-517. 1-518, 1-519. 1-520. 1-521. 1-522. 1-523. 1-524. 1-525. 1-526. 1-527. 1-528. 1-529. 1-530. 1-531, 1-532. 1-533. 
1-534. 1-535, 1-536, 1-537, 1-538, 1-539. 1-676. 1-677. 1-678. 1-679. 1-680, 1-681, 1-682, 1-683, 1-684, 1-685, 1-686. 
1-687. 1-688. 1-689. 1-690, 1-691, 1-692, 1-693. 1-694. 1-695. 1-696, 1-697, 1-698. 1-699. 1-700, 1-701. 1-702, 1-703. 
1-704, 1-705, 1-706, 1-707, 1-708, 1-709, 1-710, 1-711, 1-712, 1-713, 1-714, 1-715, 1-716, 1-717, 1-718, 1-719. 1-720, 

30 1 -721 , 1 -722, 1 -723, 1 -724, 1 -725, 1 -726, 1 -727. 1 -728, 1 -729, 1 -730, 1 -731 , 1 -732, 1 -733. 1 -734, 1 -735, 1 -736, 1 -737. 
1-738. 1-739, 1-740, 1-741, 1-742. 1-743. 1-744, 1-745. 1-746. 1-747. 1-748, 1-749. 1-750, 1-751, 1-752, 1-753, 1-754, 
1-755, 1-756, 1-757, 1-758. 1-759, 1-760. 1-761, 1-762. 1-763, 1-764, 1-765. 1-766, 1-767. 1-768, 1-769. 1-770. 1-771, 
1-772, 1-773. 1-774, 1-775, 1-776, 1-777, 1-778. 1-779, 1-780, 1-781. 1-782, 1-783, 1-784. 1-785, 1-786. 1-787, 1-788. 
1-789, 1-790. 1-791. 1-792. 1-793. 1-794. 1-795. 1-796. 1-797. 1-798, 1-799, 1-800, 1-801. 1-802, 1-803. 1-804. 1-805, 

36 1-806, 1-807. 1-808, 1-809, 1-810, 1-811, 1-812, 1-813. 1-814. 1-815. 1-816. 1-817, 1-818. 1-819, 1-820, 1-821. 1-822. 
1-823. 1-824, 1-825, 1-826. 1-827. 1-828. 1-829. 1-830. 1-831. 1^32, 1-833, 1-834, 1-835, 1-836, 1-837, 1-838, 1-839, 
1-840, 1-841, 1-842, 1-843, 1-844, 1-845, 1-846. 1-847. 1-848, 1-849. 1-850, 1-851, 1-852, 1-853, 1-854. 1-855, 1-856. 
1-857. 1-858. 1-859, 1-860, 1-861, 1-862. 1-863. 1-1112, 1-1113. 1-1114. 1-1115, 1-1116. 1-1117, 1-1118, 1-1119, 
1-1120, 1-1121, 1-1122, 1-1123, 1-1124, 1-1125, 1-1126. 1-1127, 1-1128, 1-1129. 1-1130, 1-1131, 1-1132, 1-1133, 

40 1-1134, 1-1135, 1-1136, 1-1137. 1-1138, 1-1139, 1-1140, 1-1141, 1-1142, 1-1143. 1-1144. 1-1145, 1-1146. 1-1147. 
1-1148. 1-1224, 1-1258, 1-1259, 1-1260. 1-1261, 1-1262, 1-1263. 1-1264. 1-1265, 1-1266. 1-1267. 1-1268. 1-1269. 
1-1270, 1-1271, 1-1272, 1-1273, 1-1274, 1-1275, 1-1276, 1-1277. 1-1278, 1-1279, 1-1280, 1-1962, 1-1963, 1-1964, 
1-1965, 1-1966. 1-1967, 1-1968, 1-1969, 1-1970, 1-1971, 1-1972, 1-1973, 1-1974, 1-1975, 1-1976, 1-1977. 1-1978, 
1-1979, 1-1980. 1-1981, 1-1982. 1-1983, 1-1984, 1-1985. 1-1986, 1-1987, 1-1988. 1-1989. 1-1990, 1-1991. 1-1992. 

4S 1-1993, 1-2470. 1-2471, 1-2472, 1-2473. 1-2474. 1-2475, 1-2476, 1-2477, 1-2478, 1-2479, 1-2480, 1-2481, 1-2482. 
1-2483, 1-2484, 1-2485. 1-2486. 1-2487, 1-2488. 1-2489, 1-2490, 1-2491, 1-2492, 1-2493, 1-2494, 1-2495, 1-2496, 
1-2497, 1-2498, 1-2499, 1-2500, 1-2501, 1-2502, 1-2503, 1-2504, 1-2505, 1-2506, 1-2507. 1-2508, 1-2509. 1-2510, 
1-2511, 1-2512, 1-2513, 1-2514. 1-2515, 1-2516, 1-2517, 1-2518. 1-2519, 1-2520, 1-2521, 1-2522, 1-2523, 1-2524, 
1-2525, 1-2526, 1-2527. 1-2528, 1-2529. 1-2530, 1-2531. 1-2532, 1-2533, 1-2534, 1-2535, 1-2536. 1-2537. 1-2538. 

so 1-2539, 1-2540, 1-2541, 1-2542, 1-2543, 1-2544, 1-2545. 1-2546. 1-2547. 1-2548. 1-2549, 1-2550, 1-2551, 1-2552, 
1-2553, 1-2554, 1-2555, 1-2556, 1-2557, 1-2558, 1-2559, 1-2560, 1-2561, 1-2562, 1-2563, 1-2564. 1-2565, 1-2566, 
1-2567, 1-2568, 1-2569, 1-2570, 1-2571, 1-2572, 1-2573, 1-2574, 1-2575, 1-2576, 1-2577, 1-2578. 1-2579, 1-2580. 
1-2581, 1-2582. 1-2583. 1-2584. 1-2585, 1-2586, 1-2587, 1-2588. 1-2589, 1-2590. 1-2591, 1-2592. 1-2593. 1-2594. 
1-2595, 1-2596, 1-2597. 1-2598. 1-2599, 1-2600, 1-2601. 1-2602. 1-2603, 1-2604, 1-2605, 1-2606. 1-2607, 1-2608, 

55 1-2609, 1-2610, 1-2611, 1-2612, 1-2613. 1-2614, 1-2657, 1-2665, 1-2667 and 1-2669. 

The following compounds are still more preferred, that is Compounds No.: 1 -41 . 1 -42, 1 -43, 1 -44. 1 -45, 1 -46. 1 -47. 
1-48, 1-49, 1-50, 1-51, 1-52. 1-53, 1-54, 1-55, 1-56, 1-57, 1-58. 1-59, 1-60, 1-61, 1-62, 1-63, 1-64, 1-65, 1-66. 1-67, 
1-68, 1-69, 1-70, 1-71, 1-72, 1-73, 1-74, 1-75, 1-76, 1-77, 1-78, 1-79. 1-80, 1-271, 1-272, 1-273, 1-274, 1-275, 1-276. 
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1-277. 1-278. 1-279, 1-280, 1-281, 1-282, 1-283, 1-284. 1-285. 1-286. 1-457. 1-458, 1-459, 1-460. 1-461, 1-462. 1-463, 
1-464. 1-465, 1-466, 1-467. 1-468, 1-469, 1-470. 1-471, 1-472, 1-473. 1-474, 1-475. 1-476, 1-477, 1-478, 1-479, 1-480, 
1-481, 1-482, 1-483, 1-484, 1-485, 1-486, 1-487, 1-488. 1-489, 1-490, 1-491 , 1-492, 1-493, 1-494, 1-495, 1-496, 1-497, 
1-498, 1-499. 1-500, 1-501, 1-502, 1-503. 1-504, 1-505, 1-506, 1-507, 1-508. 1-509. 1-510, 1-511. 1-512, 1-513. 1-514, 

5 1-515, 1-516. 1-517, 1-518, 1-519. 1-520, 1-521. 1-522, 1-523. 1 -524, 1-525, 1-526, 1-527. 1-528. 1-529. 1-530. 1-531, 
1-532, 1-533, 1-534, 1-535. 1-536, 1-537. 1-538, 1-539. 1-733. 1-734. 1-735, 1-736, 1-737, 1-738, 1-739. 1-740, 1-741. 
1-742. 1-743. 1-744, 1-745. 1-746, 1-747, 1-748, 1-749. 1-750, 1-815. 1-816. 1-817, 1-818, 1-819. 1-820, 1-821. 1-822. 
1-823, 1-824, 1-825, 1-826, 1-827, 1-828, 1-829. 1-830, 1 -831 , 1 -832. 1-833, 1-834, 1-835, 1-836, 1-837, 1-838, 1-839, 
1-840, 1-841. 1-842, 1-843, 1-844. 1-845. 1-846, 1-847. 1-848, 1-849. 1-850. 1-851, 1-852. 1-853. 1-854, 1-855, 1-856, 

10 1-857, 1-858, 1-859. 1-860, 1-861, 1-862, 1-863, 1-1129, 1-1130, 1-1131, 1-1132. 1-1133, 1-1134, 1-1135, 1-1136, 
1-1137. 1-1138. 1-1139, 1-1140. 1-1141. 1-1142, 1-1143, 1-1144, 1-1145, 1-1146, 1-1147. 1-1148. 1-1224, 1-1258. 
1-1259. 1-1260. 1-1261. 1-1262. 1-1263. 1-1264, 1-1265. 1-1266, 1-1267. 1-1268. 1-1269, 1-1270, 1-1271, 1-1272, 
1-1273, 1-1274, 1-1275. 1-1276, 1-1277, 1-1278, 1-1279, 1-1280, 1-1962, 1-1963, 1-1964, 1-1965, 1-1966, 1-1967, 
1-1968, 1-1969. 1-1970, 1-1971, 1-1972, 1-1973, 1-1974, 1-1975, 1-1976, 1-1977, 1-1978. 1-1979, 1-1980, 1-1981. 

IS 1-1982. 1-1983, 1-1984, 1-1985, 1-1986, 1-1987. 1-1988, 1-1989, 1-1990, 1-1991, 1-1992, 1-1993, 1-2470, 1-2471, 
1-2472. 1-2473. 1-2474, 1-2475. 1-2476, 1-2477, 1-2478. 1-2479, 1-2480. 1-2481, 1-2482, 1-2483. 1-2484. 1-2485. 
1-2486, 1-2487. 1-2488, 1-2489, 1-2490. 1-2491, 1-2492, 1-2493, 1-2494, 1-2495, 1-2496, 1-2497. 1-2498. 1-2499. 
1-2500, 1-2501. 1-2502, 1-2503. 1-2504, 1-2505, 1-2506, 1-2507, 1-2508, 1-2509, 1-2510, 1-2511, 1-2512, 1-2513, 
1-2514, 1-2515, 1-2516, 1-2517, 1-2518, 1-2519, 1-2520, 1-2521, 1-2522, 1-2523, 1-2524, 1-2525, 1-2526, 1-2527, 

20 1-2528, 1-2529, 1-2530, 1-2531, 1-2532, 1-2533, 1-2534, 1-2535, 1-2536, 1-2537, 1-2538. 1-2539, 1-2540, 1-2541, 
1-2542. 1-2543. 1-2544, 1-2545. 1-2546. 1-2547, 1-2548, 1-2549, 1-2550. 1-2551, 1-2552. 1-2553, 1-2554, 1-2555, 
1-2556, 1-2557, 1-2558. 1-2559, 1-2560, 1-2561. 1-2562. 1-2563, 1-2564, 1-2565, 1-2566. 1-2567, 1-2568, 1-2569, 
1-2570, 1-2571, 1-2572, 1-2573. 1-2574, 1-2575. 1-2576. 1-2577. 1-2578, 1-2657. 1-2665. 1-2667 and 1-2669. 
The following compounds are even more preferred, that is Compounds No.: 1-46, 1-47, 148. 149, 1-50, 1-51. 1-52, 

25 1-53, 1-54, 1-55. 1-56, 1-57, 1-58, 1-59. 1-60, 1-61. 1-62, 1-63. 1-64, 1-65. 1-66. 1-67. 1-68. 1-69, 1-70, 1-71, 1-271, 
1-272, 1-273, 1-274, 1-275, 1-276, 1-277, 1-278. 1-279, 1-280. 1-281. 1-282, 1-283, 1-284, 1-285. 1-286, 1-457, 1-458, 
1-459, 1-460, 1-461. 1-462. 1-463, 1-464. 1465. 1-466. 1-467, 1-468, 1-469, 1-470. 1-471. 1-472. 1473, 1-474, 1475. 
1-476, 1-477, 1-478, 1-479, 1-480, 1-481, 1-482, 1483, 1-484, 1-485. 1486. 1-487. 1-488, 1-489. 1-490. 1-491. 1-492. 
1-493, 1-494, 1-495, 1-496, 1-497, 1-498, 1499. 1-500, 1-501, 1-502, 1-503, 1-504, 1-505, 1-506, 1-507, 1-508, 1-509, 

30 1-510. 1-511. 1-512. 1-513. 1-514, 1-515. 1-516. 1-517. 1-518. 1-519, 1-520. 1-521. 1-522. 1-523. 1-524. 1-525. 1-526. 
1-527, 1-528, 1-529. 1-530, 1-531, 1-532, 1-533. 1-534, 1-535, 1-536, 1-537, 1-538, 1-539, 1-733, 1-734, 1-735, 1-736. 
1-737, 1-738. 1-739, 1-740. 1-741. 1-742, 1-743, 1-744. 1-745. 1-746. 1-747, 1-748, 1-749. 1-750. 1-815. 1-820. 1-861, 
1-1134, 1-1135, 1-1136, 1-1137, 1-1138, 1-1139. 1-1140. 1-1141, 1-1142, 1-1143, 1-1144, 1-1145. 1-1146, 1-1147, 
1-1148. 1-1224,1-1258, 1-1259, 1-1260. 1-1261, 1-1262. 1-1263, 1-1264, 1-1265, 1-1266. 1-1267, 1-1268, 1-1269, 

SS 1-1270, 1-1271. 1-1272, 1-1273, 1-1274, 1-1275, 1-1276, 1-1277, 1-1278, 1-1279, 1-1280. 1-1963, 1-1993, 1-2470, 
1-2520, 1-2566, 1-2567. 1-2568. 1-2569, 1-2570. 1-2571, 1-2572, 1-2573, 1-2574, 1-2575, 1-2576, 1-2577, 1-2578, 
1-2657, 1-2665, 1-2667 and 1-2669. 

The following compounds are further preferred, that is Compounds No.: 1-46, 1-47, 1-48, 1-49, 1-50, 1-71, 1-271, 
1-496, 1-539, 1-733, 1-738, 1-739. 1-740. 1-741. 1-742, 1-815. 1-820. 1-861. 1-1135, 1-1145, 1-1224, 1-1258, 1-1260. 

40 1-1275, 1-1276, 1-1280, 1-1963, 1-1993, 1-2470, 1-2520, 1-2567, 1-2657, 1-2665. 1-2667 and 1-2669. 

The following compounds are particularly preferred, that Is Compounds No.: 1-49, 1-271, 1-496, 1-539, 1-733, 
1-738. 1-739, 1-740, 1-741, 1-742, 1-820, 1-861. 1-1135, 1-1224, 1-1258, 1-1260. 1-1275, 1-1963, 1-2470, 1-2520, 
1-2567, 1-2657, 1-2665, 1-2667 and 1-2669. 
The most preferred compounds are 

45 

N-[5-(1.2-Djthiolan-3-yl)pentanoyl]methanesulphonamide (Compound No. 1-496); 
Methyl 3-[4-(1 ,2-dithiolan-3-yl)butyl]ureidoacetate (Compound No. 1-739); 
so 2(S)-{3-[4-(l ,2-Dithiolan-3-yl)butyl]ureldo}proplonic acid (Compound No. 1 -740); 

Methyl 2(S)-{3-[4-(1,2-dlthiolan-3-yl)butyl]ureldo}proplonate (Compound No. 1-742); 

Ethyl 3-[4-(1,2-dithiolan-3-yl)butyl]-1-methylureidoacetate (Compound No. 1-820 ethyl ester); and 

55 

N-[5-(1,2-Dlthlolan-3-yl)pentyl]methanesulphonamlde (Compound No. 1-2470); 
and pharmaceutically acceptable salts thereof. 



329 



EP 0 869 126 A1 



5 



The compounds of the present invention nnay be prepared by a variety ot methods well known for the preparation 
of compounds of this general type. For example, they may be prepared by the following Methods A to G. 

Method A 

In this Method, a compound of formula (II) Is reacted with a compound of formula (III), to give a compound of 
formula (la), which is a compound of formula (I) in which the meanings of A and B are somewhat restricted. 

10 RfactiQn Scheme A; 



IS 



20 



25 



30 



35 



(0)m (°>n (H) 



^.(CH2)k-Al-Bl-Rl 

(4 V 



In the above formulae: 

JS« E] Q^id n are as defined above; 

40 represents any of the groups defined above for A, other than the groups of formulae -CO-O- and -N(R2)0- [in 

which R2 is as defined above]; 

represents a group of formula -N(R^)- or -N(RS)N(R®)- [in which R^ and R® are as defined above]; and 

45 Y represents a group to be eliminated. 

There is no particular restriction on the group to be eliminated, provided that it can be eliminated as a nucleophilic 
residue, and examples of such groups are well known to those skilled in the art. Specific examples of such groups 
include: 

so 

halogen atoms, such as the chlorine, bromine and iodine atoms 

trihalomethyl groups, such as the trichloromethyl group; 

ss lower alkanesulphonyloxy groups, such as the methanesulphonyloxy and ethanesulphonyloxy groups; 

lower haloalkanesulphonyioxy groups, such as the trifluoromethanesulphonyloxy and pentafluoroethanesulpho- 
nyloxy groups; and 
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arylsulphonyloxy groups, such as the benzenesulphonyloxy, £-toluenesulphonyloxy and^-nitrobenzenesulphony- 
loxy groups. 

Of these, a halogen atom or an alkanesulphonyl group is preferred. 

5 

Step A1 

In this Step, a dithlolan derivative of formula (la) is prepared by reacting a compound of formula (II) with a compound 
of formula (III) in a solvent in the presence of abase. 

10 The reaction is normally and preferably effected in the presence of a solvent. There is no particular restriction on 

the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the reagents 
involved and that it can dissolve the reagents, at least to some extent. Examples of suitable solvents include: aromatic 
hydrocarbons, such as benzene, toluene and xylene; halogenated hydrocarbons, such as methylene chloride, chloro- 
form, carbon tetrachloride, dichloroethane, chtorobenzene and dichlorobenzene; ethers, such as diethyl ether, diiso- 

is propyl ether, tetrahydrofuran, dioxane, dimethoxyethane and diethylene glycol dimethyl ether; ketones, such as ace- 
tone, methyl ethyl ketone, methyl isobutyl ketone, isophorone and cyclohexanone; nitriles, such as acetonitrile. propi- 
onitrile and isobutyronitrile; amides, such asformamide, dimethylformamide, N,^-dimethylacetamide, N-methyl-2-pyr- 
rolidone, N-methylpyrrolidinone and hexamethylphosphoric triamlde; sulphoxides, such as dimethyl sulphoxide; and 
sulphones, such as sulpholane. Of these, we prefer the ketones, ethers and amides, more preferably acetone, tetrahy- 

20 drof uran, dimethylformamide and N, N-dimethylacetamide. 

There is likewise no particular restriction on the nature of the bases used, and any base commonly used In reactions 
of this type may equally be used here. Examples of such bases include; inorganic bases, such as alkali metal carbonates 
(for example sodium carbonate, potassium carbonate, lithium carbonate or cesium carbonate), alkali metal hydrogen- 
carbonates (for example sodium hydrogencarbonate, potassium hydrogencarbonate or lithium hydrogencarbonate), 

2S alkali metal hydrides (for example lithium hydride, sodium hydride or potassium hydride), alkali metal or alkaline earth 
metal hydroxides (for example sodium hydroxide, potassium hydroxide, barium hydroxide or lithium hydroxide) and 
alkali metal fluorides (for example sodium fluoride or potassium fluoride); and alkali metal alkoxides, such as sodium 
methoxide, sodium ethoxide, potassium methoxide, potassium ethoxide, potassium t-butoxide or lithium methoxide. 
Of these, the alkali metal carbonates, alkali metal hydrides and alkali metal alkoxides are preferred, and potassium 

30 carbonate, sodium hydride and potassium t-butoxIde are most preferred. 

The reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 
to the invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, in general, we find it convenient to carry out the reaction at a temperature 
of from -20'*C to 100°C, more preferably from 0°C to 50°C. The time required for the reaction may also vary widely 

35 depending on many factors, notably the reaction temperature and the nature of the reagents and solvent employed. 
However, provided that the reaction is effected under the preferred conditions outlined above, a period of from 10 
minutes to 24 hours, more preferably from 30 minutes to 12 hours, will usually suffice. 

MethodB 

40 

This demonstrates the preparation of a compound of formula (lb), that is a compound of formula (I) in which A 
represents an oxygen atom, or a group of formula -N(R2)CO-, -N(R2)S02-, -ON(R2)CO-, -0N(R2)S02'. -N(R2)N(R3) 
CO-, -N(R2)N(R3)S02-. -N(R2)C0N(R3)N(R^)C0-, -N(R2)C0N(R3)C0- or -N(R2)C0N(R3)S02- [in which R2. r3 and 
R"^ are as defined above]. 

45 



50 



55 
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Reaction Scheme B: 




(CH2)k-Y 



St^Bl 



+ H-A^-B— R 
(V) 



(0>n (IV) 




(CH2)k— a2-&— 



(lb) 



in the above formulae: 

B, Y, k, m and n are as defined above; and 

A2 represents an oxygen atom, or a group of formula -N(R2)C0-, -N(R2)S02-, -0N(R2)C0-. -0N(R2)S02-, -N(R2) 
N(R3)C0-, -N(R2)N(R3)S02-, -N(R2)C0N(R3)N(R4)C0-, -N(R2)CON(R3)CO-or.N(R2)CON(R3)S02- [in which R2 
R3 and R4 are as defined above]. 



In this Step, a dithiolan derivative of formula (lb) is prepared by reacting a compound of formula (IV) with a com- 
pound of formula (V) in a solvent in the presence of a base. The reaction is essentially the same as that described 
above in Step A1 , and may be carried out using the same solvents, bases and reaction conditions. 



This demonstrates the preparation of a compound of formula (Ic), that is a compound of formula (I) in which A 
represents a group of formula -N(R2)C0-. -N{R2)S02-, -C0N(R2)N(R3)C0-. -C0N(R2)C0-, -C0N(R2)S02-, -0-C0-, 
-0N(R2)C0-, -0N(R2)S02-, -0-C0N(R2)N(R3)C0-, -0-C0N(R2)C0-, -0-C0N(R2)S02-, -C0-C0N(R2)N(R3)C0-, 
-CO-CON(R2)CO-, -CO-CON(R2)S02-, -N(R2)CO-CO-. -N(R2)N(R3)C0-, -N(R2)N(R3)S02-, -N(R2)C0N(R3)N(R4) 
CO-, -N(R2)C0N(R3)C0- or -N(R2)C0N(R3)S02- [in which R2, R3 and R^ are as defined above], and 
B represents a single bond. 



Step 81 



Method C 
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ReactiQn Schema C; 




— D^— H 



(vn) 



Step CI 




(CH2)k- 



In the above formulae: 

k, m and n are as defined above, 

D1 represents an oxygen atom, or a group of formula -N(R2)-. -C0N(R2)-. -0N(R2)-. -0-C0N(R2)., -N(R2)N(R3)- 
or -N(R2)C0N(R3)- [in which R^ and R^ are as defined above], 

£1 represents a carbonyl group, a sulphonyl group or a group of formula -COCO-, and 

Y* represents a group to be eliminated, as in the definition of Y; however, the imidazolyl group, or an active ester 
residue, Including acyloxy groups, such as the acetoxy group, or alkoxyacyloxy groups, such as the methoxyac- 
etoxy group, are preferred. 



In this Step, a dithiolan derivative of formula (Ic) is prepared by acylating or sulphonylating a compound of formula 
(VI) with a compound of formula (VII) in a solvent In the presence of a base. 

The reaction is normally and preferably effected in the presence of a solvent. There Is no particular restriction on 
the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the reagents 
involved and that it can dissolve the reagents, at least to some extent. Examples of suitable solvents include: aromatic 
hydrocarbons, such as benzene, toluene and xylene; halogenated hydrocarbons, such as methylene chloride, chloro- 
form, carbon tetrachloride, dichloroethane, chlorobenzene and dichlorobenzene; ethers, such as diethyl ether, dllso- 
propyl ether, tetrahydrofuran, dioxane, dimethoxyethane and diethylene glycol dimethyl ether; ketones, such as ace- 
tone, methyl ethyl ketone, methyl isobutyl ketone, isophorone and cyclohexanone; nitriles, such as acetonitrile, propi- 
onitrile and isobutyronltrile; and amides, such as formamide, dimethylformamide, N,N-dimethylacetamide, Ni-methyl- 
2-pyrrolidone, N-methylpyrrolidinone and hexamethylphosphoric triamide. Of these, the aromatic hydrocarbons, hal- 
ogenated hydrocarbons, ethers and amides are preferred, and halogenated hydrocarbons, ethers and amides are 
more preferred. 

There is likewise no particular restriction on the nature of the bases used, and any base commonly used in reactions 
of this type may equally be used here. Examples of such bases include: organic bases, such as N-methylmorphollne, 
triethylamlne, trlpropylamine, tributylamine, diisopropylethylamlne, N-methyldlcycIohexylamine, N-methylpiperidine, 



Step C1 
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pyridine, 4-pyrrolldinopyridlne, picoline, 4-(N,N-dlmethylamino)pyridine, 2,6-di(t-butyl)-4-nnethylpyridinG, quinoline, N, 
N-dimethylaniline, N,N-diethylaniline, 1.5-diazabicyclo[4.3.0]non-5-ene (DBN), 1,4-diazabicyclo[2.2.2]octane (DAB- 
CO) and 1.8-diazabicyclo[5.4.0]undec-7-ene (DBU), of these, triethylamine and diisopropylethylamine are preferred. 
The reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 

5 to the invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, in general, we find it convenient to carry out the reaction at a temperature 
of from -20*0 to 100**C, more preferably from O'C to 80®C. The time required for the reaction may also vary widely, 
depending on many factors, notably the reaction temperature and the nature of the reagents and solvent employed. 
However, provided that the reaction Is effected under the preferred conditions outlined above, a period of from 5 minutes 

10 to 2 days, more preferably from 20 minutes to 1 day, will usually suffice. 

As an alternative, where the compound of formula (Vi) is reacted with a compound of formula (VII) In which 
represents a carbonyl group, the reaction may also be accomplished using a compound of formula HOOC-R^ (in which 
Ri is as defined above) by reacting the compound of formula (VI) with the compound of formula (VII) using a condensing 
agent in a solvent in the presence or absence of a base. 

15 There Is no particular restriction on the nature of the condensing agents used, and any condensing agent commonly 

used in reactions of this type may equally be used here. Examples of such condensing agents include: 

(1) a combination of a phosphoric acid ester, such as diethyl cyanophosphate or diphenylphosphoryl azide, and 
the base described below; 

20 

(2) a carbodiimide, such as 1 ,3-dicyclohexylcarbodiimlde, 1.3-diisopropylcarbodllmlde or 1-ethyl-3-(3*dlmethyl- 
aminopropyl)carbodiimide; a combination of one or more of the above carbodiimides and the base described below; 
a combination of one or more of the above carbodiimides and an N-hydroxy compound, such as N-hydroxysuc- 
cinlmide, 1 -hydroxybenzotrlazole or N-hydroxy-5-norbornene-2,3-dicarboxyimlde; 

25 

(3) a combination of a disulphide, such as 2,2'-dlpyridyl disulphlde or 2,2'-dlbenzothiazolyl disulphide, and a phos- 
phlne, such as triphenylphosphine or tributylphosphlne; 

(4) a carbonate, such as N,N'-disuccimmidyl carbonate, di-2-pyridyl carbonate or S,S'-bis(1 -phenyl-1 H-tetrazol- 
30 5-yl)dithiocarbonate; 

(5) a phosphinic chloride, such as N,N'-bis(2-oxo-3-oxazolidlnyl)phosphinic chloride; 

(6) an oxalate, such as N,N'-dlsuccinnnidyl oxalate, N,N'-diphthallmlde oxalate, N,N'-bis(5-norbornene-2,3-dicar- 
35 boxyimidyl) oxalate, 1,1'-bis(benzotriazolyl) oxalate, 1,1'-bis(6-chlorobenzotriazolyl) oxalate or 1,V-bis(6-trifluor- 

omethylbenzotriazotyl) oxalate; 

(7) a combination of one or more of the above phosphines and an azodicar boxy lie acid ester, such as diethyl 
azodicarboxylate, or an azodicarboxyllc amide, such as 1 ,1'-(azodicarbonyl)dipiperidlne; a combination of one or 

40 more of the above phosphines and the base described below; 

(8) an N-lower alkyl-5*arylisoxazolium-3'-sulphonate, such as N-ethyl-5-phenylisoxazolium-3'-sulphonate; 

(9) a diheteroaryldiselenide, such as di-2-pyridyl diselenide; 

4S 

(10) an arylsulphonyltrlazollde, such asg-nitrobenzenesulphonyltriazolide; 

(11) a 2'halo-1 -lower alkylpyridinium hallde, such as 2-chloro-1-methyipyrldinium iodide; 
so (12) an imidazole, such as 1 , 1 '-oxalyldiimidazole or N,N'-carbonyldiimidazole; 

(1 3) a 3-lower alkyt-2-halobenzothiazolium fluoroborate such as 3-ethyl-2-chloro-benzothiazolium fluoroborate; 

(14) a 3-lower alkyl-benzothiazole-2-serone, such as 3-melhyl-benzothlazol-2-serone; 

55 

(15) a phosphate, such as phenyldichlorophosphate or polyphosphate ester; 

(16) a halosulphonyl isocyanate. such as chlorosulphonyl isocyanate; 
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(17) a halosilane, such as trimethylsilyl chloride or triethylsilyl chloride; 

(1 8) a combination of a lower alkanesulphonyl halide, such as methanesulphonyl chloride and the base described 
below; 

5 

(19) an N,N,N',N'-tetra lower alkylhalofornnamldium chloride, such as N,N,N\N*-tetramethylchloroforrnamldium 
chloride; and 

(20) a combination of a lower alkyloxycarbonyl halide, such as ethyl chlorocarbonate and the base described below; 

10 

preferably the above (1), (2). (7), (12) and (20). 

The reaction Is normally and preferably effected In the presence of a solvent. There is no particular restriction on 
the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the reagents 
involved and that it can dissolve the reagents, at least to some extent. Examples of suitable solvents include: aliphatic 

IS hydrocarbons, such as hexane and heptane; aromatic hydrocarbons, such as benzene, toluene and xylene; halogen- 
ated hydrocarbons, such as methylene chloride, chloroform, carbon tetrachloride, dichloroethane, chlorobenzene and 
dichlorobenzene; esters, such as ethyl formate, ethyl acetate, propyl acetate, butyl acetate and diethyl carbonate; 
ethers, such as diethyl ether, diisopropyl ether, tetrahydrofuran, dioxane, dimethoxyethane and diethylene glycol dime- 
thyl ether; nitriles, such as acetonitrile and isobutyronitrlle; and amides, such as formamide, dimethylformamide, N,N- 

20 dimethylacetamide, N-methyl-2-pyrrolidone, N-methylpyrrolidinone and hexamethylphosphoric triamide. 

There is likewise no particular restriction on the nature of the bases used, and any base commonly used in reactions 
of this type may equally be used here. Examples of such bases include: organic bases, such as N-methylmorpholine, 
triethylamine, tributylamine, diisopropylethylamine, dicyclohexylamine, N-methylpiperidine, pyridine, 4-pyrrolidinopy- 
ridine, picoline, 4-(N.N-dimethylamino)pyridine, 2,6-di(t-butyl)-4-methylpyridine, quinoline, N,N-dimethylaniline and N, 

25 N-diethylaniline. 

If desired, 4-(N,N-dimethylamino)pyridine and 4-pyrrolidinopyridlne can be combined with other bases and used 
in a catalytic amount. Also, in order to carry out the reaction more effectively, a dehydrating agent such as a molecular 
sieve, a quaternary ammonium salt (for example benzyltriethylammonium chloride or tetrabutylammonlum chloride), 
a crown ether, such as dibenzo-1 8-crown-6, or an acid trapping agent, such as 3,4-dihydro-2H-pyrido[1 ,2-a]pyrimidin- 

30 2-one, can be added to the reaction mixture. 

The reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 
to the invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, in general, we find it convenient to carry out the reaction at a temperature 
of from -20°C to 80°C, more preferably from 0°C to room temperature. The time required for the reaction may also 

35 vary widely, depending on many factors, notably the reaction temperature and the nature of the reagents and solvent 
employed. However, provided that the reaction is effected under the preferred conditions outlined above, a period of 
from 10 minutes to 3 days, more preferably from 30 minutes to 1 day, will usually suffice. 

Method D 

40 

This demonstrates the preparation of a compound of formula (Id), that is a compound of formula (I) in which A 
represents a carbonyl group, or a group of formula -CON(R2)N(R3)CO-, -CON(R2)CO-, -CON(R2)S02-. -C0-0-, -CO- 
CON(R2)N(R3)CO-, -CO-CON (R2)CO- or -CO-CON (R2)S02- [in which R2 and R^ are as defined above]. 

45 



so 



55 
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Reaction Scheme D; 




+ 



H-e2— B— r1 
(DO 



StepDl 




(CH2)k— D^— e2— B— r' 



ad) 



In the above formulae: 

B, Y', k, m and n are as defined above, 

D2 represents a carbonyl group or a group of formula -CO-CO-, and 

E2 represents an oxygen atom, or a group of formula -N(R2)N(R3)C0-, -N(R2)C0- or -N(R2)S02- [in which R2 and 
R3 are as defined above]. 



In this Step, a dithlolan derivative of formula (Id) is prepared by acylating a compound of formula (IX) with a com- 
pound of formula (VIII) in a solvent in the presence of a base. The reaction is essentially the same as that described 
above in Step CI , and may be carried out using the same solvents, bases and reaction conditions. 

Altematively, the dithiolan derivative of formula (Id) can be prepared by reacting a compound of formula (VIH') with 
the compound of formula (IX) using a condensing agent in a solvent in the presence or absence of a base. 



(in which D^, k, m and n are as defined above.) 

The reaction is normally and preferably effected in the presence of a solvent. There is no particular restriction on 
the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the reagents 
involved and that It can dissolve the reagents, at least to some extent. Examples of suitable solvents include: aliphatic 
hydrocarbons, such as hexane and heptane; aromatic hydrocarbons, such as benzene, toluene and xylene; halogen- 



Step D1 




(0)m (0)n (vm-) 
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ated hydrocarbons, such as methylene chloride, chloroform, carbon tetrachloride, dichioroethane, chlorobenzene and 
dichlorobenzene; esters, such as ethyi formate, ethyi acetate, propyl acetate, butyl acetate and diethyl carbonate; 
ethers, such as diethyl ether, diisopropyl ether, tetrahydrofuran, dioxane, dimethoxyethane and diethylene glycol dime- 
thyl ether; nitrites, such as acetonitrile and isobutyronitrile; and amides, such as formamide, dlmethylformamide, N,N- 

5 dimethylacetamide, N-methyl-2-pyrrolidone, N-methylpyrrolidinone and hexamethylphosphoric triamlde. 

There Is likewise no particular restriction on the nature of the bases used, and any base commonly used in reactions 
of this type may equally be used here. Examples of such bases include: organic bases, such as N-methylmorpholine, 
triethylamine, tributylamine, diisopropylethylamine, dicyclohexylamine, Nl-nnethylpiperidine, pyridine, 4-pyrrolidinopy- 
ridine, picoline. 4-(N,N-dimethylamino)pyridine, 2,6-di(t-butyl)-4-methylpyridine, quinoline, N,N-dimethylaniline and N, 

10 N-diethylaniline. 

If desired , 4-(N,N-dimethylamino)pyridine and 4-pyrrolidinopyridine can be combined with other bases and used 
in a catalytic amount. Also, in order to carry out the reaction more effectively, a dehydrating agent, such as a molecular 
sieve, a quaternary ammonium salt (for example benzyltriethylammonium chloride or tetrabutylammonium chloride), 
a crown ether, such as dibenzo-18-crown-6, or an acid trapping agent, such as 3,4-dihydro-2]H-pyrido[1 ,2-a]pyrimidin- 

is 2-one, can be added to the reaction mixture. 

The reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 
to the invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, in general, we find it convenient to carry out the reaction at a temperature 
of from -20'C to 80**C, more preferably from 0°C to room temperature. The time required for the reaction may also 

20 vary widely, depending on many factors, notably the reaction temperature and the nature of the reagents and solvent 
employed. However, provided that the reaction is effected under the preferred conditions outlined above, a period of 
from 10 minutes to 3 days, more preferably from 30 minutes to 1 day, will usually suffice. 

Method E 

25 

This demonstrates the preparation of a compound of formula (le), that is a compound of formula (I) in which: 
A represents a group of formula -N(R2)CO- [in which R2 represents a hydrogen atom], and 
30 B represents a group of formula -N(R5)- or -N(R5)N(R6)- [in which R^ and R® are as defined above]. 



3S 



40 



45 



so 
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Reaction Schm^E; 

5 



10 



IS 



^^(CH2)k— COOH ^^^(CH2)k— NCO 

s— s // \ 

(0)m (X) (0>m <0>n (XI) 



20 

Stq>E2 

► 

25 H~B ""R 

(xn) 



50 In the above formulae: R\ k, m and n are as defined above. 

Step El 

In this Step, an isocyanic acid ester of formula (XI) is prepared by azidating the carboxy group of a compound of 

35 formula (X) in a solvent In the presence or absence of a catalyst to obtain an acid azide compound and then heating it. 

The azidation reaction is normally and preferably effected in the presence of a solvent. There is no particular 
restriction on the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the 
reagents involved and that it can dissolve the reagents, at least to some extent. Examples of suitable solvents include: 
aromatic hydrocarbons, such as benzene, toluene and xylene; halogenated hydrocarbons, such as methylene chloride 

40 and chloroform; ethers, such as diethyl ether, tetrahydrofuran, dioxane and dimethoxyethane; nitriles, such as ace- 
tonlthle; and amides, such as formamlde, dimethylformamide, N,N-dimethylacetamide, N-methyl-2-pyrrolidone, N- 
methylpyrrolldinone and hexamethylphosphoric triamide. Of these, we prefer the aromatic hydrocarbons, the halogen- 
ated hydrocarbons and the ethers. 

There Is likewise no particular restriction on the nature of the azidation agents used, and any azidation agent 

45 commonly used in reactions of this type may equally be used here. Examples of such azidation agents include: dla- 
rylphosphoryl azide derivatives, such as diphenylphosphoryl azide; trialkylsilyl azides, such as trimethylsilyl azide or 
triethytsilyl azide; and alkali metal salt azides, such as sodium azide, potassium azide or lithium azide. Of these, we 
prefer the diarylphosphoryl azide derivatives. 

There is likewise no particular restriction on the nature of the catalysts used, and any catalyst commonly used in 

so reactions of this type may equally be used here. Examples of such catalysts include: Lewis acids, such as trialkylsilyl 
triflates (e.g. trimethylsilyl triflate andtriethylsilyl triflate), trifluoroborane etherate, aluminium chloride and zinc chloride; 
and organic bases, such as N-methylmorphollne, triethylamine, tributylamine, diisopropylethylamine, dicyclohexy- 
lamine, N-methylpiperidine, pyridine, 4-pyrrolidinopyridine, picollne, 4-(N,N-dlmethylamino)pyrldine, 2,6-di-t-butyl- 
4-methylpyridine, quinoline, N,N-dimethylanlline and N.N-diethylaniline. 

55 The reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 

to the invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, in general, we find it convenient to carry out the reaction at a temperature 
of from 20*0 to 180'C, more preferably from 50°C to 150*0. The time required for the reaction may also vary widely, 
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depending on many factors, notably the reaction lennperature and tine nature of the reagents and solvent employed. 
However, provided that the reaction is effected under the preferred conditions outlined above, a period of from 10 
minutes to 24 hours, more preferably from 30 minutes to 8 hours, will usually suffice. 

s Step E2 

In this Step, a dithiolan derivative of formula (le) is prepared by reacting an isocyanic acid ester (XI) with a com- 
pound of formula (XII) in a solvent. 

The reaction is normally and preferably effected In the presence of a solvent. There is no particular restriction on 

10 the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the reagents 
involved and that it can dissolve the reagents, at least to some extent. Examples of suitable solvents include: aromatic 
hydrocarbons, such as benzene, toluene and xylene; halogenated hydrocarbons, such as methylene chloride, chloro- 
form, carbon tetrachloride, dichloroethane, chlorobenzene and dichlorobenzene; ethers, such as diethyl ether, diiso- 
propyl ether, tetrahydrofuran, dioxane, dimethoxyethane and diethylene glycol dimethyl ether; ketones, such as ace- 

is tone, methyl ethyl ketone, methyl isobutyl ketone, isophorone and cyclohexanone; nitriles. such as acetonitrile, propi- 
onitrile and isobutyronitrile; amides, such asformamlde, dimethylformamide, N,N-dimethylacetamide, N-methyl-2-pyr- 
rolidone, N-methylpyrrolidinone and hexamethylphosphoric triamlde; sulphoxides, such as dimethyl sulphoxide; and 
sulphones, such as sulpholane. Of these, we prefer the aromatic hydrocarbons, halogenated hydrocarbons, ethers, 
nitriles and amides, more preferably the aromatic hydrocarbons, halogenated hydrocarbons, ethers, nitriles and 

20 amides. 

The reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 
to the invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, in general, we find it convenient to carry out the reaction at a temperature 
of from -20**C to 100°C, more preferably from O^^C to 80*C. The time required for the reaction may also vary widely, 

2S depending on many factors, notably the reaction temperature and the nature of the reagents and solvent employed. 
However, provided that the reaction is effected under the preferred conditions outlined above, a period of from 5 minutes 
to 2 days, more preferably from 10 minutes to 1 day, will usually suffice. 

Alternatively, the compound of formula (I) in which A represents a group of formula-N(R2)CON(R3)N(R4)CO-. -N 
(R2)C0N(R^)C0- or -N(R2)CON(R3)S02- [in which R2 represents a hydrogen atom, and R3 and R^ are as defined 

30 above] can be prepared by reacting the above isocyanic acid ester of formula (XI) with a compound of formula: H-D^- 
B-R'' {in which B and R^ are as defined above, and represents a group of formula -N(R3)N(R*)CO-, -N(R3)CO- or 
-N(R2)S02- [in which R^ and R^ are as defined above]}, following the same procedure as described above. 

A compound of formula (I) in which A represents a group of formula -N(R2)CO- (in which R2 represents a hydrogen 
atom), B represents a single bond, and R^ represents a group OR'^ (in which R^ is as defined above) can be prepared 

35 by reacting the above isocyanic acid ester of formula (XI) with a compound of formula: HOR^ (in which R^ is as defined 
above), following the same procedure as described above. 

A hydrogen atom of an amino, amide or imide group can be replaced by another group by reacting a compound 
of formula (I) in which R^, R^, r4, rS and/or R^ represent a hydrogen atom with a compound of formula : Y-R® (in which 
Y is as defined above and R^ represents a group other than a hydrogen atom in the definition of R^, R^, R^ and R^) 

40 according to the above Method A, or by alkylation using a combination of an alcohol and a carbodiimide, such as 
dicyclohexylcarbodiimide. For example, after the dithiolan derivative of the present invention is synthesized according 
to the above Method E. a hydrogen atom of an amide group in the compound can be replaced by another group by 
these processes. 

4S Method F 

This demonstrates the preparation of a compound of formula (If), that is a compound of formula (I) in which: 

A represents a group of formula -0-C0-. -N(R2)CO-, -N(R2)CS-, -CON(R2)CO-. -CON(R2)CS-. -ON(R2)CO-, -O- 
so C0N(R2)C0-, -N(R2)N(R3)C0- or -N(R2)C0N(R3)C0- [in which R^ and R^ are as defined above], 

B represents a single bond or a group of formula -N(R5*)- [in which R^' represents the groups other than hydrogen 
In the definition of R^], and 

55 Ri represents a group as defined above other than hydrogen. 
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In the above formulae: 

k, m and n are as defined above, 
£3 represents a single bond or a group of formula -N(RS*)- [in which R^' is as defined above], 
G represents an oxygen atom or a sulphur atom, and 
Ri' represents a group as defined above for R"* other than hydrogen. 



In this Step, a dithiolan derivative of formula (If) is prepared by reacting an Isocyanic acid ester or an isothiocyanic 
acid ester of formula (XIII) with a compound of formula (VI). The reaction is essentially the same as that described 
above in Step E2, and may be carried out using the same solvents, bases and reaction conditions. 

The compound of formula (If) In which represents a single bond and R""' represents a hydrogen atom can also 
be prepared by carrying out the reaction using a compound of formula G=CN-R® [in which G is as defined above and 
R® represents a silyl group, such as a tri-lower alkylsilyl group, e.g. trimethylsilyl, triethylsilyl, isopropyldimethylsilyl, t- 
butyldimethylsilyl, methyldiisopropylsllyl, methyldi-t-butylsilyl ortriisopropylsilyl, or a tri-lower alkylsilyl group substituted 
with 1 or 2 aryl groups, such as a diphenylmethylsilyl, diphenylbutylsilyl, diphenylisopropylsilyl or phenyldiisopropylsilyl 
group] instead of the isocyanic acid ester or the isothiocyanic acid ester of formula (XIII). 

Where the dithiolan ring is subjected to ring-opening in the course of carrying out the reactions described In Methods 
A to F to produce a dithlol compound, a dithiolan derivative can be obtained by oxidizing the ring-opened compound 
to form a disulphide bond. The oxidation reaction is usually carried out using an oxidizing agent in the presence of a 
solvent. 

The reaction is normally and preferably effected In the presence of a solvent. There is no particular restriction on 
the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the reagents 
involved and that it can dissolve the reagents, at least to some extent. Preferred solvents Include water-containing 
organic solvents. Such organic solvent include: ketones, such as acetone; halogenated hydrocarbons, such as meth- 
ylene chloride, chloroform or carbon tetrachloride; nitriles, such as acetonitrile; ethers, such as diethyl ether, tetrahy- 
drofuran and dioxane; amides, such as dimethylformamide, dimethylacetamide or hexamethylphosphoric triamide; 
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sulphoxides, such as dimethyl sulphoxide; and alcohols, such as methanol or ethanoi. 

There is likewise no particular restriction on the nature of the oxidizing agents used, and any oxidizing agent 
commonly used in reactions of this type may equally be used here provided it can form a disulphide bond. Examples 
of such oxidizing agents include ferric chloride. 

The reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 
to the invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, in general, we find it convenient to carry out the reaction at a temperature 
of from 0 to 150**C. The time required for the reaction may also vary widely depending on many factors, notably the 
reaction temperature and the nature of the reagents and solvent employed. However, provided that the reaction is 
effected under the preferred conditions outlined above, a period of from 10 minutes to 24 hours will usually suffice. 

Method G 

This Illustrates the preparation of a compound of formula (I) in which at least one of m and n is 1 or 2, that is a 
compound of formula (Ig) from a compound of formula in which m and n are both zero, that is a compound of formula (Ig'). 

Rmotion Schema G; 



(CHj)^— A— B-r1 y^X^ (CHj)^— A— B— r1 

S— S ► // \ n ^ 



In the above formulae: 

A, B. R'' and k are as defined above; and 

nV and rV are as defined above for m and n provided that at least one is not 0. 
Step G1 

In this Step, a dithiolan derivative of formula (Ig) is prepared by oxidizing a compound of formula (Ig') [a compound 
of formula (I) in which n and m are 0]. 

There is no particular restriction on the nature of the oxidizing agents used, and any oxidizing agent commonly 
used in reactions of this type may equally be used here, provided that It is capable of oxidising a sulphide to a sulphoxide 
or a sulphone. Examples of such oxidizing agents include: hydroperoxides, such as hydrogen peroxide, t43utyl hy- 
droperoxide or pentyl hydroperoxide; dialkyi peroxides, such as di-t-butyl peroxide; peracids, such as perbenzolc acid, 
m-chloroperbenzoic acid or peracetic acid; peracid esters, such as methyl perbenzoate; and diacyl peroxides, such 
as benzoyl peroxide. Of these, we particularly prefer hydrogen peroxide, m-chloroperbenzolc acid and t-butyt hydroper- 
oxide. 

The reaction is normally and preferably effected In the presence of a solvent. There is no particular restriction on 
the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the reagents 
involved and that it can dissolve the reagents, at least to some extent. Examples of suitable solvents include: aromatic 
hydrocarbons, such as benzene, toluene and xylene; halogenated hydrocarbons, such as methylene chloride, chloro- 
form, carbon tetrachloride, dichloroethane. chlorobenzene and dichlorobenzene; ethers, such as diethyl ether, diiso- 
propyl ether, tetrahydrofuran, dioxane, dlmethoxyethane and diethylene glycol dimethyl ether; ketones, such as ace- 
tone, methyl ethyl ketone, methyl isobutyl ketone, isophorone and cyclohexanone; nitrlles, such as acetonitrile, propi- 
onitrile and isobutyronitrile; amides, such asformamide, dlmethylformamide,^.N-dimethylacetamide, N-methyl-2-pyr- 
rolidone, N-methylpyrrolidinone and hexamethylphosphoric triamide; sulphoxides, such as dimethyl sulphoxide; sul- 
phones, such as sulpholane; alcohols, such as methanol and ethanoi; esters, such as ethyl formate, ethyl acetate, 
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propyl acetate, butyl acetate and diethyl carbonate; and water. Of these, we prefer the aromatic hydrocarbons, halo- 
genated hydrocarbons, ketones, amides, alcohols and water, more preferably the halogenated hydrocarbons, ketones, 
amides, alcohols and water. 

The reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 
s to the invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, In general, we find it convenient to carry out the reaction at a temperature 
of from -50 to 100*C, more preferably from -20 to 50®C. The time required for the reaction may also vary widely, 
depending on many factors, notably the reaction temperature and the nature of the reagents and solvent employed. 
However, provided that the reaction is effected under the preferred conditions outlined above, a period of from 10 
10 minutes to 2 days, more preferably from 30 minutes to 12 hours, will usually suffice. 

After completion of each of the above reactions, the desired compound may be recovered from the reaction mixture 
by conventional methods. 

For example, the desired compound may be obtained by: suitably neutralising the reaction mixture; removing 
insolubles by filtration if insolubles exist; adding a water-immiscible organic solvent, such as ethyl acetate to the reaction 

IS mixture; washing with water or another suitable solvent; separating the organic layer containing the desired compound; 
drying it over a drying agent, such as anhydrous sodium sulphate or anhydrous magnesium sulphate; and removing 
the solvent, e.g. by evaporation. 

The compound thus obtained can be separated and purified, if necessary, by appropriately combining conventional 
methods, for example, recrystallization, reprecipitation or other methods commonly used in the separation and purifi- 

20 cation of organic compounds, for example, adsorption column chromatography using a carrier such as silica gel, alu- 
mina or magnesium-silica gel type Florisil; a method using a synthesized adsorbent such as partition column chroma- 
tography using a carrier such as Sephadex LH-20 (trade mark, manufactured by Pharmacia Co, Ltd.), Amberlite XAD- 
11 (trade mark, manufactured by Rohm and Haas Co. Ltd.) and Diaion HP-20 (trade mark, manufactured by Mitsubishi 
Kasei Corporation), a method using an ion exchange chromatogram, or normal phase or reverse phase column chro- 

25 matography using silica gel or alkylated silica gel (preferably high performance liquid chromatography), and eluting 
with a suitable eluent. 

The starting materials in Methods A to G are known compounds or are compounds synthesized from known com- 
pound by conventional methods. For example, the amino derivative of formula (Ih), which is a starting material in 
Method A, Method C and Method F can be prepared by the following Method H. 

30 



35 



40 



45 
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Method H 



Reaction Scheme H: 

s 




40 In the above formulae: k, m and n are as defined above. 

Step HI 

In this Step, a phthalimide derivative of formula (XVI) is prepared by carrying out a IVIitsunobu reaction between a 

45 compound of formula (XIV) and phthalimide of formula (XV). 

There Is no particular restriction on the nature of the reagents used in the Mitsunobu reaction, and any reagent 
commonly used in reactions of this type may equally be used here. Examples of such reagents include: a combination 
of an azo compound, such as a di-lower alkyi azodlcarboxylate (for example dimethyl azodicarboxylate, diethyl azodi- 
carboxylate or diisopropyl azodicarboxylate) or an azodicarboxamide [such as 1,1 '-(azodicarbonyl)dipiperidine] and 

so a phosphine, such as a triarylphosphine (for example triphenylphosphine) or a tri-lower alkyI phosphine (for example 
tributylphosphine), more particularly a combination of a di-lower alkyI azodicarboxylate and a triarylphosphine, most 
preferably a combination of dimethyl azodicarboxylate and triphenylphosphine. 

The reaction is normally and preferably effected in the presence of a solvent. There is no particular restriction on 
the nature of the solvent to be employed, provided that it has no adverse effect on the reaction or on the reagents 

55 involved and that it can dissolve the reagents, at least to some extent. Examples of suitable solvents include: aromatic 
hydrocarbons, such as benzene, toluene and xylene; halogenated hydrocarbons, such as methylene chloride, chloro- 
form, carbon tetrachloride, dichloroethane, chlorobenzene and dichlorobenzene; esters, such as ethyl formate, ethyl 
acetate, propyl acetate, butyl acetate and diethyl carbonate; ethers, such as diethyl ether, diisopropyl ether, tetrahy- 
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droturan, dioxane, dimethoxyethane and diethylene glycol dimethyl ether; nitrlles, such as acetonltrile and isobutyronl- 
trile; amides, such asformamide, dimethylformamide, N, N-dimethylacetamide, N-methyl-2-pyrrolidone, N-methylpyr- 
rolidinone and hexamethylphosphoric triamide; and sulphoxides, such as dimethyl sulphoxide and sulpholane. Of 
these, we prefer the aromatic hydrocarbons and ethers. 

5 reaction can take place over a wide range of temperatures, and the precise reaction temperature is not critical 

to the Invention. The preferred reaction temperature will depend upon such factors as the nature of the solvent, and 
the starting material or reagent used. However, in general, we find It convenient to carry out the reaction at a temperature 
of from -20 to 1 00'*C, more preferably from 0 to 50*C. The time required for the reaction may also vary widely, depending 
on many factors, notably the reaction temperature and the nature of the reagents and solvent employed. However, 

10 provided that the reaction is effected under the preferred conditions outlined above, a period of from 10 minutes to 3 
days, more preferably from 30 minutes to 12 hours, will usually suffice. 

Step H2 

IS In this Step, an amino derivative of formula (Ih) is prepared by reacting the phthallmlde derivative of formula (XVI) 

with butylamine or hydrazine in a solvent. For example it may be accomplished by reacting the phthallmlde derivative 
of formula (XVI) with butylamine in methanol at room temperature for 6 hours. 

Since the dithiolan derivatives have the effect of increasing the activity of glutathione reductase, a composition 
which increases the activity of glutathione reductase, containing those compounds or pharmaceutically acceptable 

20 salts thereof can be used for the prevention or treatment of diseases resulting from oxidative stress. Examples of 
diseases resulting from oxidative stress are disease or pathologic states including damage caused by alcohol abuse, 
exposure to xenobiotic agents or radiation; intracellular oxidative states caused by hepatic diseases; intoxication from 
drugs and chemical agents (e.g. carclnostats including platinum chelate, antibiotics, antiparasitics, paraquat, carbon 
tetrachloride and halothane); intoxication from heavy metals; disorders of the nervous system Including brain and 

25 neurone degenerative disorders (e.g. cerebral ischaemia, cerebral ictus, hypoglycaemia, epileptic attacks, amyotrophic 
lateral sclerosis, Alzheimer's disease, Parkinson's disease and Huntington's chorea); diseases related to an altered 
functionality of the immune system, in particular tumour immunotherapy; infertility, in particular male infertility; coronary 
heart disease; ophthalmologic disorders such as cataract, retinopathy of prematurity and siderosis; pulmonary diseases 
such as idiopathic pulmonary fibrosis, adult respiratory distress syndrome, emphysema, asthma, bronchopulmonary 

30 dysplasia and interstitial pulmonary fibrosis; chronic renal failure; gastric ulcer; canceration and metastases of cancer 
Including colorectal cancer; diabetes; hepatocyte necrosis and apoptosis Including ethanol-lnduced hepatopathy; viral 
diseases including influenza, hepatitis B and HIV; abnormalities of blood or blood vessels such as Fanconl's anemia, 
septicemia, enhanced permeability through blood vessels and leukocyte adherence; various malformations such as 
Down's syndrome, Duchenne muscular dystrophy, Becker dystrophy, Dubin-Johnson-Spring syndrome and favism; 

3S and inflammatory diseases such as nephritis, pancreatitis, dermatitis, fatigue and rheumatism. In particular, the dithiolan 
derivatives and pharmaceutically acceptable salts thereof of the present Invention are useful for the prevention or 
treatment of diseases or pathologic states such as damage caused by radiation, intracellular oxidative states caused 
by hepatic diseases, intoxication (i.e. side effects) from carcinostats including platinum chelate, disordersof the nervous 
system, cataract, diabetes, hepatocyte necrosis and apoptosis, viral diseases, and inflammatory diseases. 

40 Among the above-described diseases resulting from oxidative stress, there are some diseases where the effects 

are irreversible, once they have occurred. A therapeutic agent for such a disease means a medicament which prevents 
or delays the progress of the disease. 

The dithiolan derivatives of formula (I) or pharmaceutically acceptable salts thereof of the present invention can 
be used together with a medicament which is known as a preventive agent or therapeutic agent for a disease listed 

45 above as the diseases resulting from oxidative stress and may show a synergistic effect. 

Cyanamide, disulphiram, adenine and cysteine are known as medicaments for treating the damage caused by 
alcohol abuse, exposure to xenobiotic agents or radiation; aminoethylsulphonic acid, protoporphyrin disodium and 
diisopropylamine dichloroacetate are known as medicaments for treating intracellular oxidative states caused by he- 
patic diseases; glutathione, dimercaprol, and calcium disodium edetate are known as medicaments for treating Intox- 

so ication from drugs and chemical agents (e.g. carcinostats including platinum chelate, antibiotics, antiparasitics, 
paraquat, carbon tetrachloride and halothane) or for treating intoxication from heavy metals; phenobarbital, phenytoin, 
bromocriptine mesylate, sulpiride, sodium valproate, haloperldol, levodopa-carbidopa, idebenone and aniracetam are 
known as medicaments for treating disorders of the nervous system including brain and neurone degenerative disorders 
(e.g. cerebral ischaemia, cerebral ictus, hypoglycaemia, epileptic attacks, amyotrophic lateral sclerosis, Alzheimer's 

ss disease, Parkinson's disease and Huntington's chorea); cyclophosphamide, interferon-a and interferon-p are known 
as medicaments for treating diseases related to an altered functionality of the immune system, in particular tumour 
immunotherapy; sildenafil is known as a medicament for treating infertility, In particular male infertility; digltoxin and 
digoxin are known as medicaments for treating coronary heart disease; pirenoxine Is known as a medicament for 
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treating ophthalmologic disorders such as cataract, retinopathy of prennaturity and siderosis; theophylline, ketotifen 
fumarate, epinastine hydrochloride, pranlukast and suplatast tosylate are known as medicannents for treating pulmo- 
nary diseases such as idiopathic pulmonary fibrosis, adult respiratory distress syndrome, emphysema, asthma, bron- 
chopulmonary dysplasia and interstitial pulmonary fibrosis; furosemide, etacrynic acid and bumetanide are known as 

5 medicaments for treating chronic renal failure; teprenone, rebamipide, ecabet sodium, plaunotol, famotidine, ranitidine 
hydrochloride and lansoprazole are known as medicaments for treating gastric ulcer; BB-2516 and AG3340 are known 
to be useful against canceration and metastases of cancer including colorectal cancer; epalrestat, voglibose, acarbose, 
insulin, glibenclamide and troglitazone are known as medicaments for treating diabetes; aminoethylsulphonic acid, 
protoporphyrin disodium and diisopropylamine dichloroacetate are known as medicaments for treating hepatocyte 

10 necrosis and apoptosis including ethanol-induced hepatopathy; acyclovir, zidovudine, interferon-a, interferon-p and 
interferon-^/ are known as medicaments for treating viral diseases including influenza, hepatitis Band Hi V; erythropoietin 
derivatives are known as medicaments for treating abnormalities of the blood or blood vessels such as Fanconi's 
anemia, septicemia, enhanced permeability through blood vessels and leukocyte adherence; fenipentol, camostat 
mesylate, indomethacin, loxoprof en sodium and diclofenac sodium are known as medlcamenst for treating inflamma- 

is tory diseases such as nephritis, pancreatitis, dermatitis, fatigue and rheumatism. 

The compounds of the present invention can be administered in any conventional pharmaceutical formulation, the 
nature of which will depend on the patient and the intended route of administration. For example for oral administration, 
suitable formulations include tablets, capsules, granules, powders or syrups. For parenteral administration suitable 
formulations include injections or suppositories. These formulations can be prepared by well-known methods using 

20 additives such as exclplents, lubricants, binders, disintegrating agents, stabilizers, corrigents and diluents. 

Examples of suitable exciplents include organic excipients. for example: sugar derivatives such as lactose, sucrose, 
glucose, mannitol or sorbitol; starch derivatives such as corn starch, potato starch, a-starch, dextrin or carboxymethyl 
starch; cellulose derivatives such as crystalline cellulose, low substituted hydroxypropylcellulose, hydroxypropylmeth- 
ylcellulose, carboxymethylcellulose, carboxymethylcellulose calcium or Internally bridged carboxymethylcellulose so- 

25 dium; gum arabic; dextran; and Pullulan; inorganic excipients including silicate derivatives such as light silicic acid 
anhydride, synthetic aluminium silicate or magnesium meta-silicic acid aluminate; phosphates such as calcium phos- 
phate; carbonates such as calcium carbonate; and sulphates such as calcium sulphate. 

Examples of suitable lubricants include stearic acid, metal stearates such as calcium stearate or magnesium stea- 
rate; talc; colloidal silica; waxes such as beeswax or spermaceti; boric acid; adipic acid; sulphates such as sodium 

30 sulphate; glycol; f umaric acid; sodium benzoate; DL-leucine; sodium salts of fatty acids; lauryl sulphates such as sodium 
lauryl sulphate or magnesium lauryl sulphate; silicates such as silicic acid anhydride or silicic acid hydrate; and the 
foregoing starch derivatives. 

Examples of suitable binders Include polyvinylpyrrolidone, Macrogol, and similar compounds to the excipients 
described above. 

35 Examples of suitable disintegrating agents include similar compounds to the excipients described above; and 

chemically modified starches or celluloses such as crosscarmelose sodium, sodium carboxymethylstarch or bridged 

polyvinylpyrrolidone. 

Examples of suitable stabilisers include paraoxybenzoates such as methylparaben or propylparaben; alcohols 
such as chlorobutanol, benzyl alcohol or phenylethyl alcohol; benzalkonium chloride; phenols such as phenol or cresol; 
40 thimerosal; dehydroacetic acid; and sorbic acid. 

Examples of suitable corrigents Include sweeteners, vinegar or perfumes such as those conventionally used. 

Moreover, since the dithiotan derivative or the pharmaceutical ly acceptable salt thereof of the present invention is 
less stimulating for the eyes, it can be topically administered to the eyes. Suitable formulations for the topical admin- 
istration to the eyes include solutions, suspensions, gets, ointments and solid inserting agents. 
45 The formulation of these compositions for topical administration may contain the dithiolan derivative or the phar- 

maceutically acceptable salt thereof at a level of from 0.001% (preferably 0.01%) as a lower limit to 10% (preferably 
5%) as an upper limit. 

The pharmaceutical formulation containing an active compound can, if desired, be mixed with a non-toxic inorganic 
or organic carrier for pharmaceuticals. 

so Typical pharmaceutically acceptable carriers include water, a mixture of water and a water-misclble solvent such 

as a lower alkanol or aralkanol. a vegetable oil, polyalkylene glycol, a jelly using a petroleum as a base material, 
ethylcellulose, ethyl oleate, carboxymethylcellulose, polyvinylpyrrolidone, isopropyl myristate and other acceptable 
carriers which can be preferably used. The formulation may contain non-toxic auxiliary substances such as an emul- 
sifier, a preservative, a wetting agent and an exclpient, for example, polyethylene glycol 200, 300, 400 and 600, car- 

55 bowax 1 000, 1 500, 4000, 6000 and 1 0000, £-hydroxybenzoic acid esters such as methyl ^-hydroxy benzoate or propyl 
2-hydroxybenzoate, a quaternary ammonium compound (for example, benzetonium chloride or benzalkonium chloride) 
which are known as compounds having anti-fungal properties at low temperatures and are non-toxic when. used, an 
anti-fungal agent such as a phenyl mercury salt, a buffering component such as thimerosal, methyl- and propylparaben. 
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benzyl alcohol, phenylethanol, sodium chloride, sodium borate and sodium acetate, a gluconic acid buffering agent 
and sorbitan monolaurate. trlethanolamine, polyoxyethylenesorbltan monopatmitate, sodium dioctyl sulphosuccinate, 
monothioglycerol, thiosorbitol and ethylenediaminetetraacetic acid. 

Ophthalmological exclpients can be used as a desired support medium for the compounds of the present invention 
s and examples include the usual phosphoric acid buffering exclpients (for example, a sodium phosphate buffer or a 
potassium phosphate buffer), isotonic boric acid excipients, isotonic sodium chloride exclpients and isotonic sodium 
borate excipients. 

As a further alternative, the pharmaceutical formulation may have the form of a solid Insert which remains almost 
intact after the formulation has been administered, or it may also be formulated as a disintegrating insert which dissolves 

10 in the tear fluid or Is disintegrated by other methods. 

The dose of the dithiolan derivative of formula (I) or the pharmaceutically acceptable salt thereof of the present 
invention will vary, depending upon the condition and age of the patient and the fomn and route of administration. 
However, for example, in the case of oral administration, for an adult human patient, it is desirable to administer from 
0.1 mg (preferably 1 mg) as a lower limit to 10000 mg (preferably 5000 mg) as an upper limit per day In the case of 

IS Intravenous administration, it is desirable to administer from 0.01 mg (preferably 0.1 mg) as a lower limit to 5000 mg 
(preferably 2000 mg) as an upper limit per day In the case of topical administration to the eyes, It is desirable to 
administer from 0.001 mg (preferably 0.01 mg) as a lower limit to 500 mg (preferably 200 mg) as an upper limit per 
day. All of the above may be administered as a single dose or in divided doses. The dose and dosage regime will 
depend on the condition of the patient. 

20 Pharmaceutical preparations of the present Invention are illustrated by the following non-limiting Formulation Ex- 

amples. 

FORMULATION EXAMPLE 1 
25 Powder 

5 g of N-[5-(1 ,2-dithlolan-3-yl)pentanoyl]methanesulphonamlde (the compound of Example 2 hereafter), 895 g of 
lactose and 100 g of corn starch are mixed by means of a blender to obtain a powder. 

30 FORMULATION EXAMPLE 2 

Granules 

5 g of N-[5-(1 ,2-dithiolan-3-yl)pentanoyl]sulphamlde (the compound of Example 7 hereafter), 865 g of lactose and 
3S 100 g of low substituted hydroxypropylcellulose are mixed. 300 g of a 10% w/v aqueous solution of hydroxypropyl 
cellulose are then added to the mixture, and then the resulting mixture is kneaded. The mixture is then granulated 
using an extruding granulator. after which it Is dried to obtain a granule fonnulation. 

FORMULATION EXAMPLE 3 

40 

Capsules 

5 g of N-[4-(1,2-dithiolan-3-yl)butyl-N'-methylurea (the compound of Example 8 hereafter), 115 g of lactose, 58 g 
of corn starch and 2 g of magnesium stearate are mixed using a V-type mixer. 180 mg of the mixture are then encap- 
sulated in a No. 3 capsule to obtain a capsule formulation. 

FORMULATION EXAMPLE 4 

Tablet 

so 

5 g of (R)-N-[5-(1,2-dithiolan-3-yl)pentanoyl]methanesulphonamide (the compound of Example 40 hereafter), 90 
g of lactose, 34 g of corn starch, 20 g of crystalline cellulose and 1 g of magnesium stearate are mixed by means of a 
blender. The mixture Is then petletised by means of a tablet making machine to obtain tablets. 

ss 
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FORMULATION EXAMPLE 5 
Eye drops 

5 The following components are mixed: 



(R)-N-[5-(1,2-dithiolan-3-yl)pentanoyl]methanesulphonamide (the Compound of Example 40) 


0.2 g 


Disodium phosphate 


0.716 g 


Sodium phosphate 


0.728 g 


Sodium chloride 


0.400 g 


Methyl g-hydroxybenzoate 


0.026 g 


Propyl g-hydroxybenzoate 


0.014 g 


Sterilised purified water 


q.s. 


Sodium hydroxide 


q.s. 


Total 


100 ml 



The pH of the mixture is adjusted to 7.0 and eye drops are prepared by a conventional method. 



FORMULATION EXAMPLE 6 
Eve drops 



The following components are mixed: 



(R)-N-[5-(1 ,2-dithiolan-3-yl)pentanoyl]methanesulphonamide (the Compound of Example 40) 


0.2 g 


Disodium phosphate 


0.716 g 


Sodium phosphate 


0.728 g 


Sodium chloride 


0.400 g 


Methyl p-hydroxybenzoate 


0.026 g 


Propyl p-hydroxybenzoate 


0.014 g 


Sterilised purified water 


q.s. 


Ascorbic acid 


q.s. 


Sodium hydroxide 


q.s. 


Total 


100 ml 



The pH of the mixture is adjusted to 7.0 and eye drops are prepared by a conventional method. 

40 

BIOIOGICAI ACTIVITY 

The biological activity of the compounds of the present invention is illustrated by the following Test Examples. 
45 TEST EXAMPLE 1 

Measurement of Glutathione Reductase Activity 
(a) Lens Tissue Culture 

so 

The test animals were 6 to 8 week old male SD rats (supplier: Nippon SLC). The animals were sacrificed by 
suffocation by inhalation of carbon dioxide. Both eyeballs of each test animal were then excised. An incision was made 
in the sclera on the back of the eyeballs, and then the vitreous body and iris-ciliary body were removed, followed by 
removal of the lens. 

ss Each lens obtained in this manner was cultured by immersing it in 3 ml of the culture solution described below in 

a 6-well tissue culture plate (FALCON). Culturing was performed for 72 hours in a CO2 incubator maintained at 37"'C 
and 100% humidity In the presence of 5% CO2 (in air). 

Medium 199 (Gibco) containing penicillin (20 units/ml) and streptomycin (20^g/ml) was used as the control culture 
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solution. 

The test culture solution contained the test compound added to the above-mentioned culture solution. The cultured 
lenses were placed in frozen storage until the time of the test. 

5 (b) Measurement of Glutathione Reductase Activity 

After homogenising each frozen rat lens in 2 ml of distilled water, the resulting homogenate was separated by 
centrifugation (10,000 g, 20 minutes) after which the resulting supernatant was used as the enzyme sample. 

400 jil of enzyme sample were added to 0.6 ml of phosphate buffer containing 1 mM oxidized glutathione (GSSG) 
10 and 100 NADPH. After the mixture had reacted at 25°C for 6 minutes, the absorbance of the reaction mixture (at 
340 nm: i.e. OD340nm) measured. The difference (AOD340n^) between the 00340^^^ value before reaction and the 
OD340nm value after completion of the reaction was used as an indicator of glutathione reductase activity. 

The results for the compound of Example 2 are shown in the following Table 4. 

IS 

Table 4 



20 


Concentration of the compound of 
Example! (^M) 


AOD34QQii|/miii/g protein 




0 


3.10±0.11 


2S 


10 


3.24±0.10 




30 


3.2010.09 


30 






100 


3.5910.05 (p<0.05) 


3S 


300 


3.7010.08 (p<0.05) 




1000 


4.1610.18 (p<0.05) 



40 

The dithiolan derivatives of the present invention exhibited excellent glutathione reductase activity enhancing ef- 
fects. 

TEXT EXAMPLE 2 

45 

Antl-cataract Test 

The test animals were 6 week old male SD rats (supplier: Nippon SLC). The animals were sacrificed by suffocation 
by inhalation of carbon dioxide. Both eyeballs of each test animal were then excised. The excised lenses were cultured 
BO at 37°C for 24 hours in Medium 1 99 (Gibco) containing 0.05 mg/ml of the test compound and 5 mM hydrogen peroxide. 
For the control test, excised lenses were cultured at 37°C for 24 hours in normal culture liquid (Medium 199, Gibco) 
or Medium 199 (Gibco) containing 5 mM hydrogen peroxide. 

After culturing for 24 hours, the lenses were washed with physiological saline. Surface moisture was removed by 
placing the lenses on a piece of filter paper, and then the lenses were placed on a slide glass after which lens turbidity 
ss was scored under stereomicroscope from (turbidity degree of the lens cultured in a norma! culture medium) to "++++" 
(turbidity degree of the lens cultured in a medium containing hydrogen peroxide). The results are shown in Table 5. 
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Compound of 
Example No. 


Rat Lens turbidity in 5 mM 
H2O2, 24 hours 


1 


++ 


2 


-H- 


7 


+ 


8 


++ 


21 


++ 


43 


++ 


45 


-H- 


46 


+ 


50 


+ 


52 


+ 


55 




56 


++ 


57 


+ 


59 


+ 
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Table 5 (cont.) 



5 


Compound of 
Example No. 


Rat Lens tuibidity in 5 mM 
H2O2, 24 hours 


10 


61 






63 


++ 


IS 


70 


++ 




74 


+-h 


20 


79 


++ 


25 


80 






86 


-H- 


30 


103 


+4- 




106 


-H- 


35 


109 


+ 


40 


118 


++ 


123 


++ 


45 


lipoic acid 


+++ 




nomial lens 




50 


without drug 


-H-H- 



As can be seen from the above results, the compounds of the present invention substantially improve the opacity 
55 of the lens. 
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EXAMPLES 



The present invention is f urtlier illustrated by reference to the following non-limiting Examples. 



EXAMPLE 1 



N-Acetvl-g-thloctamlde (Compound No. 1-271) 



o o 




CH 



A mixture of 0.76 g of D, L-a-thioctamide, 1 .5 g of acetic anhydride and 10 ml of pyridine was heated under reflux 
for 20 hours. The pyridine was then removed from the reaction mixture by distillation under reduced pressure, and 
water was added to the residue, which was then extracted with ethyl acetate. The extraction solution was washed twice 
with water and dried over anhydrous magnesium sulphate. 0.76 g of the crude product obtained by evaporating the 
solvent under reduced pressure was purified by silica gel column chromatography, using a 2 : 1 by volume mixture of 
hexane and ethyl acetate as eluent, to obtain 0.45 g of 3-(4-cyanobutyl)-1 ,2-dithiolan having [an Rf value of 0.84 (silica 
gel thin layer chromatography, using a 1 : 1 by volume mixture of hexane and ethyl acetate as the developing solvent)] 
as a first component and 0.17 g of the title compound, melting at 67*0 to 69*C as a second component. 

EXAMPLE 2 

N-r5-(1,2-Dithiolan-3-vnpentanovnmethane3ulphonamlde (Compound No. 1-496) 



(a) 0.88 g of sodium hydride (as a 55% by weight dispersion in mineral oil) was washed with hexane, and 20 
ml of dimethylformamide and 1 .96 g of methanesulphonamide were added to the dispersion at room temperature. 
The resulting mixture was subjected to ultrasonic treatment for three hours and then left to stand at room temper- 
ature overnight, to give reaction mixture (A). 

Separately, 2.06 g of D,L-a-lipoic acid were dissolved in 20 ml of dimethylformamide, and 1.63 g of N.N*- 
carbonyldiimidazole were added to the solution, whilst ice-coollng. The resulting mixture was then left to stand at 
room temperature overnight. At the end of this time, the reaction mixture was added dropwise to the above reaction 
mixture (A) at room temperature, and the mixture was stirred for 7 hours. The reaction mixture was then heated 
at 1 30*C for 3 hours, after which it was left to cool, and then poured into Ice-water. Diluted aqueous hydrochloric 
acid was added to the mixture to adjust the pH to 5, and the mixture was extracted with ethyl acetate. The extraction 
solution was washed three times with a saturated aqueous solution of sodium chloride and then dried over anhy- 
drous magnesium sulphate. The solvent was then removed by distillation under reduced pressure, and the resulting 
residue was purified by silica gel column chromatography using a 4 : 1 by volume mixture of ethyl acetate and 
hexane and then ethyl acetate alone as the eluent, to obtain 0.1 2 g of the title compound, melting at 87°C to 88''C. 
(b) 25.0 g of p,L-a-lipoic acid were dissolved in 500 ml of anhydrous dimethylformamide, and 21.57 g of N,N'- 
carbonyldlimidazole were added to the solution, whilst Ice-cooling, after which the resulting mixture was stirred at 
room temperature for 2 hours and 30 minutes. 12.65 g of methanesulphonamide and 5.80 g of sodium hydride (as 
a 55% w/w dispersion in mineral oil) were then added, whilst ice-cooling, to the reaction mixture, and the mixture 
was stirred at room temperature for 4 hours and then left to stand at room temperature overnight. At the end of 
this time, the solvent was removed from the reaction mixture by evaporation under reduced pressure, and water 
was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed with 



o 




o 



II 

N— S— I 
I II 
H O 
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a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent 
was removed by evaporation under reduced pressure. The residue thus obtained was purified by silica gel column 
chromatography, using 1:1.2:1 and 3 : 1 by volume mixtures of ethyl acetate and hexane as eluent, to obtain 
19.85 g of the title compound, melting at 85**C to SB'^C. 

5 

EXAMPLE 3 

N-r5-M-Oxo-1,2-dithiolan-3-vl)pentanovnmethanesulphonamlde (Compound No. 2-496) 

10 



O 



IS 




500 mg of N-[5-(1,2-dithlo!an-3-yl)pentanoyl]methanesulphonamide (prepared as described In Example 2) were 
20 dissolved in 10 ml of acetone, and 0.44 ml of a 31% w/v aqueous solution of hydrogen peroxide was added to the 
solution, whilst ice-cooling. The mixture was stirred and then left to stand at room temperature overnight. At the end 
of this time, a further 0.2 mi of a 31% w/v aqueous solution of hydrogen peroxide was added to the reaction mixture, 
and then the mixture was stirred at room temperature for 30 minutes, and then stirred on an oil bath at 50**C for 1 hour. 
The mixture was then left to stand at room temperature for 3 days, after which it was stirred on an oil bath at 50**C for 
25 10 hours; it was then left to stand at room temperature overnight. The solvent was then removed from the reaction 
mixture by evaporation under reduced pressure, and water was added to the residue thus obtained, after which it was 
extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride 
and dried over anhydrous sodium sulphate, and then the solvent was removed by evaporation under reduced pressure. 
The residue thus obtained was purified by reverse phase preparative silica gel column chromatography, using 1 : 3 
30 and 2 : 3 by volume mixtures of acetonitrile and water as the eluent. The solvent was evaporated from the eluted 
fraction thus obtained under reduced pressure, and the fraction was lyophilised, to obtain 0.15 g of the title compound 
(diastereomer mixture) as a colorless oil having an Rf value of 0.43 (silica gel thin layer chromatography using a 10 : 
1 by volume mixture of ethyl acetate and methanol as the developing solvent). 

35 EXAMPLE 4 

N-r5-(1.2-DHhiolan-3-vnpentanovnmethanesulphonamide sodium salt (Compound No. 1-496.sodium salt) 

750 mg of N-[5-(1,2-dithiolan-3-yl)pentanoyl]methanesulphonamide (prepared as described in Example 2) were 
40 dissolved in 1 5 ml of ethyl acetate, and 482 mg of sodium 2-ethylhexoate was added to the mixture at room temperature. 
The mixture was stirred for 2 hours, after which it was left to stand for 2 days at room temperature. The crystals which 
precipitated from the reaction mixture were collected by filtration, to obtain 550 mg of the title compound, melting at 
202'^Cto 204*C. 

45 EXAMPLE 5 

Ethyl 5-(1-oxo-1,2-dithiolan-3-vl)pentanoate and ethyl 5-(2-oxo-1,2-dithlolan-3-vl)pentanoate (Compound No. 
2-208 and Compound No. 3-208) 

so 



o o 



55 
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1 .00 g of D,L-a-lipoic acid was dissolved in 20 ml of acetone, and 0.58 g of a 31 % w/v aqueous solution of hydrogen 
peroxide was added to the solution on a dry ice-acetone bath. The mixture was stirred for 2 hours, and it was then left 
to stand at room temperature overnight. At the end of this time, the solvent was removed from the reaction mixture by 
evaporation under reduced pressure, and water was added to the residue, after which it was extracted with ethyl 

5 acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 
anhydrous sodium sulphate, and then the solvent was removed by evaporation under reduced pressure. 16 ml of 
anhydrous ethanol and 4 ml of a 4 N solution of hydrogen chloride in ethyl acetate were added to the residue thus 
obtained, and the mixture was stirred for 2 hours. The solvent was then removed from the reaction mixture by evapo- 
ration under reduced pressure, and the residue thus obtained was purified by silica gel column chromatography, using 

10 1:1,2:1 and 3 : 1 by volume mixtures of ethyl acetate and hexane as eluent. to obtain 0.26 g of ethyl 5-(2-oxo- 
1 ,2-dithiolan-3-yl)pentanoate having an Rf value of 0.41 (silica gel thin layer chromatography; using a 2 : 1 by volume 
mixture of ethyl acetate and hexane as the developing solvent) and 0.67 g of ethyl 5-(1-oxo-1,2-dithiolan-3-yl)pen- 
tanoate having an Rf value of 0.29 (silica gel thin layer chromatography; using a 2 : 1 by volume mixture of ethyl acetate 
and hexane as the developing solvent). 

15 

EXAMPLE 6 

N-r4-(1,2-Dlthlolan-3-vl)butvn-N'.N'-dlmethvlurea (Compound No, 1-815) 

20 



25 




1.00 g of D,L-a-lipoic acid was dissolved in 20 ml of toluene, and 2.00 ml of triethylamine and 1.25 ml of dlphe- 
nylphosphoryl azide were added to the resulting solution at room temperature, and then the mixture was stirred on an 

30 oil bath at SO^C for 2 hours. 0,47 g of dimethylamine hydrochloride was then added to the reaction mixture, and the 
mixture was stirred at room temperature for 4 hours. At the end of this time, the solvent was removed from the reaction 
mixture by evaporation under reduced pressure, and 20 ml of anhydrous tetrahydrofuran and 0.52 ml of a 50% vA/ 
aqueous solution of dimethylamine were added to the residue thus obtained; the mixture was then left to stand at room 
temperature overnight. The solvent was removed from the reaction mixture by evaporation under reduced pressure, 

35 and water was added to the residue thus obtained, after which it was extracted with ethyl acetate. The extraction 
solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, 
and then the solvent was removed by evaporation under reduced pressure. The residue thus obtained was purified by 
silica gel column chromatography, using ethyl acetate and then a 9 : 1 by volume mixture of ethyl acetate and methanol 
as eluent. The solvent was evaporated from the fraction including the title compound under reduced pressure, and the 

40 residue thus obtained was dissolved in dioxane. The solution was lyophilised, to obtain 832 mg of the title compound, 
melting at 52°C to 53°C. 

EXAMPLE 7 

45 N-r5-n,2-Dlthlolan-3-vllpentanovnsulphamlde (Compound No, 1-539) 




55 50 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and 421 mg of N,N'-carbon- 

yldiimidazole were added to the solution, whilst ice-cooling, and then the mixture was stirred at room temperature for 
3 hours. 461 mg of sulphamide and 113 mg of sodium hydride (as a 55% w/w dispersion in mineral oil) were then 
added to the reaction mixture, whilst ice-cooling, and the mixture was stirred for 4 hours and then left to stand at room 
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temperature overnight. At the end of this time, the solvent was removed from the reaction mixture by evaporation under 
reduced pressure, and water and 2 N aqueous hydrochloric acid were added to the residue thus obtained to adjust 
the pH to 5 to 6, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated 
aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was removed 
s by evaporation under reduced pressure. The residue thus obtained was subjected to silica gel column chromatography 
using a 3 : 2 and then a 2 : 1 by volume mixture of ethyl acetate and hexane as the eluent, and the resulting fraction 
was then recrystallized from a 1 : 2 : 1 by volume mixture of ethanol. diisopropyl ether and hexane, to obtain 119 mg 
of the title compound, melting at 141^*0 to 142"C, 

TO EXAMPLE 8 

N-r4-(1,2-Dithiolan-3-vl)butvl-N''methvlurea (Compound No. 1-733) 



T 

s— s o 

20 

1 .00 g of p,L-a-lipoic acid was dissolved in 20 ml of toluene, and 2.00 ml of triethylamine and 1 .25 ml of diphe- 
nylphosphoryl azide were added to the resulting solution at room temperature, after which the resulting mixture was 
stirred on an oil bath at 80°C for 3 hours. The solvent was then removed from the reaction mixture by evaporation 

25 under reduced pressure, and 20 ml of tetrahydrof uran and 0.45 ml of a 40% v/v aqueous solution of methylamine were 
added to the residue thus obtained, whilst ice-cooling, and the mixture was stirred at room temperature for 3 hours 
and then left to stand at room temperature overnight. The solvent was removed from the reaction mixture by evaporation 
under reduced pressure, and water was added to the residue thus obtained, after which it was extracted with ethyl 
acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 

30 anhydrous sodium sulphate, and then the solvent was removed by evaporation under reduced pressure. The residue 
thus obtained was purified by silica gel column chromatography, using ethyl acetate and then 20 : 1 and 10 : 1 by 
volume mixtures of ethyl acetate and methanol as the eluent, to obtain 425 mg of the title compound, melting at 89"C 
to 90°C. 

35 EXAMPLE 9 



N-r4-(1.2-Pithiolan-3-vnbutvnurea (Compound No. 1-693) 




H 




1 .00 g of D,L-a-lipoic acid was dissolved in 20 ml of toluene, and 0.80 ml of triethylamine and 1 .25 ml of diphe- 
nylphosphoryl azide were added to the solution at room temperature, after which the resulting mixture was stirred on 
an oil bath at 80^*0 for 4 hours. The solvent was then removed from the reaction mixture by evaporation under reduced 

so pressure, and 20 ml of tetrahydrofuran and 0.49 ml of 28% wA/ aqueous ammonia were added to the residue thus 
obtained. The mixture was then stirred at room temperature for 4 hours, after which it was left to stand overnight. The 
solvent was then removed from the reaction mixture by evaporation under reduced pressure, and water and 2 N aque- 
ous hydrochloric acid were added to the mixture to adjust the pH to 2, after which it was extracted with ethyl acetate. 
The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous 

55 sodium sulphate, and then the solvent was removed by evaporation under reduced pressure. The residue thus obtained 
was purified by silica gel column chromatography using 10:1,4:1 and 3 : 1 by volume mixtures of ethyl acetate and 
methanol as eluent, to obtain 340 mg of the title compound, melting at 110®C to 113**C. 
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EXAMPLE 10 

N-r5-(1.2-Dlthloian-3-vltoentanovnbenzenesulphonamide (Compound No, 1-457) 




1.00 g of D,L-a-lipoic acid was dissolved in 20 ml of anhydrous dimethylformannlde, and 0.86 g of N,N'-carbonyl- 
diimidazote was added to the solution, whilst ice-cooling. The mixture was then stirred at room temperature for 2 hours 
and 30 minutes. 0.83 g of benzenesulphonamide and 0.23 g of sodium hydride (as a 55% wAw dispersion in mineral 
oil) were added to the reaction mixture, whilst ice-cooling, and the mixture was stirred for 2 hours. The solvent was 
then removed from the reaction mixture by evaporation under reduced pressure, and water and 2 N aqueous hydro- 
chloric acid were added to the residue thus obtained to adjust the pH to 2, after which it was extracted with ethyl acetate. 
The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous 
sodium sulphate, and then the solvent was removed by evaporation under reduced pressure. The residue thus obtained 
was purified by silica gel column chromatography using 1 : 2. 1 : 1 and 2 : 1 by volume mixtures of ethyl acetate and 
hexane as eluent, and then by reverse phase preparative silica gel column chromatography, using 3 : 7, 1 : 1 and 7 : 
3 by volume mixtures of acetonitrile and water as etuent. The solvent was evaporated under reduced pressure from 
the fraction containing the title compound, and the residue thus obtained was dissolved in dioxane. The resulting 
solution was lyophilised, to obtain 0.61 g of the title compound having an Rf value of 0.51 (silica gel thin layer chro- 
matography; using a 2 : 1 by volume mixture of ethyl acetate and hexane as the developing solvent). 



N-r5-(1,2-Dithiolan-3-vl)pentanovllbenzenesulphonamide sodium salt (Compound No. 1-457.sodlum salt) 

492 mg of N-[5-(1,2-dithiolan-3-yl)pentanoyl]benzenesulphonamide (prepared as described in Example 10) were 
dissolved in a mixture of 8 ml of ethyl acetate and 1 ml of tetrahydrofuran, and 283 mg of sodium 2-ethylhexoate were 
added to the mixture at room temperature. The resulting mixture was stirred for 1 hour and 30 minutes, after which it 
was left to stand for 2 days. The crystals which precipitated from the reaction mixture were collected by filtration to 
obtain 349 mg of the title compound, melting at 21 3*0 to 215*0. 

EXAMPLE 12 

N«"f5-(1.2'Dlthiolan-3-vl)pentanovn-N^'"-t-butoxvcarbonylhistidlne methyl ester (Compound No. 1-70) 



500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and 422 mg of N,^'-carbo- 
nyldiimidazole were added to the solution, whilst ice-cooling. The mixture was then stirred at room temperature for 2 
hours. At the end of this time, 629 mg of L-histidine methyl ester dihydrochloride salt and 0.70 ml of triethylamine were 
added to the reaction mixture, whilst ice-cooling, and the mixture was stirred for 1 hour whilst ice-cooling, and then 
stirred at room temperature for a further 1 hour. The solvent was then removed from the reaction mixture by evaporation 



EXAMPLE 11 



O 



COOCH3 




(Boc is t-butoxycarbonyl) 
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under reduced pressure, and water was added to the residue thus obtained, after which it was extracted with ethyl 
acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 
anhydrous sodium sulphate, and then the solvent was removed by evaporation under reduced pressure. The residue 
thus obtained was purified by silica gel column chromatography, using ethyl acetate and then 20 : 1 , 1 0 : 1 and 5 : 1 

5 by volume mixtures of ethyl acetate and methanol as eluent. The solvent was evaporated from the fraction containing 
the product under reduced pressure, and then 5 ml of ethyl acetate were added to the residue thus obtained. 0.55 ml 
of di-t-butyl dicarbonate, 0.33 ml of triethylamine and a catalytic amount of N,N-dimethylaminopyridine were added to 
the resulting solution, and the mixture was stirred for 1 hour. The reaction mixture was then purified by silica gel column 
chromatography, using a 2 : 1 by volume mixture of ethyl acetate and hexane and then ethyl acetate alone as eluent. 

TO The solvent was evaporated from the fraction containing the title compound under reduced pressure and the residue 
thus obtained was dissolved in dioxane. The solution was lyophillsed, to obtain 844 mg of the title compound having 
an Rf value of 0.41 (silica gel thin layer chromatography; using ethyl acetate as the developing solvent). 

EXAMPLE 13 

IS 

N«-r5-(1,2-Dlthtolan-3-vhpentanovn histldlne f Compound No. 1-71) 



O COOH 



20 




764 mg of N«-[5-(1 ,2-dithiolan-3-yl)pentanoyl]-N''"-t-butoxycarbonylhistidine methyl ester (prepared as described 
in Example 12) were dissolved in 5 mi of methanol, and 5.1 mi of a 1 N aqueous solution of sodium hydroxide were 
added to the solution at room temperature, after which the resulting mixture was stirred for 2 hours and 30 minutes. 
2.60 ml of 2 N aqueous hydrochloric acid were then added to the mixture, and the resulting mixture was stirred and 
30 then left to stand overnight. The solvent was removed from the reaction mixture by evaporation under reduced pressure 
and the residue thus obtained was purified by reverse phase preparative silica gel column chromatography, using a 
3 . 7 by volume mixture of acetonitrile and water as eluent. to obtain 0.51 g of a mixture of the title compound (77%), 
melting at 122**C to 126®C, and sodium chloride (23%). 

35 EXAMPLE 14 

S-rS-d ,2-Dithiolan-3-vnpentanovlamino1-1,2,4-dithiazole-3-thione (Compound No, 1-72) 




500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and 428 mg of N, N'-carbo- 
nyldiimidazole were added to the solution, whilst ice-cooling. The mixture was then stirred at room temperature for 3 

so hours, after which 391 mg of 3-amino-1 ,2,4-dithiazole-5-thione were added to the reaction mixture, whilst ice-cooling, 
and the mixture was stirred for 1 hour and 30 minutes. It was then left to stand at room temperature overnight. The 
solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was added to the 
residue thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a sat- 
urated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was 

55 removed by evaporation under reduced pressure. The residue thus obtained was purified by silica gel column chro- 
matography, using 1 : 2, 1 : 1 and 2 : 1 by volume mixtures of ethyl acetate and hexane as eluent, and then recrystaltized 
from a mixture of ethyl acetate and hexane, to obtain 372 mg of the title compound, melting at 158*C to 161'*C. 
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EXAMPLE 15 

4-(1.2-Dlthlolan-3-vnbutvlamlne diphenvlphosphate (Compound No. 1-1123 dlphenvlpho9Phate> 

5 




.NH2 



S — S dq}heny|)hosphate 

10 

1 .00 g of D,L-a-lipoic acid was dissolved in 20 ml of toluene, and 2.00 ml of triethylamine and 1 .25 ml of diphe- 
nylphosphoryl azide were added to the solution at room temperature, after which the resulting mixture was stirred on 
an oil bath at 80°C tor 2 hours and 30 minutes. The solvent was then removed from the reaction mixture by evaporation 

IS under reduced pressure, and 20 ml of tetrahydrofuran and 1 .21 ml of a 40% w/v aqueous solution of O-methylhydrox- 
ylamine hydrochloride were added to the residue thus obtained, whilst ice-cooling. 2 ml of methanol were then added 
to the mixture, after which the mixture was stirred at room temperature for 6 hours and then left to stand overnight. 
The solvent was then removed from the reaction mixture by evaporation under reduced pressure, and water and 2 N 
aqueous hydrochloric acid were added to the residue thus obtained to adjust the pH to 2, after which it was extracted 

20 with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried 
over anhydrous sodium sulphate, and then the solvent was removed by evaporation under reduced pressure. The 
residue thus obtained was purified by silica gel column chromatography, using ethyl acetate and then a 3 : 1 by volume 
mixture of ethyl acetate and methanol as eluent, followed by reverse phase preparative silica gel column chromatog- 
raphy (using 1 : 4 and 1 : by volume mixtures of acetonitrile and water as the eluent). The solvent was then removed 

25 from the fraction containing the title compound by evaporation under reduced pressure, and water was added to the 
residue thus obtained, after which It was extracted with ethyl acetate. The extraction solution was washed with a sat- 
urated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was 
removed by evaporation under reduced pressure. Ethyl acetate was added to the residue thus obtained to recrystalllse 
It, giving 116 mg of the title compound, melting at 100*0 to 103**C. 

30 

EXAMPLE 16 

N,N'-Bisf4-(1,2-dithlolan-3-vnbutvnurea (Compound No. 1-765) 



35 

H H 




3.0 g of D,L-a-llpolc acid were dissolved In 60 ml of toluene, and 2.40 ml of triethylamine and 3.70 ml of dlphenyl- 
phosphoryl azide were added to the resulting solution at room temperature, after which the resulting mixture was stirred 

45 on an oil bath at 80**C for 2 hours. The solvent was then removed from the reaction mixture by evaporation under 
reduced pressure, and 60 ml of t-butanol were added at room temperature to the residue thus obtained. The mixture 
was then stirred and then left to stand for 5 days. At the end of this time, the solvent was removed from the reaction 
mixture by evaporation under reduced pressure, and the residue thus obtained was purified by silica gel column chro- 
matography, using 1 : 5 and 1 : 3 by volume mixtures of ethyl acetate and hexane as eluent. The solvent was then 

so removed by evaporation under reduced pressure, and 5 ml of dioxane were added to the resulting residue. The solvent 
was then removed by evaporation under reduced pressure. 5 ml of 2 N aqueous hydrochloric acid and 1 0 ml of methanol 
were added to the residue thus obtained, and the mixture was stirred on an oil bath at 60'*C for 2 hours. The solvent 
was then removed from the reaction mixture by evaporation under reduced pressure. Water was added to the residue 
and the mixture was neutralized with triethylamine, after which it was extracted with ethyl acetate. The extraction 

ss solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. 
Ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue was 
recrystalllzed from ethyl acetate, to obtain 260 mg of a crude product. 

160 mg of this crude product were purified by reverse phase preparative silica gel column chromatography, using 
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2 : 3, 1 : 1 , 3 : 2 and 7 : 3 by volume mixtures of acetonitrile and water as the eluent. The solvent was then evaporated 
from the fraction containing the title compound under reduced pressure, to obtain 87 mg of the title compound, melting 
at 115*Cto116»C. 

5 EXAMPLE 17 

5-(1,2-Dlthiolan-3-vhpentanohvdroxamic acid (Compound No. 1-58) 




500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and 428 mg of N, N'-carbo- 
nyldlimidazole were added to the solution, whilst ice-cooling, and then the mixture was stirred at room temperature for 
2 hours and 30 minutes. 0.67 ml of triethylamlne and 334 mg of hydroxylamine hydrochloride were then added to the 

20 reaction mixture, whilst ice-cooling, and the mixture was stirred at room temperature for 2 hours and then left to stand 
overnight. At the end of this time, the solvent was removed from the reaction mixture by evaporation under reduced 
pressure, and water and 2 N aqueous hydrochloric acid were added to the residue thus obtained to adjust the pH to 
6 to 7, after which It was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was removed by evapo- 

2S ration under reduced pressure. The residue thus obtained was purified by silica gel column chromatography, using a 
4 : 1 by volume mixture of ethyl acetate and hexane, followed by a 20 : 1 by volume mixture of ethyl acetate and 
methanol, as eluent, and then by reverse phase preparative silica gel column chromatography using 3 : 7 and 1 : 1 
by volume mixtures of acetonitrile and water as eluent. The product thus obtained was lyophilised, to obtain 0.38 g of 
the title compound, melting at 63'*C to 64'*C. 

30 

EXAMPLE 18 

N-r4-n,2-Dithlolan-3-vl)buWI-N'-ri-methoxvcarbonvl-2-(4-methoxvbenzvlthio)ethYnure^ (Compound No. 
1-766) 

35 



H H 



40 




4S 300 mg of D,L-a-lipoic acid were dissolved in 6 ml of toluene, and 0.24 ml of triethylamlne and 0.37 ml of diphe- 

nylphosphoryl azide were added to the solution at room temperature. The mixture was then stirred on an oil bath at 
80**C for 2 hours. At the end of this time, a solution of 434 mg of S-(4-methoxybenzyl)-L-cysteine methyl ester in 3 ml 
of anhydrous tetrahydrof uran was added to the reaction mixture, whilst ice-cooling, and the mixture was stirred at room 
temperature for 3 hours and then left to stand overnight. The solvent was then removed from the reaction mixture by 

so evaporation under reduced pressure, and the mixture was recrystallized from ethyl acetate, to obtain 434 mg of the 
title compound, melting at 105'*C to 107*C. 



55 
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EXAMPLE 19 

Hvdrazlne-N,N'-dlcarboxvllc acid blsr4-(1,2-dlthlolan-3-vhbutvlamlde1 (Compound No. 1-936^ 

5 

H H H H 



10 




1 .00 g of D,L-a-lipoic acid was dissolved in 20 ml of toluene, and 2.00 ml of triethylamine and 1 .25 ml of dlphe- 
nylphosphoryl azide were added to the resulting solution. The mixture was then stirred on an oil bath at 70^C for 2 
IS hours. 0. 1 9 ml of anhydrous hydrazine was then added to the reaction mixture, whilst ice-cooling, and the mixture was 
stirred at room temperature for 2 hours. The solvent was then removed from the reaction mixture by evaporation under 
reduced pressure, and the residue thus obtained was washed with water and with ethyl acetate. The insolubles were 
then collected by filtration. The insolubles thus obtained were washed with a 5 : 2 : 1 by volume mixture of methanol, 
tetrahydrofuran and dimethylformamide, to obtain 401 mg of the title compound, melting at 205®C to 207'C. 

20 

EXAMPLE 20 

N-r5-(1,2-Dithlolan-3-vl)pentanovnethanesulphonamide (Compound No. 1-497) 

25 




S— S H O 

500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and 428 mg of N,^'-carbo- 
nyldiimidazole were added to the solution, whilst ice-cooling. The mixture was then stirred at room temperature for 1 

3S hour. At the end of this time, a solution of 284 mg of ethanesulphonamide in 3 ml of dimethylformamide and 113 mg 
of sodium hydride (as a 55% w/w dispersion in mineral oil) were added to the reaction mixture, whilst ice-cooling, and 
the mixture was stirred at room temperature for 1 hour and then left to stand for 3 days. The solvent was then removed 
from the reaction mixture by evaporation under reduced pressure, and water and 2 N aqueous hydrochloric acid were 
added to the residue thus obtained to adjust the pH to 2, after which it was extracted with ethyl acetate. The extraction 

40 solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, 
and then the solvent was removed by evaporation under reduced pressure. The residue thus obtained was purified by 
silica gel column chromatography using 1 : 1 and 2 : 1 by volume mixtures of ethyl acetate and hexane as eluent, 
followed by reverse phase preparative silica gel column chromatography using 3 : 7, 2 : 3 and 1 : 1 by volume mixtures 
of acetonitrile and water as eluent. The solvent was then removed from the eluted fraction thus obtained by evaporation 

45 under reduced pressure, and the residue thus obtained was dissolved in dioxane. The solution was lyophilised, to 
obtain 30 mg of the title compound, melting at 98**C to 100**C. 

EXAMPLE 21 

50 1,1-Dlmethvl-4-r4-(1,2-dlthloian-3-vnbutvnsemlcarbazlde (Compound No. 1-861) 



55 
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1 .00 g of D,L-a-lipoic acid was dissolved In 10 ml of toluene, and 0.80 ml of triethylamlne and 1 .25 ml of diphe- 
nylphosphoryl azide were added to the resulting solution, after which the resulting mixture was stirred on an oil bath 
at 80'C for 1 hour. 0.55 ml of 1 ,1 -dimethylhydrazine was then added to the mixture, whilst ice<ooling, and the mixture 
was stirred at room temperature for 1 hour and then left to stand overnight. At the end of this time, the solvent was 

5 removed from the reaction mixture by evaporation under reduced pressure, and water was added to the residue thus 
obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was removed by evapo- 
ration under reduced pressure. The residue thus obtained was purified by silica gel column chromatography, using a 
3 : 1 by volume mixture of ethyl acetate and hexane and then a 1 0 : 1 by volume mixture of ethyl acetate and methanol 

10 as eluent, followed by reverse phase preparative silica gel column chromatography using 7:13 and 2 : 3 by volume 
mixtures of acetonitrile and water as eluent. The etuted fraction thus obtained was lyophillsed, to obtain 0.99 g of the 
title compound, melting at 60*C to 61 ''C. 

EXAMPLE 22 

IS 

MorphoHne-4-carboxvllc acid 4-f1,2-dlthlolan-3-vnbutviamlde f Compound No, 1-1142) 




s— s o 

25 

500 mg of D,L-a-lipoic acid were dissolved in 10 ml of toluene, and 0.36 ml of triethylamine and 0.56 ml of diphe- 
nylphosphoryl azide were added to the resulting solution, after which the resulting mixture was stirred on an oil bath 
at 80*C for 1 hour and 30 minutes. 0.23 ml of morpholine was then added to the mixture, whilst ice-cooling, and the 
mixture was stirred at room temperature for 2 hours and then left to stand overnight. The solvent was removed from 

30 the reaction mixture by evaporation under reduced pressure, and water was added to the residue thus obtained, after 
which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of 
sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was removed by evaporation under 
reduced pressure. The residue thus obtained was purified by silica gel column chromatography, using ethyl acetate 
and then a 10 : 1 by volume mixture of ethyl acetate and methanol as eluent, followed by reverse phase preparative 

3S silica gel column chromatography, using 3 : 7 and 2 : 3 by volume mixtures of acetonitrile and water as eluent. The 
solvent was evaporated from the eluted fraction thus obtained under reduced pressure, and water was added to the 
residue, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was removed by evapo- 
ration under reduced pressure. The residue thus obtained was dissolved in dioxane, and the solution was lyophillsed, 

40 to obtain 0.51 g of the title compound, melting at 74^C to 77**C. 

EXAMPLE 23 

N-HvdroxY-N'-r4-n,2-dithiolan-3-vi)butvnurea (Compound No. 1-750) 

4S 



H H 



so 




500 mg of D,L-a-lipoic acid were dissolved in 10 ml of toluene, and 0.69 ml of triethylamine and 0.56 ml of diphe- 
ss nylphosphoryl azide were added to the resulting solution, after which the resulting mixture was stirred on an oil bath 
at eO'^C for 2 hours. The solvent was then removed from the reaction mixture by evaporation under reduced pressure, 
and 10 ml of anhydrous tetrahydrofuran and 181 mg of hydroxylamine hydrochloride were added to the residue thus 
obtained on a bath containing ice and an aqueous solution of sodium chloride. The mixture was stirred for 2 hours at 
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the bath temperature, and then stirred at room temperature for 3 hours, after which it was left to stand for 3 days. The 
solvent was then removed from the reaction mixture by evaporation under reduced pressure, and water was added to 
the residue thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a 
saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was 
removed by evaporation under reduced pressure. The residue thus obtained was subjected to silica gel column chro- 
matography, eluted first with a 2 : 1 by volume mixture of ethyl acetate and hexane, then with ethyl acetate alone, and 
finally with a 10 : 1 by volume mixture of ethyl acetate and methanol. The solvent was removed from the eluted fraction 
thus obtained by evaporation under reduced pressure, and the precipitated powder was washed with a mixture of 
dimethylformamide, tetrahydrofuran, methanol and ethyl acetate and subjected to reverse phase preparative silica gel 
column chromatography using 3 : 7and 1 : 1 by volume mixtures of acetonitrile and water as eluent. The eluted fraction 
thus obtained was concentrated by evaporation under reduced pressure, and the crystals which precipitated were 
collected by filtration, to obtain 85 mg of the title compound, melting at 100*C to 101°C. 

EXAMPLE 24 

2-r5-(1.2-Dithlolan-3-vhpentanovlamlno1ethane8ulphonlc acid Imidazole salt (Compound No. 1-57. Imidazole 




500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide. and 428 mg of N, N'-carbo- 
nyldiimidazole were added to the resulting solution, whilst ice-cooling, and then the mixture was stirred at room tem- 
perature for 4 hours. At the end of this time, 0.50 ml of triethylamine and 450 mg of 2-amlnoethanesulphonic acid were 
added to the reaction mixture, whilst ice-cooling, and the mixture was stirred at room temperature for 4 hours and 30 
minutes and then left to stand for 2 days. After this time, the reaction mixture was stirred on an oil bath at 50°O for 6 
hours and then stirred on an oil bath at 70**C for 1 hour. It was then left to stand at room temperature overnight. The 
reaction mixture was then stirred on an oil bath at 70**C for 2 hours and the solvent was removed from the reaction 
mixture by evaporation under reduced pressure. The residue thus obtained was washed with ethyl acetate and sub- 
jected to reverse phase preparative silica gel column chromatography, using a 1 : 9 by volume mixture of acetonitrile 
and water as eluent. The eluted fraction thus obtained was lyophilised, to obtain 268 mg of the title compound, melting 
at 96''C to QQ^C. 

EXAMPLE 25 

NP-r5-(1,2-Dlthiolan"3-vl)pentanovnhistamlne (Compound No. 1-75) 




S— S H 

500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and 422 mg of N.N'-carbo- 
nyldiimidazole were added to the resulting solution, whilst ice-cooling. The mixture was then stirred at room temperature 
for 2 hours and 30 minutes. 0.73 ml of triethylamine and 479 mg of histamine dihydrochloride were then added to the 
reaction mixture at room temperature, and the mixture was stirred for 4 hours and 30 minutes. At the end of this time, 
the solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was added to 
the residue thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a 
saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, and then the solvent was 
removed by evaporation under reduced pressure. The residue thus obtained was purified by silica gel column chro- 
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matography, using 1 : 0, 5 : 1 and 3 : 1 by volume nnlxtures of ethyl acetate and ethanol as eluent. It was then recrys- 
talllzed from a 1 : 2 by volume mixture of ethyl acetate and diisopropyl ether, to obtain 270 mg of the title compound, 
melting at 108'*C to 110*C. 

5 EXAMPLE 26 



N.N'-Blsr4-n,2-dlthlolan-3-vl)butvlcarbamovnsulphamlde (Compound No. 1-2614) 



10 



IS 




H H O H H 

I I II I I 

& Y 

o 




s— s 



500 mg of D,L-a-lipoic acid were dissolved in 10 ml of toluene, and then 0.36 ml of triethylamlne and 0.56 ml of 
diphenylphosphoryl azide were added to the mixture, after which the resulting mixture was stirred on an oil bath at 
20 80*C for 2 hours. The solvent was then removed from the reaction mixture by evaporation under reduced pressure, 
and 6 ml of anhydrous dimethylformamlde were added to the residue thus obtained, to give a dimethylformamide 
solution. 

Separately, 113 mg of sodium hydride (as a 55% w/w dispersion in mineral oil) were dispersed in 4 ml of dimeth- 
ylformamide, and 252 mg of sulphamide were added to the suspension, whilst ice-cooling, after which the resulting 

25 mixture was stirred at room temperature for 2 hours. The above dimethylformamide solution was then added to the 
reaction mixture on a bath containing ice and an aqueous solution of sodium chloride, and the mixture was stirred at 
the same temperature for 1 hour and 30 minutes. The reaction mixture was then stirred at room temperature for 4 
hours, after which it was left to stand at room temperature overnight. The solvent was then removed from the reaction 
mixture by evaporation under reduced pressure, and water was added to the residue thus obtained, after which it was 

30 neutralized by the addition of 2 N aqueous hydrochloric acid. The crystals which precipitated were washed with ethyl 
acetate, with water and with ethanol, to obtain 223 mg of the title compound, melting at 154*C to 156**C. 



EXAMPLE 27 

3S NP.N''"-Bisr4-(1,2-dithiolan-3-vl)butvlcarbamovnhlstamine 



H H 



40 




45 

500 mg of D,L-a-lipoic acid were dissolved in 10 mi of toluene, and then 0.36 ml of triethylamine and 0.56 ml of 
diphenylphosphoryl azIde were added to the solution, after which the resulting mixture was stirred on an oil bath at 
QQ^C for 1 hour and 30 minutes. The solvent was then removed from the reaction mixture by evaporation under reduced 
pressure, and 5 ml of anhydrous tetrahydrofuran were added to the residue thus obtained, to give a tetrahydrofuran 
so solution. 

Separately. 479 mg of histamine dihydrochloride were dissolved in 2 ml of anhydrous dimethylformamide, and 
then 0.72 ml of triethylamine was added to the solution, after which the resulting mixture was stirred at room temperature 
for 1 hour and 30 minutes. 5 ml of anhydrous tetrahydrofuran were then added to the reaction mixture, and then the 
above anhydrous tetrahydrofuran solution was added thereto, whilst ice-cooling. The mixture was stirred at room tem- 
ss perature for 3 hours and then left to stand overnight. At the end of this time, the solvent was removed from the reaction 
mixture by evaporation under reduced pressure, and water was added to the residue thus obtained, after which it was 
extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride 
and dried over anhydrous sodium sulphate, and then the solvent was removed by evaporation under reduced pressure. 
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The residue thus obtained was subjected to silica gel column chromatography, using 1 : 0, 5 : 1 and 3 : 1 by volume 
mixtures of ethyl acetate and methanol as the eluent, after which it was subjected to reverse phase preparative silica 
gel column chromatography, using 1 : 4, 3 : 7, 2 : 3 and 1 : 1 by volume mixtures of acetonitrile and water as eluent. 
The solvent was evaporated under reduced pressure from the fraction containing the title compound, and water was 
5 added to the residue thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The solvent was 
removed from the extraction solution by evaporation under reduced pressure, and the residue thus obtained was dis- 
solved in dioxane and lyophllised, to obtain 52 mg of the title compound, melting at HS'^C to 11 yC. 

10 EXAMPLE 28 

N-r4-(1,2-Dithloian-3-yl)butvn-N'-methane8Ulphonvlurea (Compound No. 1-1069) 



IS H H O 




20 

500 mg of D, L-a-lipoic acid were dissolved in 10 ml of toluene, and then 0.36 ml of triethylamlne and 0.56 ml of 
diphenylphosphoryl azide were added to the solution, after which the resulting mixture was stirred on an oil bath at 
80*C for 2 hours. The solvent was removed from the reaction mixture by evaporation under reduced pressure, and 5 

25 ml of anhydrous dimethylformamide were added to the residue thus obtained, to give a dimethylformamide solution. 

Separately, 247 mg of methanesulphonamide were dissolved in 5 ml of anhydrous dimethylformamide, and then 
113 mg of sodium hydride (as a 55% w/w dispersion in mineral oil) were added to the solution, after which the resulting 
mixture was stirred at room temperature for 2 hours. The above anhydrous dimethylformamide solution was then added 
to the reaction mixture, whilst ice-cooling, and the mixture was stirred at room temperature for 3 hours and then left to 

30 stand at room temperature for 3 days. The solvent was removed from the reaction mixture by evaporation under reduced 
pressure. Water was added to the residue thus obtained, and the mixture was neutralized by the addition of 2 N aqueous 
hydrochloric acid, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated 
aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The solvent was removed from the 
extraction solution by evaporation under reduced pressure. The residue thus obtained was purified by silica gel column 

35 chromatography using ethyl acetate as eluent, and the active fraction was then recrystallized from ethyl acetate, to 
obtain 302 mg of the title compound, melting at 125''C to 127*C. 

EXAMPLE 29 

40 4-r4-(1,2«Dithiolan-3-vnbutvnsemicarbazide diphenvlphosphate (Compound No, 1-858 diphenvlphosphate) 



H H 

I I 

Y ^2 

^ ^ diphenylphosphate 

so 

500 mg of D, L-a-lipoic acid were dissolved in 10 ml of toluene, and then 0.36 ml of triethylamlne and 0.56 ml of 
diphenylphosphoryl azide were added to the solution, after which the resulting mixture was stirred on an oil bath at 
80"C for 1 hour and 30 minutes. The solvent was removed from the reaction mixture by evaporation under reduced 
pressure, and 3.5 ml of anhydrous tetrahydrofuran were added to the residue thus obtained. The solution was added 
55 to 0.75 mg of hydrazine and then 2 ml of anhydrous dimethylformamide were added thereto. The mixture was stirred 
at room temperature for 5 hours and then left to stand overnight. At the end of this time, the solvent was removed from 
the reaction mixture by evaporation under reduced pressure, and a saturated aqueous solution of sodium chloride was 
added to the residue thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed 
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with a saturated aqueous solution of sodium cliloride and dried over anhydrous sodium sulphate. The solvent was 
removed from the extraction solution by evaporation under reduced pressure. The residue thus obtained was purified 
by silica gel column chromatography, using 1 : 0, 10 : 1 and 5 : 1 by volume mixtures of ethyl acetate and methanol 
as eluent, after which it was recrystallized from a 1 : 1 by volume mixture of ethyl acetate and diisopropyl ether, to 
s obtain 1 25 mg of the title compound, melting at 1 34**C to 1 39°C. 

EXAMPLE 30 

N-r4-f1.2-Dithiolan-3-vl>butvn-N'-aminosulphonvlurea (Compound No. 1-1112^ 

10 



H HO 



IS 




500 mg of D,L-a-lipoic acid were dissolved In 10 ml of toluene, and then 0.36 ml of triethylamine and 0.56 ml of 
20 diphenylphosphoryl azide were added to the solution, after which the resulting mixture was stirred on an oil bath at 
70'C for 2 hours. The solvent was then removed from the reaction mixture by evaporation under reduced pressure, 
and 5 ml of anhydrous dimethylformamide were added to the residue thus obtained, to give a dimethylformamide 
solution. 

Separately, 1.15 g of sulphamide were dissolved in 10 ml of anhydrous dimethylformamide, and then 524 mg of 
25 sodium hydride (as a 55% w/w dispersion in mineral oil) were added to the solution, whilst ice-cooling, after which the 
resulting mixture was stirred at room temperature for 1 hour and 30 minutes. The above dimethylformamide solution 
was then added to the reaction mixture, whilst ice-cooling, and the mixture was stirred at room temperature for 4 hours 
and then left to stand for 2 days. At the end of this time, the solvent was removed from the reaction mixture by evap- 
oration under reduced pressure, and water was added to the residue thus obtained. The mixture was neutralized by 
30 the addition of 2 N aqueous hydrochloric acid, after which it was extracted with ethyl acetate. The extraction solution 
was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The 
solvent was removed from the extraction solution by evaporation under reduced pressure. The residue thus obtained 
was purified by silica gel column chromatography, using 1:1,2:1 and 4 : 1 by volume mixtures of ethyl acetate and 
hexane as eluent. It was then recrystallized from ethanol, to obtain 126 mg of the title compound, melting at ^23'C to 
35 125'*C. 

EXAMPLE 31 

Methvl N-r4-(1,2-DithIolan"3-vhbutvncarbamate (Compound No. 1-676) 

40 



H 

I 



45 




500 mg of D,L-a-lipoic acid were dissolved in 10 ml of toluene, and then 0.36 ml of triethylamine and 0.56 ml of 
so diphenylphosphoryl azide were added to the solution, after which the resulting mixture was stirred on an oil bath at 
80°C for 1 hour. The solvent was then removed from the reaction mixture by evaporation under reduced pressure, and 
10 ml of anhydrous methanol were added to the residue thus obtained. The mixture was stirred at room temperature 
for 6 hours and then left to stand ovemight. At the end of this time, the solvent was removed from the reaction mixture 
by evaporation under reduced pressure, and water was added to the residue thus obtained, after which it was extracted 
ss with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried 
over anhydrous sodium sulphate. The solvent was removed from the extraction solution by evaporation under reduced 
pressure. The residue thus obtained was purified by silica gel column chromatography, using 1 : 4 and 1 : 2 by volume 
mixtures of ethyl acetate and hexane as eluent, after which it was subjected to reverse phase column chromatography, 
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using 1 : 4, 3 ; 7, 2 : 3 and 1 : 1 by volume mixtures of acetonitrlle and water as eluent. The solvent was evaporated 
under reduced pressure from tlie fraction containing the title compound, and water was added to the residue thus 
obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate. The solvent was removed from the extraction 
5 solution by evaporation under reduced pressure, and the residue was dissolved in dioxane and lyophilised, to obtain 
324 mg of the title compound, melting at 31*0 to 32*C. 

EXAMPLE 32 

10 N-r2-fS-Methoxv-1H-lndol-3-vnethvnilpoamide (Compound No. 1-80) 



IS 




I 

H 

20 

500 mg of D,L,-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and 422 mg of N,N'-carb- 
onyldiimidazole were added to the solution, whilst ice-cooling. The mixture was then stirred at room temperature for 3 
hours and 30 minutes. At the end of this time, 495 mg of 5-methoxytryptamine were added to the reaction mixture, 

2S wh ilst ice-cooling, and the mixture was stirred at room temperature for 3 hours and then left to stand at room temperature 
overnight. The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was 
added to the residue thus obtained. The residue was extracted with ethyl acetate and then dried over anhydrous sodium 
sulphate. The solvent was removed from the extraction solution by evaporation under reduced pressure. The residue 
thus obtained was purified by silica gel column chromatography, using 2:1,4:1 and 1 : 0 by volume mixtures of ethyl 

30 acetate and hexane as eluent, to obtain 515 mg of the title compound as a yellow oil having an Rf value of 0.26 (silica 
gel thin layer chromatography; using a 2 : 1 by volume mixture of ethyl acetate and hexane as the developing solvent). 

EXAMPLE 33 

3S N-r4-(1,2-Dlthiolan-3-vnbutvn-N'-r2-(5-methoxv-1H-lndol-3-vnethynurea (Compound No. 1-772) 



40 



H H 




OCHq 



4S 



SO 



ss 



500 mg of D.L-a-lipoic acid were dissolved in 10 ml of toluene, and then 0.36 ml of triethylamine and 0.56 ml of 
diphenylphosphoryl azide were added to the solution, after which the resulting mixture was stirred on an oil bath at 
SO'^C for 1 hour. The solvent was then removed from the reaction mixture by evaporation under reduced pressure, and 
5 ml of anhydrous tetrahydrofuran were added to the residue thus obtained, to give a tetrahydrofuran solution. 

Separately, 1.37 mg of 5-methoxytryptamine were dissolved In a mixture of 10 ml of anhydrous tetrahydrofuran 
and 4 ml of anhydrous dimethylformamide, and the resulting solution was added to the above anhydrous tetrahydrofuran 
solution, whilst ice-coollng. The mixture was stirred, whilst ice-cooling, for 1 hour and then at room temperature for 4 
hours, after which It was left to stand at room temperature overnight. The solvent was then removed from the reaction 
mixture by evaporation under reduced pressure, and a saturated aqueous solution of sodium chloride was added to 
the residue thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a 
saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. The solvent was re- 
moved from the extraction solution by evaporation under reduced pressure. The residue thus obtained was purified 
by silica gel column chromatography, using 3 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane and then 
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a 10 : 1 by volume mixture of ethyl acetate and methanol as eluent, after which it was recrystallized from ethyl acetate, 
to obtain 674 mg of the title compound, melting at lOO^C to 101 '*C. 

EXAMPLE 34 

5 

N-r4>(1.2«Plthiolan'3-vl)butvllpvrrolidine-1-carboxamide (Compound No, 1*11 39) 



10 




IS 

500 mg of D,L-ct-lipoic acid were dissolved in 10 ml of anhydrous toluene, and then 0.56 ml of diphenylphosphoryl 
azide was added to the solution, after which the resulting mixture was stirred on an oil bath at 80°G for 1 hour and 30 
minutes. 0.22 ml of pyrrolidine was then added to the reaction mixture, whilst ice-cooling, and the mixture was stirred 
at room temperature for 1 hour and then left to stand at room temperature overnight. At the end of this time, the solvent 

20 was removed from the reaction mixture by evaporation under reduced pressure, and water was added to the residue 
thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated 
aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. The solvent was removed from 
the extraction solution by evaporation under reduced pressure. The residue thus obtained was purified by silica gel 
column chromatography, using 1 : 0 and 10 : 1 by volume mixtures of ethyl acetate and methanol as eluent, after which 

25 it was recrystallized from a 1 : 1 : 1 by volume mixture of ethyl acetate, methanol and acetonitrile, to obtain 231 mg of 
the title compound, melting at 9rc to 93*C. 

EXAMPLE 35 

30 1-r5-(1,2-Dithiolan-3-yi)pentanoynpyrrolidlne (Compound No, 1-1129) 



o 



35 




40 

500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and then 422 mg of N,N'- 
carbonyldiimidazole were added to the solution. The resulting mixture was then stirred at room temperature for 1 hour 
and 30 minutes. 0.22 ml of pyrrolidine was added to the reaction mixture, whilst ice-cooling, and the mixture was stirred 
at room temperature for 2 hours. At the end of this time, the solvent was removed from the reaction mixture by evap- 

45 oration under reduced pressure, and water was added to the residue thus obtained, after which it was extracted with 
ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 
anhydrous sodium sulphate. The solvent was removed from the extraction solution by evaporation under reduced 
pressure. The residue thus obtained was purified by silica gel column chromatography using 2:1,3:1 and 1 : 0 by 
volume mixtures of ethyl acetate and hexane as eluent, after which it was dissolved in dioxane and lyophilised, to 

50 obtain 364 mg of the title compound as a yellow oil having an Rf value of 0.15 (silica gel thin layer chromatography, 
using ethyl acetate as the developing solvent). 



55 
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EXAMPLE 36 

N-r4-n,2-Dlthiolan-3-vnbutvnp|perldlne-1-carboxamlde (Compound No. 1-1140^ 

5 



10 




500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous toluene, and then 0.36 ml of triethylamine and 
0.56 ml of diphenylphosphoryl azide were added to the solution, after which the resulting mixture was stirred on an oil 

IS bath at 80**C for 1 hour. 0.26 ml of piperidine was then added to the reaction mixture, whilst ice-cooling, and the mixture 
was left to stand at room temperature overnight. At the end of this time, the solvent was removed from the reaction 
mixture by evaporation under reduced pressure, and water was added to the residue thus obtained, after which it was 
extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride 
and then dried over anhydrous sodium sulphate. The solvent was then removed from the extraction solution by evap- 

20 oration under reduced pressure. The residue thus obtained was purified by silica gel column chromatography, using 
2 : 1,4: 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eluent. It was then recrystallized from a 1 : 1 
by volume mixture of ethyl acetate and methanol, to obtain 252 mg of the title compound, melting at 90*C to 91 "C. 

EXAMPLE 37 

25 

1-r5-(1,2-Dlthtelan-3-vhpentanovnplperidine (Compound No, 1-1130) 



o 



30 




35 

500 mg of D,L-a-llpoic acid were dissolved In 10 ml of anhydrous dimethylformamide, and then 422 mg of N.N*- 
carbonyldiimidazole were added to the solution. The mixture was then stirred at room temperature for 3 hours. At the 
end of this time, 0.26 ml of piperidine was added to the reaction mixture, and the mixture was stirred at room temperature 
for 4 hours and then left to stand overnight. The solvent was then removed from the reaction mixture by evaporation 

40 under reduced pressure, and water was added to the residue thus obtained, after which it was extracted with ethyl 
acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 
anhydrous sodium sulphate. The solvent was removed from the extraction solution by evaporation under reduced 
pressure. The residue thus obtained was purified by silica gel column chromatography, using 3 : 2 and 3 : 1 by volume 
mixtures of ethyl acetate and hexane as eluent. It was then dissolved in dioxane and lyophilised, to obtain 381 mg of 

45 the title compound as a yellow oil having an Rf value of 0.30 (silica gel thin layer chromatography, using a 3 : 2 by 
volume mixture of ethyl acetate and hexane as the developing solvent). 

EXAMPLE 38 

SO N-r4-(1,2-Dlthlolan-3-vl)butvnthlomorphollne-4-carboxamlde (Compound No, 1-1143) 



55 
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500 mg of D.L'a-lipoic acid were dissolved in 10 ml of anhydrous toluene, and then 0.36 ml of triethylannlne and 
0.56 ml of diphenylphosphoryl azide were added to the solution, after which the resulting mixture was stirred on an oil 
bath at SO'^C for 1 hour. 0.25 ml of thiomorpholine was then added to the reaction mixture at room temperature, and 
the mixture was stirred for 5 hours and then left to stand for 2 days. At the end of this time, the solvent was removed 

s from the reaction mixture by evaporation under reduced pressure, and water was added to the residue thus obtained, 
after which It was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution 
of sodium chloride and then dried over anhydrous sodium sulphate. The solvent was removed from the extraction 
solution by evaporation under reduced pressure. The residue thus obtained was purified by silica gel column chroma- 
tography, using 3 : 2, 3 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eluent. It was then dissolved 

10 in dioxane and lyophilised, to obtain 583 mg of the title compound, melting at BO'C to 81*0. 

EXAMPLE 39 

(S)-N-r5-(1,2-Dlthlolan-3-vhpentanovnmethane8Ulphonamlde ^Compound No. 1-496) 

IS 



20 




25 300 mg of (S)-a-lipoic acid were dissolved in 6 ml of anhydrous dimethylformamide, and 276 mg of N,N'-carbon- 

yldiimidazole and 1 ml of anhydrous dimethylformamide were added to the solution, whilst ice-cooling. The mixture 
was then stirred at room temperature for 1 hour and 30 minutes. At the end of this time, 1 62 mg of methanesulphonamide 
and 74 mg of sodium hydride (as a 55% w/w dispersion in mineral oil) were added to the reaction mixture, whilst ice- 
cooling, and the mixture was stirred at room temperature for 1 hour and then left to stand for 2 days. The solvent was 

30 then removed from the reaction mixture by evaporation under reduced pressure, and water was added to the residue 
thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated 
aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The solvent was then removed from 
the extraction solution by evaporation under reduced pressure. The residue thus obtained was purified by silica gel 
column chromatography, using 1 : 1 and 3 : 1 by volume mixtures of ethyl acetate and hexane as eluent. It was then 

3S recrystallized from a 1 : 2 by volume mixture of ethyl acetate and hexane, to obtain 154 mg of the title compound, 
melting at 9rC to 92*C. 

EXAMPLE 40 

40 (R)-N'r5-(1,2«Dlthlolan-3-yOpentanovnmethane8ulphonamlde (Compound No, 1-496) 



45 




so 100 mg of (R)-a-lipoic acid were dissolved in 2 ml of anhydrous dimethylformamide, and 97 mg of N.N'-carbonyl- 

diimidazole were added to the solution, whilst iceK:ooling. The mixture was then stirred at room temperature for 4 
hours. At the end of this time, 57 mg of methanesulphonamide and 26 mg of sodium hydride (as a 55% w/W dispersion 
in mineral oil) were added to the reaction mixture, whilst ice-cooling, and the mixture was stirred at room temperature 
for 5 hours and then left to stand overnight. The solvent was then removed from the reaction mixture by evaporation 

55 under reduced pressure, and water was added to the residue thus obtained. The resulting mixture was neutralized by 
the addition of 2 N aqueous hydrochloric acid, after which It was extracted with ethyl acetate. The extraction solution 
was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. 
The solvent was removed from the extraction solution by evaporation under reduced pressure. The residue thus ob- 
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tained was purified by silica gel column chromatography, using 1 : 1 and 3 : 1 by volume mixtures of ethyl acetate and 
hexane as eluent, after which it was dissolved in dioxane and lyophilised, to obtain 68 mg of the title compound, melting 
atyrc to 73'C. 

5 EXAMPLE 41 

4-r5-(1.2-Dithlolan-3-vnpentanovnthlomorpholine (Compound No. 1-1133) 




500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous dimethylformamide, and then 422 mg of N,N'- 
carbonyldiimidazole were added to the solution. The mixture was then stirred at room temperature for 1 hour and 30 
minutes, after which it was left to stand overnight. At the end of this time, 0.25 m! of thiomorpholine was added to the 

20 reaction mixture, and the mixture was stirred at room temperature for 5 hours and then left to stand overnight. The 
solvent was then removed from the reaction mixture by evaporation under reduced pressure, and water was added to 
the residue thus obtained, after which it was extracted with ethyl acetate. The extraction solution was washed with a 
saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The solvent was then re- 
moved from the extraction solution by evaporation under reduced pressure. The residue thus obtained was purified 

25 by silica gel column chromatography, using 1 : 1 and 2 : 1 by volume mixtures of ethyl acetate and hexane as eluent. 
It was then dissolved in dioxane and lyophilised, to obtain 385 mg of the title compound as a yellow amorphous sub- 
stance, melting at 3rC to 32**C. 

EXAMPLE 42 

30 

N-r4-(1,2-Dithiolan-3-vl)butvn 1-p|perazinvlcarboxamlde (Compound No, 1-1141) 



35 




N-H 



40 



4S 



500 mg of D,L-a-lipoic acid were dissolved in 10 ml of anhydrous toluene, and then 0.36 ml of triethylamine and 
0.56 ml of diphenylphosphoryl azide were added to the solution, after which the resulting mixture was stirred on an oil 
bath at 80*0 for 2 hours. A solution of 1 .03 g of piperazine in 10 ml of anhydrous dimethylformamide was then added 
to the reaction mixture, whilst ice-cooling, and the mixture was stirred at room temperature for 3 hours and 30 minutes 
and then left to stand overnight. At the end of this time, the solvent was removed from the reaction mixture by evapo- 
ration under reduced pressure, and water was added to the residue thus obtained, after which it was neutralised by 
the addition of 2 N aqueous hydrochloric acid. The crystals which precipitated were collected by filtration and washed 
with water and ethyl acetate, to obtain 107 mg of the title compound, melting at 175'*C to lyy^C. 



so 



55 
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EXAMPLE 43 



3-r5-f1.2-D>thlolan-3-vnpentanovnthlazolldlne (Compound No. 1-1258) 




N 



422 mg of N.N'-carbonyldiimidazole were added to a solution of 500 mg of D,L-a-lipoic acid in 10 ml of anhydrous 
dimethylformamide. The resulting mixture was stirred at room temperature for 1 hour and 30 minutes. 0.20 ml of thia- 
zolidine was then added dropwise to the reaction mixture, and then the mixture was stirred at room temperature for 4 
hours. The reaction mixture was allowed to stand overnight at room temperature and then the solvent was removed 
by distillation under reduced pressure. Water was added to the residue, after which it was extracted with ethyl acetate. 
The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium 
sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The residue was subjected 
to silica gel column chromatography using 1:1,3:1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as 
eluent, followed by reverse phase preparative silica gel column chromatography using a 2 : 3 by volume mixture of 
acetonitrile and water as eluent. Acetonitrile was removed from the eluate thus obtained by distillation under reduced 
pressure, and the residue was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution 
of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by 
distillation under reduced pressure, and the resulting residue was dissolved In dioxane. The resulting solution was 
lyophillsed, to give 317 mg of the title compound as a pale yellow amorphous substance, melting at 40 to 41 °C. 

EXAMPLE 44 

N-r4-(1.2>Dlthlolan-3-vl)butvn-N'-(1 -piper idvDurea (Compound No. 1-1145) 



0.36 ml of triethylamine and 0.56 ml of diphenylphosphoryl azide were added to a solution of 500 mg of D,L-a- 
lipolc acid in 10 ml of anhydrous toluene. The resulting mixture was stirred on an oil bath at 80*^0 for 1 hour and 30 
minutes. 0.28 ml of 1-amlnopiperidlne was then added dropwise to the reaction mixture, whilst Ice-cooling, and then 
the mixture was stirred at room temperature for 5 hours. The reaction mixture was then allowed to stand overnight at 
room temperature. The solvent was removed from the reaction mixture by distillation under reduced pressure. V^ter 
was added to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated 
aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. Ethyl acetate was removed from the 
extract by distillation under reduced pressure, and the residue was subjected! to silica gel column chromatography 
using 1 : 0 and 5 : 1 by volume mixtures of ethyl acetate and ethanol as eluent. The solvent was removed from the 
eluate by distillation under reduced pressure. The residue was dissolved In dioxane, after which It was lyophillsed, to 
give 593 mg of the title compound as a yellow amorphous substance, melting at 67 to eQ'^C, 



H 



H 
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EXAMPLE 45 

N-(1-PlperldYn-5-(1,2-dtthioian-3-vl)pentanamicle (Compound No. 1-1135) 




s— S 



H 



The reaction was effected as described in Example 43, but using 500 mg of D,L-a-lipoic acid, 10 ml of anhydrous 
dimethylformamide, 422 mg of N,N'-carbonyl-diimidazole and 0.28 ml of 1-aminoplperldine. The solvent was removed 
from the reaction mixture by distillation under reduced pressure. Water was added to the residue, after which it was 
extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then 
dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pres- 
sure. The residue was subjected to silica gel column chromatography, using 2 : 1 and 1 : 0 by volume mixtures of ethyl 
acetate and hexane as eluent, after which it was recrystallised from ethyl acetate, to give 298 mg of the title compound 
as a yellow needle-like crystals, melting at 108 to 109**C. 

EXAMPLE 46 

Methyl 3-r4-(1,2-dithlolan-3-yl)butvnureldoacetate (Compound No. 1-739) 



0.73 ml of triethylamine and 0.56 ml of diphenylphosphoryl azide were added to a solution of 500 mg of D,L-a- 
lipoic acid In 10 ml of anhydrous toluene. The resulting mixture was stirred on an oil bath at 80*^0 for 1 hour and 30 
minutes. The solvent was then removed from the reaction mixture by distillation under reduced pressure. 10 ml of 
anhydrous dimethylformamide were then added to the residue, after which 301 mg of L-glycine methyl ester hydro- 
chloride were added, whilst ice-cooling. The resulting mixture was then stirred at room temperature for one hour. At 
the end of this time, the reaction mixture was allowed to stand overnight at room temperature, after which the solvent 
was removed by distillation under reduced pressure. Water was added to the residue, which was then extracted with 
ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over an- 
hydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure, and the 
residue was subjected to silica gel column chromatography, using 2 : 1 and 1 : 0 by volume mixtures of ethyl acetate 
and hexane as eluent, followed by reverse phase preparative silica gel column chromatography, using 3 : 17, 3 : 7 and 
3 : 2 by volume mixtures of acetonitrile and water as eluent. Acetonitrile was removed from the eluate so obtained by 
distillation under reduced pressure, and the residue was extracted with ethyl acetate. The extract was washed with a 
saturated aqueous solution of sodium chloride and then dried over anhydrous Sodium sulphate. Ethyl acetate was 
removed from the extract by distillation under reduced pressure. The residue was dissolved in dioxane, after which it 
was lyophilised, to give 336 mg of the title compound as a pale yellow amorphous substance, melting at 62 to 64°C. 



H 



H 
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EXAMPLE 47 

Methyl r5*(1,2-dlthlolan-3«vl)pentanovlamlno1acetate {Compound No. 1-47) 



O 




422 mg of N,N'-carbonyldiimidazole were added to a solution of 500 mg of b,L-a-lipoic acid In 10 ml of anhydrous 
dimethylformamide. Tlie resulting mixture was stirred at room temperature for 2 hours, after which 0.36 ml of triethyl- 
amine was added dropwise to the reaction mixture. 301 mg of glycine methyl ester hydrochloride were then added to 
the reaction mixture, and then the mixture was stirred at room temperature for 1 hour. The reaction mixture was allowed 
to stand at room temperature for two days, and then the solvent was removed by distillation under reduced pressure. 
Water was added to the residue, after which It was extracted with ethyl acetate. The extract was washed with a saturated 
aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from 
the extract by distillation under reduced pressure. The residue was subjected to silica gel column chromatography 
using 3 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eluent, followed by reverse phase preparative 
silica gel column chromatography using 1 : 4, 3 : 7 and 1 : 1 by volume mixtures of acetonitrile and water as eluent. 
Acetonitrile was removed from the eluate thus obtained by distillation under reduced pressure, and the residue was 
extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then 
dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pres- 
sure and the residue was dissolved in dioxane, after which it was tyophllised, to give 320 mg of the title compound as 
a yellow oil having an Rf value of 0.26 (silica gel thin layer chromatography; using a 3: 1 by volume mixture of ethyl 
acetate and hexane as the developing solvent). 

EXAMPLE 48 

l3-r4-n,2-Dlthlolan-3-vnbutvnureldo)acetlc acid (Compound No, 1-738) 




2.1 ml of a 1 N aqueous solution of sodium hydroxide were added dropwise to a solution of 218 mg of methyl {3- 
[4-(1,2-dithiolan-3-yl)butyl]ureido}acetate (prepared as described in Example 46) in 4 ml of methanol, and then the 
mixture was stirred at room temperature for 5 hours. The reaction mixture was then allowed to stand overnight at room 
temperature, after which the solvent was removed from the reaction mixture by distillation under reduced pressure. 
Water was added to the residue. The resulting mixture was neutralized by the addition of 2 N aqueous hydrochloric 
acid, after which It was extracted with ethyl acetate. The extract was washedi with a saturated aqueous solution of 
sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by dis- 
tillation under reduced pressure. The residue was recrystallized from a 3 : 1 by volume mixture of ethyl acetate and 
hexane, to give 64 mg of the title compound as a pale yellow powder, melting at 95 to 96^C. 
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EXAMPLE 49 

r5-(1.2-Dlthlolan-3-vnpentanovlamlno1acetic acid (Compound No. 1-46> 




COOH 



w S— S H 

0.28 g of methyl 5-(1 ,2-dithiolan-3-yl)pentanoylaminoacetate (prepared as described in Example 47) was dissolved 
in a mixture of 2 ml of methanol and 2 ml of tetrahydrofuran. 2.0 ml of a 1 N aqueous solution of sodium hydroxide 
were added dropwise to the resulting solution, and then the mixture was stirred at room temperature for 2 hours. The 

1S reaction mixture was then allowed to stand overnight at room temperature, after which the solvent was removed from 
the reaction mixture by distillation under reduced pressure. Water was added to the residue. The resulting mixture was 
neutralized by the addition of 2 N aqueous hydrochloric acid, after which it was extracted with ethyl acetate. The extract 
was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. 
Ethyl acetate was removed from the extract by distillation under reduced pressure. The residue was dissolved in di- 

20 oxane, after which it was lyophilised, to give 156 mg of the title compound as a yellow oil having an Rf value of 0.12 
(silica gel thin layer chromatography; using a 5 : 1 by volume mixture of ethyl acetate and methanol as the developing 
solvent). 

EXAMPLE 50 

25 

Methyl 2(SW3-r4-(1,2-dithiolan-3-vnbutvnureido|proplonate (Compound No. 1-742) 



30 




35 

The reaction was effected as described in Example 46, but using 500 mg of D,L-a-lipoic acid, 10 ml of anhydrous 
toluene, 0.73 ml of triethylamine, 0.56 ml of diphenylphosphoryl azide, 1 0 ml of anhydrous dimethylformamide and 335 
mg of L-alanine methyl ester hydrochloride. The solvent was removed from the reaction mixture by distillation under 
reduced pressure. Water was added to the residue, after which it was extracted with ethyl acetate. The extract was 

40 washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl 
acetate was removed from the extract by distillation under reduced pressure and the residue was subjected to silica 
gel column chromatography, using 2 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eluent. Ethyl 
acetate was removed from the efuate by distillation under reduced pressure, and the residue was recrystallized from 
a 1 : 1 : 1 by volume mixture of ethyl acetate, diisopropyl ether and hexane, to give 142 mg of the title compound as 

4S yellow crystals, melting at 90 to 92'*C. 

EXAMPLE 51 

Methyl 2(S)-r5-(1,2-dlthiolan-3-vl)pentanoviammo1proplonate (Compound No. 1-50) 

so 
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The reaction was effected as described in Example 47, but using 500 mg of D,L-a-lipolc acid, 10 ml of anhydrous 
dimethylformamide, 422 mg of N,N'-carbonyldlimidazole, 0.36 ml of triethylamine and 335 mg of L-alanine methyl ester 
hydrochloride. The solvent was removed from the reaction mixture by distillation under reduced pressure. Water was 
added to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous 
solutbn of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract 
by distillation under reduced pressure. The residue was subjected to silica gel column chromatography using a 2 : 1 
by volume mixture of ethyl acetate and hexane as eluent, followed by reverse phase preparative silica gel column 
chromatography, using by volume 3 : 7 and 1 : 1 mixtures of acetonitrile and water as eluent. Acetonitrile was removed 
from the eluate so obtained by distillation under reduced pressure, and the residue was extracted with ethyl acetate. 
The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium 
sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The residue was dissolved 
in dioxane, after which it was lyophilised, to give 271 mg of the title compound as a pale yellow amorphous substance, 
melting at 48 to 49°C. 

EXAMPLE 52 

2(SH3-r4-(1.2-Dithiolan-3-vnbutvnureldo)propionlc acid {Compound No. 1-740) 




The reaction was effected as described in Example 46, but using 1.00 g of D,L-a-lipoic acid, 20 ml of anhydrous 
toluene, 1 .47 ml of triethylamine, 1 .14 ml of diphenylphosphoryl azide, 740 mg of L-alanine methyl ester hydrochloride 
and 20 ml of anhydrous dimethylformamide. The solvent was removed from the reaction mixture by distillation under 
reduced pressure. Water was added to the residue, after which it was extracted with ethyl acetate. The extract was 
washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. Ethyl acetate 
was removed from the extract by distillation under reduced pressure. The residue was subjected to silica gel column 
chromatography, using 2 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eluent, after which it was 
recrystallised from ethyl acetate, to give 0.80 g of yellow crystals. 

The resulting crystals were dissolved in a mixture of 10 ml of methanol and 3 ml of tetrahydrofuran, and then 16.8 
ml of a 1 N aqueous solution of sodium hydroxide were added dropwise thereto. The resulting mixture was stirred at 
room temperature for 6 hours and 30 minutes. The solvent was then removed from the reaction mixture by distillation 
under reduced pressure. Water was added to the residue. The resulting mixture was neutralized by the addition of 2 
N aqueous hydrochloric acid, after which it was extracted with ethyl acetate. The extract was washed with a saturated 
aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from 
the extract by distillation under reduced pressure and the residue was recrystallized from ethyl acetate, to give 141 
mg of the title compound as pate yellow crystals, melting at 128 to 130®C. 

EXAMPLE 53 

2(SW5-n,2-dlthlolan-3-vnpentanovlamino1proplonic acid (Compound No. 1.48) 




The reaction was effected as described in Example 49, but using 153 mg of methyl 2(S)-[5-(1,2-dithiolan-3-yl) 
pentanoylaminojpropionate (prepared as described in Example 51), 3 ml of methanol and 1.3 ml of a 1 N aqueous 
solution of sodium hydroxide. The solvent was removed from the reaction mixture by distillation under reduced pressure. 
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Water was added to the residue. The resulting mixture was neutralized by the addition of 2 N aqueous hydrochloric 
acid, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of 
sodiunn chloride and then dried over anhydrous sodiunn sulphate. Ethyl acetate was removed from the extract by dis- 
tillation under reduced pressure. The residue was dissolved in dioxane, after which It was lyophilised, to give 90 mg 
of the title compound as a yellow oil having an Rf value of 0. 1 8 (silica gel thin layer chromatography; using ethyl acetate 
as the developing solvent). 

EXAMPLE 54 

Methyl 3>l3-r4-(1,2-dithiolan-3-vnbutvnureidolpropionate (Compound No. 1-741 methvl ester) 



The reaction was effected as described in Example 46, but using 500 mg of p,L-a-lipoic acid, 10 ml of anhydrous 
toluene, 0.74 ml of triethylamine, 0.56 ml of diphenylphosphoryl azide, 335 mg of p-alanine methyl ester hydrochloride 
and 10 ml of anhydrous dimethylformamide. The solvent was removed from the reaction mixture by distillation under 
reduced pressure. Water was added to the residue, after which it was extracted with ethyl acetate. The extract was 
washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl 
acetate was removed from the extract by distillation under reduced pressure and the residue was subjected to silica 
gel column chromatography, using 3 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eluent, after which 
it was recrystalllsed from a 1 : 2 by volume mixture of ethyl acetate and hexane, to give 21 3 mg of the title compound 
as yellow crystals, melting at 67 to 69"C. 

EXAMPLE 55 

Methvl 3-r5-(1,2-dlthlolan-3-vnpentanovlamlnolproplonate (Compound No. 1-49 methvl ester) 



The reaction was effected as described in Example 47. but using 500 mg of D,L-a-lipoic acid, 10 ml of anhydrous 
dimethylformamide, 422 mg of N.N'-carbony Id I imidazole, 0.36 ml of triethylamine and 335 mg of p-alanine methyl ester 
hydrochloride. The solvent was removed from the reaction mixture by distillation under reduced pressure. Water was 
added to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous 
solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract 
by distillation under reduced pressure. The residue was subjected to silica gel column chromatography, using 2 : 1 and 
1 : 0 by volume mixtures of ethyl acetate and hexane as eluent, after which it was recrystalllsed from a 1 : 2 by volume 
mixture of ethyl acetate and hexane, to give 333 mg of the title compound as a yellow plate-like crystals, melting at 54 
to 55»C. 




COOCH3 
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EXAMPLE 56 

3-f3-f4-(1,2-Dithlolan-3-vl)butynureldo)proplonlc acid fCompound No, 1-741) 



5 



H H 



10 




COOH 



The reaction was effected as described in Example 48, but using 11 5 mg of methyl 3-{3-[4-(1 ,2-dithiolan-3-yl)butyl] 
ureldo}propionate (prepared as described In Example 54), 3 ml of methanol, 2 ml of tetrahydrofuran and 1 .40 ml of a 

IS 1 N aqueous solution of sodium hydroxide. The solvent was removed from the reaction mixture by distillation under 
reduced pressure. Water was added to the residue. The resulting mixture was neutralized by the addition of 2 N aqueous 
hydrochloric acid, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous 
solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract 
by distillation under reduced pressure and the crystals so precipitated were collected by filtration, to give 70 mg of the 

20 title compound as a yellow powder, melting at 1 08 to 1 1 0°C. 

EXAMPLE 57 

3-r5-(1.2-Dithlolan-3-vnpentanoviamlnolproplonlc acid (Compound No. 1-49) 

25 



30 




COOH 



S— S H 

The reaction was effected as described in Example 49, but using 213 mg of methyl 3-[5-(1,2<lithiolan-3-yl)pen- 
35 tanoylaminojpropionate (prepared as described in Example 55), 4 ml of methanol and 1 .80 ml of a 1 N aqueous solution 
of sodium hydroxide. The solvent was removed from the reaction mixture by distillation under reduced pressure. \Na\er 
was added to the residue. The resulting mixture was neutralized by the addition of 2 N aqueous hydrochloric acid, after 
which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride 
and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under 
40 reduced pressure. The residue was dissolved in dioxane, after which it was lyophlllsed, to give 0.11 g of the title com- 
pound as a pale yellow amorphous substance, melting at 74 to 76°C. 

EXAMPLE 56 

45 2-r5-(1,2-Dlthloian-3-vnpentvni8oindole-1.3-dlone (Compound No. 1-2606) 



o 



so 




o 



3.25 ml of dimethyl azodicarboxylate were added dropwise to a solution of 5.77 g of triphenylphosphine in 20 ml 
of tetrahydrofuran, whilst ice-cooling, and then the mixture was stirred at room temperature for 30 minutes. 3.24 g of 
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phthalimide were then added to the reaction mixture, after which a mixture of 20 mmol of 5-(1 ,2-dithio!an-3''yl)pentanol 
(prepared as described in Preparation 1) in 30 ml of toluene and 10 ml of tetrahydrofuran was added dropwise, and 
the mixture was stirred at room temperature for one hour. The reaction mixture was allowed to stand overnight at room 
temperature, after which 1.57 g of triphenylphosphine and 0.89 ml of dimethyl azodicarboxylate were added. The 

5 resulting mixture was stirred at room temperature for 7 hours and 30 minutes. 0.88 g of phthalimide, 1 .57 g of triphe- 
nylphosphine and 0.89 ml of dimethyl azodicarboxylate were then added to the reaction mixture. The reaction mixture 
was allowed to stand at room temperature for 4 days. At the end of this time, the solvent was removed from the reaction 
mixture by distillation under reduced pressure, and the residue was subjected to silica gel column chromatography 
using 1 : 6 and 1 : 4 by volume mixtures of ethyl acetate and hexane as eluent. The solvent was removed from the 

10 eluate by distillation under reduced pressure, and 30 ml of toluene were added to the residue. 1 ml of the resulting 
mixture was weighed, and the solvent was removed from it by distillation under reduced pressure, to give 165 mg of 
the title compound as an orange oil having an Rf value of 0.35 (silica gel thin layer chromatography; using a 1 : 4 by 
volume mixture of ethyl acetate and hexane as the developing solvent). 

IS EXAMPLE 59 

N-f5-(1.2-Plthiolan-3-vl)pentvnmethanesulphonamide (Compound No. 1-2470) 

20 O 

II 

N-S— CH, 

« o I II ^ 

S— S H O 

25 

1 ml of butylamine was added to a solution of 0.24 g of 2-[5-(1,2-dithiolan-3-yl)pentyl]isoindole-1,3-dione in 1 ml 
of methanol. The resulting mixture was stirred at room temperature for 6 hours. The reaction mixture was then allowed 
to stand overnight at room temperature. At the end of this time, the solvent was removed from the reaction mixture by 
distillation under reduced pressure. Water was added to the residue, after which it was extracted with ethyl acetate. 

30 The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium 
sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. 2 ml of tetrahydrofuran 
were added to the residue, and then 0.22 ml of triethylamine and 0.12 ml of methanesulphonyl chloride were added 
dropwise thereto, whilst ice-cooling. The mixture was then stirred at room temperature for 3 hours. At the end of this 
time, the solvent was removed from the reaction mixture by distillation under reduced pressure. Water was added to 

35 the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution 
of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by 
distillation under reduced pressure, and the residue was subjected to silica gel column chromatography, using 1 : 1 
and 2 : 1 by volume mixtures of ethyl acetate and hexane as eluent, followed by reverse phase preparative silica gel 
column chromatography, using a 1 : 1 by volume mixture of acetonitrile and water as eluent. Acetonitrile was removed 

40 from the eluate so obtained by distillation under reduced pressure, and the residue was extracted with ethyl acetate. 
The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium 
sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure, and the residue was 
dissolved in dioxane, after which it was lyophilised, to give 100 mg of the title compound as a pale yellow amorphous 
substance, melting at 43 to 46^C. 

45 

EXAMPLE 60 

N-r5-(1.2-Dithiolan-3-yl)pentvnacetamide (Compound No, 1-1962) 

so 



O 




1 ml of butylamine was added to a mixture of 1 .3 mmol of 2-[5-(1 ,2-dithiolan-3-yl)pentyl]isoindole-1 ,3-dione, 9 ml 
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of toluene and 2 ml of methanol. The resulting mixture was stirred at room temperature for 3 hours, after which the 
reaction mixture was allowed to stand at room temperature for 2 days. I ml of butylamlne was then added to the reaction 
mixture. The resulting mixture was stirred at room temperature for 3 hours. The solvent was then removed from the 
reaction mixture by distillation under reduced pressure. Water was added to the residue, after which it was extracted 

5 with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over 
anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. 5 ml 
of anhydrous tetrahydrofuran were then added to the residue. 0.28 ml of triethylamine and 0.14 ml of acetyl chloride 
were then added dropwise to the resulting mixture, whilst ice-cooling, and then the mixture was stirred at room tem- 
perature for 1 hour and 30 minutes. At the end of this time, the solvent was removed from the reaction mixture by 

10 distillation under reduced pressure. Water was added to the residue, after which it was extracted with ethyl acetate. 
The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium 
sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The residue was subjected 
to silica gel column chromatography, using 1 : 0 and 10 : 1 by volume mixtures of ethyl acetate and methanol as eluent. 
The solvent was removed from the eluate by distillation under reduced pressure. The residue was dissolved in dioxane, 

IS after which it was lyophilised, to give 161 mg of the title compound as yellow crystals, melting at 28 to 22f*C. 

EXAMPLE 61 

N-r5-(1,2-Dlthiolan-3-vltoentvnproplonamide (Compound No. 1-1963) 

20 

o 

S— S H 



2 ml of methanol and 2 ml of butylamine were added to a solution of 1 .6 mmol of 2-[5-(1 ,2-dithiolan-3-yl)pentyll 

30 isoindole-1 ,3-dione in 3 ml of toluene. The resulting mixture was stirred at room temperature for 6 hours. The reaction 
mixture was then allowed to stand overnight at room temperature. At the end of this time, the solvent was removed 
from the reaction mixture by distillation under reduced pressure. Water was added to the residue, after which it was 
extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then 
dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pres- 

3S sure. 5 ml of pyridine were then added to the residue. 0.31 ml of propionic anhydride was added dropwise to the 
resulting mixture, and then the mixture was stirred at room temperature for 2 hours and 30 minutes. The solvent was 
removed from the reaction mixture by distillation under reduced pressure. Water was added to the residue, after which 
it was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and 
then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced 

40 pressure. The residue was thereafter subjected to silica gel column chromatography using 2:1,3:1 and 1 : 0 by 
volume mixtures of ethyl acetate and hexane as eluent, followed by reverse phase preparative silica gel column chro- 
matography, using 1 : 4, 3 : 7, 2 : 3 and 1 : 1 by volume mixtures of acetonitrile and water as eluent. Acetonitrile was 
removed from the eluate so obtained by distillation under reduced pressure, and the residue was extracted with ethyl 
acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous 

4S sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The residue was 
dissolved in dioxane, after which it was lyophilised, to give 125 mg of the title compound as a yellow oil having an Rf 
value of 0.45 (silica gel thin layer chromatography; using ethyl acetate as the developing solvent). 



so 



ss 



2S 




378 



EP 0 869 126 A1 

EXAMPLE 62 

r5-(1.2-Dlthloian-3-vnpentvnurea (Compound No. 1-1993) 



10 




NH2 



2 ml of methanol and 2 ml of butylamine were added to a solution of 1.6 mmol of 2-[5-(1 ,2-dlthlolan-3-yl)pentyl] 
isoindole-1 ,3-dione in 3 ml of toluene. The resulting mixture was stirred at room temperature for 5 hours and 30 minutes. 

IS The reaction mixture was then allowed to stand overnight at room temperature. At the end of this time, the solvent was 
removed from the reaction mixture by distillation under reduced pressure. Water was added to the resulting residue, 
after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium 
chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation 
under reduced pressure. 5 ml of tetrahydrofuran were added to the residue. 0.32 ml of trimethylsilyl isocyanate was 

20 then added dropwise to the resulting mixture, whilst ice-cooling, and then the mixture was stirred at room temperature 
for 3 hours and 30 minutes. At the end of this time, the solvent was removed from the reaction mixture by distillation 
under reduced pressure. Water was added to the residue, after which it was extracted with ethyl acetate. The extract 
was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. 
Ethyl acetate was removed from the extract by distillation under reduced pressure and the residue was subjected to 

2S silica gel column chromatography, using 1 : 0 and 5 : 1 by volume mixtures of ethyl acetate and methanol as eluent. 
The solvent was removed from the eluate by distillation under reduced pressure. The residue was recrystalllzed from 
ethyl acetate, to give 80 mg of the title compound as yellow crystals, melting at 74 to 78°C. 

EXAMPLE 63 

30 

1-f5-(1,2-Dithlolan-3-vl)pentvll-3-methy {thiourea (Compound No. 1-2567) 



35 




40 The reaction was effected as described in Example 62, but using a solution of 1 .5 mmol of 2-[5-(1 ,2-dithiolan-3-yl) 

pentyl]isoindole-1,3-dione in 3 ml of toluene, 2 ml of methanol, 2 mt of butylamine, 5 ml of anhydrous tetrahydrofuran 
and 0.12 ml of methyl isothiocyanate. The solvent was removed from the reaction mixture by distillation under reduced 
pressure. Water was added to the residue, after which it was extracted with ethyl acetate. The extract was washed 
with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate 

^ was removed from the extract by distillation under reduced pressure. The residue was subjected to silica gel column 
chromatography, using 1 : 0 and 20 : 1 by volume mixtures of ethyl acetate and methanol as eluent, followed by reverse 
phase preparative silica gel column chromatography, using 3 : 7 and 1 : 1 by volume mixtures of acetonitrite and water 
as eluent. Acetonltrile was removed from the eluate so obtained by distillation under reduced pressure. The residue 
was thereafter extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium 

so chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation 
under reduced pressure. The residue was recrystalllzed from a 1 : 1 by volume mixture of ethyl acetate and hexane, 
to give 183 mg of the title compound as yellow crystals, melting at 64 to 65°C. 



55 
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EXAMPLE 64 



Ethyl r5-ri.2-dlthlolan-3-vnpentvncarbamate (Compound No. 1-1977^ 



O 




N 



A, 




s— s 



H 



2 ml of methanol and 2 ml of butylamlne were added to a solution of 1 .6 mmol of 2-[5-(1 ,2-dlthiolan-3-yl)pentyl] 
isoindole-1 ,3-dione in 3 ml of toluene. The resulting mixture was stirred at room temperature for 7 hours. At the end 
of this time, the reaction mixture was allowed to stand overnight at room temperature. The solvent was then removed 
from the reaction mixture by distillation under reduced pressure. Water was added to the resulting residue, after which 
It was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and 
then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced 
pressure. 2 ml of anhydrous tetrahydrofuran were added to the residue, and then 0.33 ml of triethylamine and 0.23 ml 
of ethyl chloroformate were added dropwise, whilst ice-cooling. The resulting mixture was stirred at room temperature 
for 2 hours. The solvent was then removed from the reaction mixture by distillation under reduced pressure. WSater 
was added to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated 
aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from 
the extract by distillation under reduced pressure, and the residue was subjected to silica gel column chromatography 
using 1 : 3 and 1 : 2 by volume mixtures of ethyl acetate and hexane as eluent, followed by reverse phase preparative 
silica gel column chromatography, using a 1 : 1 by volume mixture of acetonitrile and water as eluent. Acetonitrile was 
removed from the eluate so obtained by distillation under reduced pressure, and the residue was extracted with ethyl 
acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous 
sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The residue was 
dissolved in dioxane, after which it was lyophilised, to give 75 mg of the title compound as a red oil having an Rf value 
of 0.46 (silica gel thin layer chromatography; using a 1 : 2 by volume mixture of ethyl acetate and hexane as the 
developing solvent). 

EXAMPLE 65 

Methyl N-r5'(1,2-dithiolan-3-yl)pentvnoxalamidate (Compound No. 1-2590) 



2 ml of methanol and 2 ml of butylamine were added to a solution of 1.5 mmol of 2-t5-(1,2-dithiolan-3-yl)pentyl] 
isoindoIe-1 ,3-dione In 3 ml of toluene. The resulting mixture was stirred at room temperature for one hour. The reaction 
mixture was then allowed to stand overnight at room temperature. At the end of this time, the solvent was removed 
from the reaction mixture by distillation under reduced pressure. Water was added to the residue, after which it was 
extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then 
dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pres- 
sure. 4 ml of anhydrous tetrahydrofuran were added to the residue, and then 0.32 ml of triethylamine and 0.21 ml of 
methyloxalyl acid chloride were added dropwise. whilst ice-cooling. The resulting mixture was stirred at room temper- 
ature for 2 hours. At the end of this time, the solvent was removed from the reaction mixture by distillation under reduced 
pressure. Water was added to the residue, after which it was extracted with ethyl acetate. The extract was washed 
with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate 
was removed from the extract by distillation under reduced pressure and the residue was subjected to reverse phase 
preparative silica gel column chromatography, using a 2 : 3 by volume mixture of acetonitrile and water as eluent. 



O 
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Acetonitrile was removed from the eluate so obtained by distillation under reduced pressure. The residue was thereafter 
extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then 
dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pres- 
sure. The residue was dissolved In dioxane, after which it was lyophilised, to give 154 mg of the title compound as a 
pale yellow amorphous substance, melting at 42 to 43'*C. 

EXAMPLE 65 

Methyl N-r5-(1,2-dlthiolan-3-vl)pentYnoxalamldate (Compound No. 1-2590) 



2 ml of methanol and 2 ml of butylamlne were added to a solution of 1.5 mmol of 2-[5-(1,2-dithiolan-3-yl)pentyl] 
isoindole-1 .3-dione in 3 ml of toluene. The resulting mixture was stirred at room temperature for one hour. The reaction 
mixture was then allowed to stand overnight at room temperature. At the end of this time, the solvent was removed 
from the reaction mixture by distillation under reduced pressure. Water was added to the residue, after which it was 
extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then 
dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pres- 
sure. 4 ml of anhydrous tetrahydrofuran were added to the residue, and then 0.32 ml of triethylamine and 0.21 ml of 
methyloxalyl acid chloride were added dropwise, whilst ice-cooling. The resulting mixture was stirred at room temper- 
ature for 2 hours. At the end of this time, the solvent was removed from the reaction mixture by distillation under reduced 
pressure. Water was added to the residue, after which it was extracted with ethyl acetate. The extract was washed 
with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate 
was removed from the extract by distillation under reduced pressure and the residue was subjected to reverse phase 
preparative silica gel column chromatography using a 2 : 3 by volume mixture of acetonitrile and water as eluent. 
Acetonitrile was removed from the eluate so obtained by distillation under reduced pressure. The residue was thereafter 
extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then 
dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pres- 
sure. The residue was dissolved in dioxane, after which it was lyophilised, to give 154 mg of the title compound as a 
pale yellow amorphous substance, melting at 42 to 43'*C. 

EXAMPLE 66 

N-r5-{1,2-Dlthlolan-3-vl)pentvll9ucclnamic acid (Compound No. 1-1970) 



The reaction was effected as described in Example 61 , but using a solution of 1 .5 mmol of 2-{5-(1 ,2-dithiolan-3-yl) 
pentyl]isoindole-1 ,3-dione in 3 ml of toluene, 2 ml of methanol, 2 ml of butylamlne. 4 ml of pyridine and 230 mg of 
succinic anhydride. The solvent was removed from the reaction mixture by distillation under reduced pressure. V\^ter 
was added to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated 
aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from 
the extract by distillation under reduced pressure and the residue was subjected to reverse phase preparative silica 
gel column chromatography, using 2 : 3, 1 : 1 and 3 : 2 by volume mixtures of acetonitrile and water as eluent. Ace- 
tonitrile was removed from the eluate so obtained by distillation under reduced pressure. The residue was extracted 
with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over 
anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The 
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residue was dissolved in dioxane, after whicli it was iyophiiised, to give 166 mg of the title compound as a pale yettow 
amorphous substance, melting at 74*0. 

EXAMPLE 67 

5 

4'r5-(1,2-Dlthlolan-3-vl)pentvlcarbamovnbutanolc acid (Compound No, 1-2577) 



10 




COOH 



S— S H 

IS 

The reaction was effected as described in Example 61 . but using a solution of 1 .5 mmol of 2-[5-(1 ,2-dithiolan-3-yl) 
pentyl]isoindole-l ,3-dione in 3 ml of toluene, 2 ml of methanol, 2 ml of butylamine, 4 ml of pyridine and 262 mg of 
glutaryl anhydride. The solvent was removed from the reaction mixture by distillation under reduced pressure. Wlater 
was added to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated 

20 aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from 
the extract by distillation under reduced pressure and the residue was subjected to reverse phase preparative silica 
gel column chromatography, using a 2 : 3 by volume mixture of acetonitrile and water as eluent. Acetonitrile was re- 
moved from the eluate so obtained by distillation under reduced pressure. The residue was then extracted with ethyl 
acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous 

2S sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The residue was 
dissolved in dioxane, after which it was iyophiiised, to give 132 mg of the title compound as a pale yellow amorphous 
substance, melting at 60 to 62'*C. 

EXAMPLE 68 

30 

Methyl r5'(1,2>dithiolan-3-vl)pentvlamino1acetate (Compound No. 1-2584) 



35 




COOCH3 



2 ml of methanol and 2 ml of butylamine were added to a solution of 1.6 mmol of 2-[5-(1,2-dlthiolan-3-yl)pentyl] 

40 isoindole-1 ,3-dione in 3 ml of toluene. The resulting mixture was allowed to stand overnight at room temperature. The 
solvent was then removed from the reaction mixture by distillation under reduced pressure. Water was added to the 
resulting residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous 
solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract 
by distillation under reduced pressure. 4 ml of anhydrous tetrahydrofuran were added to the residue, and then 0.33 ml 

45 of triethylamine and 0.17 ml of methyl bromoacetate were added dropwise, whilst ice-cooling. The resulting mixture 
was stirred for one hour, whilst ice-cooling and then for 5 hours at room temperature. The reaction mixture was then 
allowed to stand at room temperature for 2 days. At the end of this time, the solvent was removed from the reaction 
mixture by distillation under reduced pressure. Water was added to the residue, after which it was extracted with ethyl 
acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous 

so sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure, and the residue 
was subjected to silica gel column chromatography, using 1 : 0 and 20 : 1 by volume mixtures of ethyl acetate and 
methanol as eluent. The solvent was removed from the eluate so obtained by distillation under reduced pressure. The 
residue was dissolved in dioxane, after which it was Iyophiiised, to give 195 mg of the title compound as a yellow oil 
having an Rf value of 0.55 (silica gel thin layer chromatography; using a 4 : 1 by volume mixture of ethyl acetate and 

ss methanol as the developing solvent). 
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EXAMPLE 69 

Methyl 3-r5-n,2-dlthlolan-3-vhpentvlamlnolpropionate (Compound No. 1-2586 methyl ester) 



5 




^/v^COOCH3 



S— S H 

10 

The reaction was effected as described in Example 68, but using a solution of 1 .5 mmol of 2-[5-(1 ,2-dithiolan-3-yl) 
pentyl]isoindole-1 ,3-dione, 2 ml of methanol, 2 ml of butylamine, 4 ml of anhydrous tetrahydrofuran, 0.24 ml of triethyl- 
amine and 0.1 9 ml of methyl bromoproplonate. The solvent was removed from the reaction mixture by distillation under 
reduced pressure. Water was added to the residue, after which It was extracted with ethyl acetate. The extract was 

IS washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl 
acetate was removed from the extract by distillation under reduced pressure. The residue was subjected to silica gel 
column chromatography, using 1 : 0. 20 : 1 and 4 : 1 by volume mixtures of ethyl acetate and methanol as eiuent. The 
solvent was removed from the eluate so obtained by distillation under reduced pressure. The residue was dissolved 
in dioxane, after which it was lyophilised, to give 161 mg of the title compound as a yellow oil having an Rf value of 

20 0.21 (silica gel thin layer chromatography, using a 4 : 1 by volume mixture of ethyl acetate and methanol as the devel- 
oping solvent). 

EXAMPLE 70 

25 Methyl 2(R)'l3-r4-f1,2-dithlolan'3-yl)butynureldolproplonate (Compound No. 1-742) 




35 

The reaction was effected as described in Example 46, but using 0.51 g of p,L-a-lipoic acid, 10 ml of anhydrous 
toluene, 0.75 ml of triethylamine, 0.59 ml of diphenylphosphoryl azide, 10 ml of anhydrous dimethylformamide and 
0.34 g of D-alanine methyl ester hydrochloride. The solvent was removed from the reaction mixture by distillation under 
reduced pressure. Water was added to the residue, after which it was extracted with ethyl acetate. The extract was 
40 washed with a saturated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl 
acetate was removed from the extract by distillation under reduced pressure. The residue was subjected to silica gel 
column chromatography, using 1 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eiuent. The solvent 
was removed from the eluate so obtained by distillation under reduced pressure. The residue was dissolved in dioxane, 
after which it was lyophilised, to give 0.27 g of the title compound as a yellow powder, melting at 72 to 82'*C. 

45 

EXAMPLE 71 

2(RH3-r4-(1,2-Dlthlolan-3-yl)butynureldolproplonlc acid (Compound No, 1-740) 

so 
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The reaction was effected as described in Example 48. but using 1.74 g of methyl 2(R)-{3-[4-(1,2-dithioIan-3-yl) 
butyl]ureido}propionate (prepared as described in Example 70), 30 ml of methanol, 22 ml of tetrahydrofuran and 17.0 
ml of a 1 N aqueous solution of sodium hydroxide. The solvent was removed from the reaction mixture by distillation 
under reduced pressure. Water was added to the residue. After neutralisation with 2 N aqueous hydrochloric acid, the 
5 mixture was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride 
and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under 
reduced pressure. The residue was recrystallized from ethyl acetate, to give 0.56 g of the title compound as yellow 
crystals, melting at 131 to 134*C. 

10 EXAMPLE 72 

N-(2-f3'r4-{1.2-Dithlolan-3-vnbutynureido)proplonyl)methane8ulphonamide (Compound No. 1-1280) 



IS 



20 




(a) 1 27 mg of N,N'-carbonyldiimidazole were added to a solution of 208 mg of 2(R)-{3-[4-(1 ,2-dithiolan-3-yl)butyl] 
ureido)proplonic acid (prepared as described in Example 71) in 2 ml of anhydrous dimethylformamide, and then 
the mixture was stirred at room temperature for 3 hours and 10 minutes. 

25 

(b) Meanwhile, 34 mg of sodium hydride (as a 55% w/w dispersion in mineral oil) were washed with hexane, and 
then 3 ml of anhydrous dimethylformamide were added. 74 mg of methanesulphonamide were added to the re- 
sulting mixture, whilst ice-cooling, and then the mixture was stirred at room temperature for 3 hours and 45 minutes. 
At the end of this time, the solution prepared as described in step (a) above was added dropwise to the reaction 

30 mixture, and the resulting mixture was stirred at room temperature for 4 hours. The reaction mixture was then 

allowed to stand overnight at room temperature. The solvent was then removed from the reaction mixture by 
distillation under reduced pressure. Water was added to the residue. After neutralisation with 2 N aqueous hydro- 
chloric acid, the resulting mixture was extracted with ethyl acetate. The extract was washed with a saturated aque- 
ous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from 

35 the extract by distillation under reduced pressure. The residue was recrystallized from methanol, to give 77 mg of 

the title compound as a pale yellow powder, melting at 140 to 150°C. 

EXAMPLE 73 

40 Methyl 4-r5-(1,2-dlthlolan-3-vl>pentanovlamlno1butanoate (Compound No, 1-1275 methvi ester) 



o 



45 




SO (a) 0.86 g of N,N'-carbonyldiimidazole was added to a solution of 1 .00 g of D,L-a-lipoic acid in 20 ml of anhydrous 

dimethylformamide, whilst ice-cooling. The resulting mixture was stirred at room temperature for 1 hour and 25 
minutes. 

(b) Meanwhile, 0.23 g of sodium hydride (as a 55% w/w dispersion in mineral oil) was washed with hexane, after 
S5 which 20 ml of anhydrous dimethylformamide were added. 0.82 g of methyl 4naminobutanoate hydrochloride was 

then added, whilst ice-cooling, and then the resulting mixture was stirred at room temperature for 1 hour and 45 
minutes. The solution prepared as described in step (a) above was then added dropwise to the reaction mixture, 
whilst ice-cooling, and then the mixture was stirred at room temperature for 1 hour and 30 minutes. The reaction 



384 



EP 0 869 126 A1 



mixture was allowed to stand overnight at room temperature, after which the solvent was removed from the reaction 
mixture by distillation under reduced pressure. Water was added to the residue. After neutralisation with 2 N aque- 
ous hydrochloric acid, the resulting mixture was extracted with ethyl acetate. The extract was washed with a sat- 
urated aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was 
5 removed from the extract by distillation under reduced pressure, and the residue was subjected to silica gel column 

chromatography, using 1 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eluent. The ethyl acetate 
was removed from the eluate so obtained by distillation under reduced pressure. The residue was dissolved in 
dioxane, after which it was lyophilised, to give 0.83 g of the title compound as a yellow powder, melting at 30 to 32*^0. 

10 EXAMPLE 74 

4-r5-(1t2-Dithtolan-3-vl)pentanovlaminolbutanoic acid (Compound No, 1-1275) 



I 

H 

The reaction was effected as described in Example 49, but using 0.65 g of methyl 4-[5-(1,2-dithiolan-3-yl)pen- 
tanoylaminojbutanoate (prepared as described in Example 73), 13 ml of methanol and a 1 N aqueous solution of 
sodium hydroxide. The solvent was removed from the reaction mixture by distillation under reduced pressure. Water 
25 was added to the residue. After neutralisation with 2 N aqueous hydrochloric acid, the resulting mixture was extracted 
with ethyt acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over 
anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The 
residue was recrystalllzed from ethyl acetate, to give 0.28 g of the title compound as yellow crystals, melting at 56 to 
58*0. 

30 

EXAMPLE 75 




Methyl 4-{3-r4-(1,2-dithiolan-3-vnbutvnureidolbutanoate (Compound No. 1-1276 methyl ester) 

35 



40 




The reaction was effected as described in Example 46, but using 1.00 g of D,L-a-lipoic acid, 20 ml of anhydrous 
toluene, 1.48 ml of triethylamtne, 1.15 ml of diphenylphosphoryl azide and 0.74 g of methyl 4-aminobutanoate hydro- 
ps chloride. The solvent was removed from the reaction mixture by distillation under reduced pressure. Water was added 
to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous solutbn 
of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by 
distillation under reduced pressure. The residue was subjected to silica gel column chromatography using ethyl acetate 
as eluent. The ethyl acetate was removed from the eluate so obtained by distillation under reduced pressure, to give 
so 1 . 1 8 g of the title compound as yellow crystals, melting at 63 to 70° G. 



55 
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EXAMPLE 76 

N-r5-{1,2-Dlthlolan-3-vhpentvnoxalamlc acid rCompound No. 1-2589) 




COOH 



The reaction was effected as described in Example 49, but using 92 mg of metliyl N-[5-(1,2-dithiolan-3-yl)pentyl] 
oxalamidate (prepared as described In Exannple 65), 4 ml of methanol, 1 ml of tetrahydrofuran and 0.6 ml of a 1 N 
aqueous solution of sodium hydroxide. The solvent was removed from the reaction mixture by distillation under reduced 
pressure. Water was added to the residue. The resulting mixture was neutralized by the addition of 2 N aqueous 
hydrochloric acid, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous 
solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract 
by distillation under reduced pressure. The residue was dissolved in dioxane, after which it was [yophilised, to give 64 
mg of the title compound as a pale yellow amorphous substance, melting at 75 to 

EXAMPLE 77 

Methyl N-r5-(1,2''dithiolan-3-vl)pentvn8ucclnamidate (Compound No. 1-1970 methyl ester) 




0.25 ml of a hexane solution containing 2.0 M of (trimethylsilyl)diazomethane was added dropwise to a mixture of 
89 mg of N-[5-(1 ,2-dithiolan-3-yl)pentyl]succinamic acid, 1 ml of methanol and 1 .5 ml of toluene, and then the mixture 
was stirred at room temperature for 30 minutes. At the end of this time, the solvent was removed from the reaction 
mixture by distillation under reduced pressure. The resulting residue was subjected to silica gel column chromatogra- 
phy, using 1 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as eluent. Ethyl acetate and hexane were 
removed from the eluate so obtained by distillation under reduced pressure. The resulting residue was dissolved in 
dioxane, after which it was lyophilised. to give 77 mg of the title compound as a pale yellow amorphous substance, 
melting at 46 to 48**C. 

EXAMPLE 78 

Methyl 4-r5-M,2-dithlolan*3-yl)pentylcarbamoynbutanoate(Compound No, 1-2577 methyl ester) 




The reaction was effected as described in Example 77, but using 68 mg of 4-[5-(1 ,2-dithiolan-3-yl)pentylcarbamoyl] 
butanolc acid (prepared as described in Example 67), 1 ml of methanol, 1 ml of toluene and 0.40 ml of a hexane solution 
containing 2.0 M of (trimethylsilyl)diazomethane. The solvent was then removed from the reaction mixture by distillation 
under reduced pressure. The residue was subjected to silica gel column chromatography, using 3 : 1 and 1 : 0 by 
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volume mixtures of ethyl acetate and hexane as eluent. The solvent was removed from the eluate so obtained by 
distillation under reduced pressure. The residue was dissolved in dioxane, after which it was lyophilised, to give 62 mg 
of the title compound as a pale yellow amorphous substance, melting at 69 to 71*0. 

5 EXAMPLE 79 

Ethvl W-r5-(1,2-dUhiolan-3-v0pentanovn-N-methvlamlno)acetate (Compound No. 1-2520 ethyl ester) 




The reaction was effected as described in Example 47, but using 500 mg of D,L-a-lipoic acid, 10 ml of anhydrous 
dimethylformamide, 422 mg of N,N'-carbonyldiimidazole, 0.36 ml of triethylamine and 399 mg of sarcosine ethyl ester 
hydrochloride. The solvent was removed from the reaction mixture by distillation under reduced pressure. Water was 

20 added to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous 
solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract 
by distillation under reduced pressure, and the residue was subjected to silica gel column chromatography using a 2 : 
1 by volume mixture of ethyl acetate and hexane as eluent. The solvent was removed from the eluate by distillation 
under reduced pressure. The residue was dissolved in dioxane, after which it was lyophilised, to give 558 mg of the 

2S title compound as a yellow oil having an Rf value of 0.39 (silica gel thin layer chromatography; using a 2 : 1 by volume 
mixture of ethyl acetate and hexane as the developing solvent). 

EXAMPLE 80 

30 Methyl 4-IN-r5-{1,2-dlthiolan-3-ynpentanovn-N-methvlaminolbutanoate (Compound No, 1-2669 methyl ester) 



O 



35 




S— S CH3 

40 The reaction was effected as described in Example 47, but using 500 mg of D,L-a-lipoic acid, 10 ml of anhydrous 

dimethylformamide, 422 mg of N,N'-carbonyldiimidazole, 0.36 ml of triethylamine and 486 mg of methyl 4-(methylaml- 
no)butanoate hydrochloride. The solvent was removed from the reaction mixture by distillation under reduced pressure. 
Water was added to the residue, after which it was extracted with ethyl acetate. The extract was washed with a saturated 
aqueous solution of sodium chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from 

45 the extract by distillation under reduced pressure, and the residue was subjected to silica gel column chromatography 
using 2 : 1 and 4 : 1 by volume mixtures of ethyl acetate and hexane as eluent, followed by reverse phase preparative 
silica gel column chromatography, using 2 : 3 and 9 : 11 by volume mixtures of acetonitrile and water as eluent. Ace- 
tonitrile was removed from the eluate so obtained by distillation under reduced pressure, and the residue was extracted 
with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium chloride and then dried over 

so anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation under reduced pressure. The 
residue was then dissolved in dioxane, after which it was lyophilised, to give 229 mg of the title compound as a yellow 
oil having an Rf value of 0.37 (silica gel thin layer chromatography; using a 4 : 1 by volume mixture of ethyl acetate 
and hexane developing solvent). 

55 
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EXAMPLE 81 

2-r4-(2.4-Dioxothlazolldln-5-vlmethvhphenoxvmethvn-2,5.7,8-tetramethvlchroman-6-vlS-(1^ 
pentanoate 

5 



10 

Q 




0.36 ml of triethylamine and then 0.25 ml of ethyl chloroformate were added dropwise to 10 ml of a solution of 500 
mg of D,L-a-lipolc acid in anhydrous dimethylfomnamlde, whilst Ice-cooling, and the mixture was stirred at room tem- 
perature for 2 hours. At the end of this time, 1 .06 g of 5-[4-(2,5,7,8-tetramethylchroman-2-ylmethoxy)ben2yl]thiazolid- 

20 ine-2,4-dione were added to the reaction solution, whilst ice-cooling, and the mixture was stirred at room temperature 
for 5 hours, after which it was left to stand at room temperature overnight. The mixture was then stirred on an oil bath 
at 50*C for 1 hour, and then the solvent was removed from the reaction mixture by evaporation under reduced pressure. 
Water was added to the residue, and the mixture was extracted with ethyl acetate. The extraction solution was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 

2S was removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected to 
silica gel column chromatography, using a 3 : 2 by volume mixture of ethyl acetate and hexane as the eluent. The 
residue was then subjected to reverse phase preparative silica gel column chromatography, using 3 : 1 and 4 : 1 by 
volume mixtures of acetonitrlle and water as eluent. The acetonitrile was removed from the solution by evaporation 
under reduced pressure, after which the residue was extracted with ethyl acetate. The extraction solution was washed 

30 with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 
was removed from the extraction solution by evaporation under reduced pressure, and the residue was dissolved in 
dioxane and then lyophilised, to obtain 0.57 g of the title compound as a yellow oil having an Rf value of 0.42 (silica 
gel thin layer chromatography; using a 1 : 2 by volume mixture of ethyl acetate and hexane as developing solvent). 

35 EXAMPLE 82 

2-(3,4-Diben2vloxv-5-oxo-2.5-dlhvdrofuran-2-vh"2-hvdroxvethvl 5-(1,2-dithiolan-3-vl)pentanoate 



40 



45 




rBz" is benzyl) 

so 

276 mg of N.N'-carbonyldi imidazole were added, whilst Ice-cooling, to 6 ml of a solution of 300 mg of D,L-a-lipoic 
acid in anhydrous dimethylformamide and the mixture was stirred at room temperature for 1 hour and 30 minutes. At 
the end of this time, 0.24 ml of triethylamine and 536 mg of 2,3-O-dibenzylascorbic acid were added, whilst ice-cooling, 
to the reaction solution, and the mixture was stirred at room temperature for 1 hour, after which the reaction mixture 
ss was left to stand at room temperature for 2 days. The solvent was then removed from the reaction mixture by evaporation 
under reduced pressure. Water was added to the residue, and the mixture was extracted with ethyl acetate. The ex- 
traction solution was washed with a saturated aqueous solution of sodium chbride and dried over anhydrous sodium 
sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the 
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residue was subjected to silica gel column chromatography, using 1 : 3 and 1 : 1 by volume mixtures of ethyl acetate 
and hexane as the eluent. The residue was then subjected to reverse phase preparative silica gel column chromatog- 
raphy, using 11 : 9, 3 : 2 and 13 : 7 by volume mixtures of acetonitrile and water as eluent, and the acetonitrile was 
removed from the solution by evaporation under reduced pressure, after which the residue was extracted with ethyl 
acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 
anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced 
pressure, and the residue was dissolved in dioxane and then lyophillsed, to obtain 321 mg of the title compound as a 
yellow oil having an Rf value of 0.34 (silica gel thin layer chromatography; using a 1 : 2 by volume mixture of ethyl 
acetate and hexane as developing solvent). 

EXAMPLE 83 

5-n.2-Dithlolan-3-vlV1-nmidazol-1-vl)pentan«1'One 



0.86 g of N.N'-carbonyldiimidazole was added, whilst ice-cooling, to 20 ml of a solution of 1.00 g of D,L-a-lipoic 
acid in anhydrous dimethylformamide. and the mixture was stirred at room temperature for 1 hour At the end of this 
time, 311 mg of chloromethanesulphonamide and 104 mg of sodium hydride (as a 55% w/w dispersion in mineral oil) 
were added, whilst ice-cooling, to the reaction solution, and the mixture was stirred at room temperature for 1 hour 
The reaction mixture was then left to stand at room temperature overnight, after which the solvent was removed from 
the reaction mixture by evaporation under reduced pressure. Water was added to the residue and the mixture was 
neutralized by the addition of 2 N aqueous hydrochloric acid, after which it was extracted with ethyl acetate. The 
extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium 
sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the 
residue was subjected to silica gel column chromatography, using 2:1,4:1 and 1 : 0 by volume mixtures of ethyl 
acetate and hexane as the eluent. The residue was then subjected to reverse phase preparative silica gel column 
chromatography, using 2 : 3 and 1 : 1 by volume mixtures of acetonitrile and water as eluent, and the acetonitrile was 
removed from the solution by evaporation under reduced pressure, after which the residue was extracted with ethyl 
acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 
anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced 
pressure, and the residue was dissolved in dioxane and then lyophilised, to obtain 245 mg of the title compound as a 
pale yellow amorphous substance, melting at 37 to 39'*C. 



t-Butyl 4-r5'(1,2-dithlolan-3-vl)pentanoynplperazlne-1-carboxvlate (Compound No. 1-1131 t-butoxvcarbonvl 
derivative) 



The reaction was carried out as described in Example 43, but using 500 mg of D,L-a-lipoic acid, 1 0 ml of anhydrous 
dimethylformamide, 422 mg of N,N'-carbonyldiimidazole and 484 mg of N-t-butoxycarbonylpiperazine. The solvent 
was removed from the reaction mixture by evaporation under reduced pressure, and water was added to the residue, 




EXAIMPLE 84 




("Boc" is t-butoxycarbonyl) 
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after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution 
of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction 
solution by evaporation under reduced pressure, and the residue was subjected to silica gel column chromatography, 
using 2 : 1 and 1 ; 0 by volume mixtures of ethyl acetate and hexane as the eluent. The residue was dissolved in 
5 dioxane and then lyophllised, to obtain 520 mg of the title compound as a pale yellow amorphous substance, melting 
at70to7rc. 

EXAMPLE 85 

10 5-(1,2-Dlthlolan-3-vh-1-(piperazln-1-vhpentan-1-one hydrochloride (Compound No. 1-1131 hydrochloride) 



o 



IS 




3 ml of a 4 N solution of hydrogen chloride In ethyl acetate were added dropwise to 5 ml of a solution of 260 mg 
20 of t-butyl 4-[5-(1,2-dithiolan-3-yl)pentanoyl]piperazlne-1-carboxylate (prepared as described in Example 84) In ethyl 
acetate, and the mixture was stirred at room temperature for 3 hours. The crystals which precipitated were then collected 
by filtration, to obtain 217 mg of the title compound as a pale yellow powder, melting at 84 to 86'*C. 

EXAMPLE 86 

25 

Thiazolidine-S-carboxvlic acid r4-(1,2-dithiolan-3-vl)butynamlde (Compound No. 1-1260) 



30 




3S 

The reaction was carried out as described in Example 44, but using 500 mg of D,L-a-llpolc acid, 1 0 ml of anhydrous 
toluene, 0.36 ml of triethylamlne, 0.56 ml of diphenylphosphoryl azide and 0.20 ml of thiazolldine. The solvent was 
removed from the reaction mixture by evaporation under reduced pressure, and water was added to the residue, after 
which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of 
40 sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution 
by evaporation under reduced pressure, and the residue was subjected to silica get column chromatography using 2 : 
1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as the eluent. The solvent was removed from the eluate 
by evaporation under reduced pressure, and the residue was recrystallized from a 1 : 1 by volume mixture of ethyl 
acetate and hexane, to obtain 386 mg of the title compound as yellow crystals, melting at 76 to 77°C. 

4S 

EXAMPLE 87 

5-(1,2-Dithiolan-3-vl)pentanoic acid (1-methyl-2-nltroxyethyl)amide (Compound No. 1 — 2665 nitrate) 

so 

O CH3 

S— S H 

The reaction was carried out as described in Example 47, but using 300 mg of D.L-a-lipoic acid, 9 ml of anhydrous 
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dimethylformamide, 259 mg of N.N'-carbonyldiimidazole, 0.22 ml of trlethylamine and 251 mg of 1 -methyl-2-nit^ox- 
yethy lamine hydrochloride. The solvent was removed from the reaction mixture by evaporation under reduced pressure, 
and water was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 

5 was removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected to 
silica gel column chromatography, using 3 : 2 and 2 : 1 by volume mixtures of ethyl acetate and hexane as the eluent. 
The residue was then subjected to reverse phase preparative silica gel column chromatography using 3 : 7, 2 : 3 and 
7 : 3 by volume mixtures of acetonitrile and water as eluent, and the acetonitrile was removed from the solution by 
evaporation under reduced pressure, after which the residue was extracted with ethyl acetate. The extraction solution 

10 was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The 
ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue was 
dissolved in dioxane and then lyophilised, to obtain 11 9 mg of the title compound as a yellow oil having an Rf value of 
0.39 (silica gel thin layer chromatography; using a 2 : 1 by volume mixture of ethyl acetate and hexane as developing 
solvent). 

IS 

EXAMPLE 88 

1-r4-(1.2-Dithlolan-3-vnbutvn-3-(2-nitroxvethvnurea (Compound No. 1-2661 nitrate) 

20 

H H 




S— S O 

The reaction was carried out as described in Example 46, but using 500 mg of D,L-a-lipoic acid, 10 ml of anhydrous 
toluene, 0.72 ml of triethylamine, 0.56 ml of diphenylphosphoryl azide, 10 ml of anhydrous dimethylformamide and 342 

30 mg of 2-nitroxyethylamine hydrochloride. The solvent was removed from the reaction mixture by evaporation under 
reduced pressure, and water was added to the residue, after which it was extracted with ethyl acetate. The extraction 
solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. 
The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue 
was subjected to silica gel column chromatography, using 2 : 1 and 1 ; 0 by volume mixtures of ethyl acetate and 

35 hexane as the eluent. The solvent was removed from the eluate by evaporation under reduced pressure, and the 
residue was recrystallized from a 1 : 2 by volume mixture of ethyl acetate and hexane, to obtain 58 mg of the title 
compound as a pale yellow powder having an Rf value of 0.31 (silica gel thin layer chromatography; using a 2 : 1 by 
volume mixture of ethyl acetate and hexane as developing solvent). 

40 EXAMPLE 89 

3-(1 ,2-Dlthlolan-3-vl)proplonlc acid 




COOH 



S— S 



so 

1.3 ml of 2 N aqueous hydrochloric acid were added to a solution of 500 mg of 4,6-dithioxyhexanoic acid in 5 ml 
of a 1 N aqueous solution of sodium hydroxide. 5 drops of a 1 % w/v aqueous solution of ferric chloride were then added 
dropwise to the reaction solution, and the resulting mixture was stirred at room temperature for 1 hour while air was 
blown through the mixture. Water was then added to the reaction solution, which was then washed with ethyl acetate. 
ss The aqueous layer was neutralized by the addition of 2 N aqueous hydrochloric acid and then extracted with ethyl 
acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 
anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced 
pressure, and the residue was dissolved in dioxane and then lyophilised, to obtain 388 mg of the title compound as a 
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yellow oil having an Rt value of 0.59 (silica gel thin layer chromatography; using a 2 : 1 by volume mixture of ethyl 
acetate and hexane as developing solvent). 

EXAMPLE 90 

2-r5-(1,2-Dlthiolan-3-ynpentanoylamlno1acetamlde (Compound No, 1-46 amide) 



O 




The reaction was carried out as described in Example 47, but using 500 mg of D,L-a-lipoic acid, 1 0 ml of anhydrous 
dimethylformamide, 422 mg of N,N'-carbonyldiimldazole, 0.36 ml of triethylamine and 265 mg of glycinamide hydro- 
chloride. The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was 
added to the residue, atterwhich it was extracted with ethyl acetate. Theextraction solution was washed with a saturated 
aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from 
the extraction solution by evaporation under reduced pressure, and the crystals which precipitated were collected by 
filtration, to obtain 330 mg of the title compound as yellow crystals, melting at 105 to 108**C. 

EXAMPLE 91 

2-i3-r4-(1,2-Dithiolan-3'vnbutvnureidolacetamlde (Compound No. 1-738 amide) 




The reaction was carried out as described in Example 46, but using 500 mg of D,L-a-lipoic acid, 1 0 ml of anhydrous 
toluene, 0.56 ml of triethylamine, 0.72 ml of diphenylphosphoryl azide, 1 0 ml of anhydrous dimethylformamide and 265 
mg of glycinamide hydrochloride. The solvent was removed from the reaction mixture by evaporation under reduced 
pressure, and water was added to the residue, after which it was extracted with ethyl acetate. The extraction solution 
was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The 
ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue was 
recrystallized from ethyl acetate, to obtain 149 mg of the title compound as a yellow powder, melting at 141 to 143<*C. 

EXAMPLE 92 

1-(lndolln-1-vl)-5-(1,2-dlthiolan-3-vl)pentan-1-one (Compound No. 1-2674) 



o 




The reaction was carried out as described in Example 43, but using 1 .00 g of D,L-a-lipoic acid, 30 ml of anhydrous 
dimethylformamide, 0.86 g of N,N'-carbonyldiimidazole, 0.73 ml of triethylamine and 1.13 g of methyl indoline-2-car- 
boxylate hydrochloride. The solvent was removed from the reaction mixture by evaporation under reduced pressure, 
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and water was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 
was removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected to 
silica gel column chromatography, using 1 : 4 and 1 : 2 by volume mixtures of ethyl acetate and hexane as the eluent. 

5 The residue was then subjected to reverse phase preparative silica gel column chromatography, using a 3 : 2 by volume 
mixture of acetonitrlle and water as eluent, and the acetonitrile was removed from the solution by evaporation under 
reduced pressure, after which the residue was extracted with ethyl acetate. The extraction solution was washed with 
a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was 
removed from the extraction solution by evaporation under reduced pressure, and the residue was dissolved in dioxane 

10 and then lyophilised, to obtain 0.84 g of the title compound as a pale yellow powder, melting at 65 to 66^C. 

EXAMPLE 93 

Methyl 1-r4-(1,2-dlthlolan-3-vhbutvlcarbamovnindollne-2-carboxvlate (Compound No. 1-2676 methyl eater) 

15 



20 




25 

The reaction was carried out as described in Example 44, but using 1 .00 g of D,L-a-lipoic acid, 25 ml of anhydrous 
toluene, 0.73 ml of triethylamine, 1 . 1 4 ml of diphenylphosphoryl azide and 0.94 g of methyl indoline-2-carboxylate. The 
reaction solution was washed with water, and the toluene layer was separated and washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate. The toluene was removed from the extraction 
30 solution by evaporation under reduced pressure, and the residue was subjected to silica gel column chromatography 
using 1:2,1:1 and 2 : 1 by volume mixtures of ethyl acetate and hexane as the eluent. The solvent was removed 
from the eluate by evaporation under reduced pressure, and the residue was recrystalllzed from ethyl acetate, to obtain 
485 mg of the title compound as yellow crystals, melting at 86 to 89°C. 

35 EXAMPLE 94 

1-r4«(1.2-Dithiolan-3-ynbutyicarbamovnindollne-2-carboxvlic acid (Compound No, 1-2676) 



COOH 



45 




SO The reaction was carried out as described in Example 48, but using 200 mg of methyl 1-[4-(1,2-dithiolan-3-yl) 

butylcarbamoyl]indoline-2-carboxylate (prepared as described in Example 93), 4 ml of methanol, 2 ml of tetrahydrofuran 
and 1,0 mi of a 1 N aqueous solution of sodium hydroxide. The solvent was removed from the reaction mixture by 
evaporation under reduced pressure, and water was added to the residue. The mixture was neutralized by the addition 
of 2 N aqueous hydrochloric acid and extracted with ethyl acetate. The extraction solution was washed with a saturated 

55 aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from 
the extraction solution by evaporation under reduced pressure, and the residue was dissolved In dioxane and then 
lyophilised, to obtain 98 mg of the title compound as a pale yellow amorphous substance having an Rf value of 0.12 
(silica gel thin layer chromatography, using a 2 : 1 by volume mixture of ethyl acetate and hexane as developing solvent). 
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EXAMPLE 95 



Methyl 3-r3'f 1 .2-dlthlolan-3-vl)proplonvlamlnolproplonate 



O 




.COOCH3 



5 ml of anhydrous tetrahydrof uran were added to 6 ml of a mixture of 2.5 mmol of 3-(1 ,2-dithiolan-3-yl)proplonlc 

acid in a mixture of ethyi acetate and dimethylformamide. 0.6 ml of triethylamine, 349 mg of p-alanlne methyl ester 
hydrochloride and 0.38 ml of diethyl cyanophosphate were added to the reaction solution, whilst Ice-cooling, and the 
resulting mixture was stirred, whilst ice-cooling for 1 hour. At the end of this time, the reaction mixture was stirred at 
room temperature for 30 minutes, and then the solvent was removed from the reaction mixture by evaporation under 
reduced pressure. Water was added to the residue, and the mixture was extracted with ethyl acetate. The extraction 
solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. 
The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue 
was subjected to silica gel column chromatography, using 2:1,3:1 and 1 : 0 by volume mixtures of ethyt acetate and 
hexane as the eluent. The residue was then subjected to reverse phase preparative silica gel column chromatography 
using a 2 : 3 by volume mixture of acetonitrile and water as eluent, and the acetonitrile was removed from the solution 
by evaporation under reduced pressure, after which the residue was extracted with ethyl acetate. The extraction solution 
was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The 
ethyt acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue was 
dissolved in dioxane and then lyophilised, to obtain 229 mg of the title compound as a yellow oil having an Rf value of 
0.24 (silica gel thin layer chromatography; using a 3 : 1 by volume mixture of ethyl acetate and hexane as developing 
solvent). 

EXAMPLE 96 

1,2-Dlthlolane-4-carboxvllc acid 



40 ml of 5 N aqueous hydrochloric acid were added to 20 ml of a solution of 3.60 g of methyl (1 ,3-diacetylthio) 
propyl-2-carboxylate in methanol, and the mixture was heated under reflux for 5 hours and 30 minutes. At the end of 
this time, the reaction mixture was left to stand at room temperature overnight, and then the solvent was removed from 
the reaction mixture by evaporation under reduced pressure. Water was added to the residue, and the mixture was 
extracted with ethyl acetate. The extraction solution was washed with a dilute aqueous solution of sodium hydrogen- 
carbonate, and then with a saturated aqueous solution of sodium chloride, after which it was dried over anhydrous 
sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, 
and 150 ml of a saturated aqueous solution of sodium hydrogencarbonate and a catalytic amount of ferric chloride 6 
hydrate were added to the residue, and then the mixture was stirred at room temperature for 8 hours. The reaction 
mixture was then left to stand at room temperature overnight, after which the solvent was removed from the reaction 
mixture by evaporation under reduced pressure. Water was added to the residue, and the resulting mixture was washed 
with ethyl acetate. The pH of the aqueous layer was adjusted to a value of 2 by the addition of aqueous hydrochloric 
acid, and the mixture was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the ex- 
traction solution by evaporation under reduced pressure, and the residue was dissolved in dioxane and then lyophilised, 
to obtain 0.25 g of the title compound as yellow crystals having an Rf value of 0.56 (silica gel thin layer chromatography; 
using a 5 : 1 by volume mixture of ethyl acetate and methanol as developing solvent). 




COOH 
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EXAMPLE 97 

Methyl 1 ,2-dfthiolan-4-vlcarbonvlamlnoacetate 




5 ml of anhydrous tetrahydrof uran, 1 .01 ml of triethylamlne and 398 mg of glycine methyl ester hydrochloride were 
added to 5 ml of a solution of 3.3 mmol of 1,2-dithiolane-4-carboxylic acid (prepared as described in Example 96) in 

15 anhydrous dimethylformamide, and 0.55 ml of diethyl cyanophosphate was then added to the resulting mixture, whilst 
ice-cooling, after which the mixture was stirred at room temperature for 5 hours. At the end of this time, the reaction 
mixture was left to stand, at room temperature overnight, after which the solvent was removed from the reaction mixture 
by evaporation under reduced pressure. Water was added to the residue, and the mixture was extracted with ethyl 
acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 

20 anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced 
pressure, and the residue was subjected to silica gel column chromatography using a 2 : 1 by volume mixture of ethyl 
acetate and hexane as the eluent. The solvent was then removed from the eluate solution by evaporation under reduced 
pressure, and the residue was recrystallized from a 1 : 2 by volume mixture of ethyl acetate and hexane, to obtain 54 
mg of the title compound as pale yellow crystals, melting at 73 to 75*^0. 

25 

EXAMPLE 98 

Methyl 3-(1 ,2-dlthlolan-4-vlcarbonvl)amlnoproplonate 

30 



o 



35 




The reaction was carried out as described in Example 97, but using 5 ml of a solution of 3.3 mmol of 1 ,2-dithiolane- 
4-carboxylic acid (prepared as described in Example 96) in anhydrous dimethylformamide, 5 ml of anhydrous tetrahy- 

40 drofuran, 1.01 ml of triethylamlne, 502 mg of p-alanine methyl ester hydrochloride and 0.55 ml of diethyl cyanophos- 
phate. The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was 
added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated 
aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from 
the extraction solution by evaporation under reduced pressure, and the residue was subjected to silica gel column 

45 chromatography, using a 2 : 1 by volume mixture of ethyl acetate and hexane as the eluent. The solvent was removed 
from the eluate solution by evaporation under reduced pressure, and the residue was recrystallized from a 2 : 1 by 
volume mixture of ethyl acetate and hexane, to obtain 73 mg of the title compound as pale yellow crystals having an 
Rf value of 0.41 (silica gel thin layer chromatography; using a 2 : 1 by volume mixture of ethyl acetate and hexane as 
developing solvent). 

50 



55 



395 



EP 0 869 126 A1 



EXAMPLE 99 



C-Chloro-N-r5-(1.2-dlthiolan-3-vl)pentvnmethane8ulphonamlde rCompound No. 1-2473^ 



O 




CI 



The reaction was carried out as described in Exannple 60, but using 3 ml of a solution of 1 .6 mmol of 2-{5-(1 ,2-dithi- 
olan-3-yl)pentyl]isoindorme-1,3-dione (prepared as described In Exannple 58) In toluene, 2 ml of methanol, 2 ml of 
butylamine. 5 ml of anhydrous tetrahydrofuran, 0.33 ml of triethytamine and 0.21 ml of chloromethanesulphonyl chlo- 
ride. The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was added 
to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated 
aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from 
the extraction solution by evaporation under reduced pressure, and the residue was subjected to silica gel column 
chromatography, using 2 : 5 and 2 : 3 by volume mixtures of ethyl acetate and hexane as the eluent. The ethyl acetate 
was removed from the eluate solution by evaporation under reduced pressure, and the residue was dissolved in dioxane 
and then lyophilised, to obtain 42 mg of the title compound as a brown oil having an Rf value of 0.29 (silica gel thin 
layer chromatography; using a 2 : 5 by volume mixture of ethyl acetate and hexane as developing solvent). 

EXAMPLE 100 

N-r5-(1,2-Dithiolan-3-vnpentvnbenzamide (Compound No. 1-1923) 



2 ml of methanol and 2 ml of butylamine were added to 3 ml of a solution of 1 .6 mmol of 2-[5-(1 ,2-dithiolan-3-yl) 
pentyt]lsoindoline-1,3-dlone (prepared as described in Example 58) in toluene, and the mixture was stirred at room 
temperature for 1 hour The reaction mixture was then left to stand at room temperature for 2 days, after which the 
solvent was removed from the reaction mixture by evaporation under reduced pressure. V\fater was added to the res- 
idue, and the mixture was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the ex- 
traction solution by evaporation under reduced pressure, and 5 ml of anhydrous tetrahydrofuran, 0.33 ml of triethylamlne 
and 0.28 ml of benzoyl chloride were added to the residue. The mixture was then stirred at room temperature for 6 
hours. At the end of this time, the solvent was removed from the reaction mixture by evaporation under reduced pres- 
sure, and water was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was 
washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl 
acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue was sub- 
jected to silica gel column chromatography, using 1 : 8, 1 : 4 and 1 : 2 by volume mixtures of ethyl acetate and hexane 
as the eluent. The residue was then subjected to reverse phase preparative silica gel column chromatography using 
2 : 3 and 1 : 1 by volume mixtures of acetonitrile and water as eluent, and the acetonitrile was removed from the solution 
by evaporation under reduced pressure, after which the residue was extracted with ethyl acetate. The extraction solution 
was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The 
ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue was 
dissolved in dioxane and then lyophilised, to obtain 56 mg of the title compound as a yellow amorphous substance, 
melting at 58 to 59°C. 



O 
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EXAMPLE 101 



N-r5-f1,2-Dlthlolan-3-vnDentvnnlcotlnamlde (Compound No. 1-1991) 



O 




N 



The reaction was carried out as described in Example 1 00. but using 3 ml of a solution of 1 .6 mmol of 2-[5-(1 ,2-dithi- 
olan-3-yl)pentyl]isoindoline-1,3-dione (prepared as described in Example 58) in toluene, 2 ml of methanol, 2 ml of 
butylamine, 5 ml of anhydrous tetrahydrof uran, 0.33 ml of triethylamine and 427 mg of nicotinoyi chloride hydrochloride. 
The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was added to 
the residue, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aque- 
ous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the 
extraction solution by evaporation under reduced pressure, and the residue was subjected to silica gel column chro- 
matography, using 3 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane and a 20 : 1 by volume mixture of 
ethyl acetate and methanol as the eluent. The solvent was removed from the eluate by evaporation under reduced 
pressure, and the residue was dissolved in dioxane and then lyophilised, to obtain 156 mg of the title compound as a 
yellow amorphous substance, melting at 41 to 44^*0. 

EXAMPLE 102 

N-Butvl-N'-r5-(1,2-dithlolan-3-vl)pentvnphthalamide (Compound No. 1-1936 N-butvlamide) 



(a) 4 ml of methanol and 4 ml of butylamine were added to 6 ml of a solution of 3.0 mmol of 2-[5-(1 ,2-dithiolan- 
3-yl)pentyl]isoindoline-1 ,3-dione (prepared as described in Example 58) in toluene, and the mixture was stirred at 
room temperature for 1 hour. The reaction mixture was then left to stand at room temperature overnight, after 
which the solvent was removed from the reaction mixture by evaporation under reduced pressure. Water was 
added to the residue, and the mixture was extracted with ethyl acetate. The extraction solution was washed with 
a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate, and then the ethyl 
acetate was removed from the extraction solution by evaporation under reduced pressure, to give a residue. 

(b) 584 mg of N, N'-carbonyldiimidazole were added to 5 ml of a solution of 770 mg of N-t-butoxycarbonylthiazolidine 
in anhydrous dimethylformamide, and the mixture was stirred at room temperature for 3 hours. A solution of the 
residue prepared as described in step (a) above in 3 ml of anhydrous dimethylformamide was then added to the 
reaction mixture, whilst ice-cooling, and the resulting mixture was stirred at room temperature for 5 hours and 30 
minutes. The solvent was then removed from the reaction mixture by evaporation under reduced pressure, and 
water was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 
was removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected 
to reverse phase preparative silica gel column chromatography, using a 1 : 1 by volume mixture of acetonitrile and 
water as eluent. The acetonitrile was removed from the solution by evaporation under reduced pressure, and the 
precipitated insolubles were collected by filtration, to obtain 1 1 8 mg of the title compound as a white powder having 
an Rf value of 0.44 (silica gel thin layer chromatography; using a 1 : 1 by volume mixture of ethyl acetate and 
hexane as developing solvent). 



o o 




397 



EP 0 869 126 A1 

EXAMPLE 103 

N-r4-M,2-Dlthlolan-3-vnbutvn-N'-(2-hvdroxv-1-methvlethvllurea (Compound No. 1-2667) 

5 



H H 



10 




The reaction was carried out as described in Example 46, but using 1 .00 g of D, L-oc-lipoic acid, 25 ml of anhydrous 
IS toluene, 0.74 ml of triethylamine, 1.15 ml of diphenylphosphoryl azide and 0.39 ml of _D,L-alaninol. The solvent was 
removed from the reaction mixture by evaporation under reduced pressure, and water was added to the residue, after 
which It was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of 
sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution 
by evaporation under reduced pressure, and the residue was subjected to silica gel column chromatography using 
20 40 : 1 and 20 : 1 by volume mixtures of ethyl acetate and ethanol as the eluent. The solvent was removed from the 
eluate by evaporation under reduced pressure, and the residue was recrystallized from methanol to obtain 0.63 g of 
the title compound as yellow crystals, melting at 87 to 89"C. 

EXAMPLE 104 

25 

6-n,2-Dithiolan-3-vnhexanoic acid (Compound No, 1-1467) 




COOH 



S— S 

30 ml of water and 60 ml of aqueous hydrochloric acid were added to 7.16 g of 6-(2-oxo-1 ,3-dithian-4-yl)hexanen- 
35 itrile, and the mixture was heated under reflux for 5 hours. The reaction mixture was then left to stand at room temper- 
ature overnight, after which it was heated under reflux for 2 hours and 30 minutes. The solvent was then removed from 
the reaction mixture by evaporation under reduced pressure, and water was added to the residue, which was then 
extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride 
and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation 
40 under reduced pressure, and 1 50 ml of a 1 N aqueous solution of sodium hydroxide, 40 ml of 2 N aqueous hydrochloric 
acid and 10 drops of a 1% w/v aqueous solution of ferric chloride were added to the residue. The mixture was then 
stirred at room temperature for 2 hours and 30 minutes while air was blown through it. The solvent was removed from 
the reaction mixture by evaporation under reduced pressure, and water was added to the residue, after which it was 
washed with ethyl acetate. The aqueous layer was neutralized by the addition of 2 N aqueous hydrochloric acid, and 
^ ethyl acetate was added to the solution. The aqueous layer (a) and ethyl acetate layer were then separated from the 
mixture. 

The ethyl acetate layer was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous 
sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, 
and the residue was subjected to silica gel column chromatography, using a 1 : 1 by volume mixture of ethyl acetate 

so and hexane as the eluent. The solvent was removed from the eluate by evaporation under reduced pressure, and the 
residue was dissolved in 40 ml of toluene. 

The ethyl acetate was evaporated from the ethyl acetate layer liberated from the above aqueous layer (a), and 90 
ml of a 1 N aqueous solution of sodium hydroxide, 17 ml of 2 N aqueous hydrochloric acid and 5 drops of a 1% wA^ 
aqueous solution of ferric chloride were added to the residue, and then the mixture was stirred at room temperature 

ss for 1 hour while air was blown through the mixture. The reaction mixture was left to stand at room temperature overnight, 
and the solvent was removed from the reaction mixture by evaporation under reduced pressure. Water was added to 
the residue, and the mixture was washed with ethyl acetate. The aqueous layer was neutralized by the addition of 2 
N aqueous hydrochloric acid and extracted with ethyl acetate. The extraction solution was washed with a saturated 
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aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The extraction solution was combined 
with the above-mentioned toluene solution, and the solvent was removed from the solution by evaporation under re- 
duced pressure. The residue was subjected to reverse phase preparative silica gel column chromatography using 2 : 
3, 1 : 1 and 3 : 2 by volume mixtures of acetonitrile and water as eluent, and acetonitrile was removed from the solution 
by evaporation under reduced pressure, after which the residue was extracted with ethyl acetate. The extraction solution 
was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The 
ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue was 
dissolved in 50 ml of toluene. The toluene was evaporated from 2 ml of the resulting toluene solution, and the residue 
was dissolved in dioxane and then lyophllised, to obtain 69 mg of the title compound as a yellow oil having an Rf value 
of 0.39 (silica gel thin layer chromatography; using a 1 : 1 by volume mixture of ethyl acetate and hexane as developing 
solvent). 

EXAMPLE 105 

Methyl 6-(1,2-dith[olan-3-vl)hexanov[aminoacetate (Compound No. 1-1347^ 



The reaction was carried out as described in Example 47, but using 5 ml of a solution of 1 .6 mmol of 6-(1 ,2-dithiolan- 
3-yl)hexanoic acid (prepared as described in Example 104) in toluene, 7 ml of anhydrous dimethylformamide, 373 mg 
of N, N"-carbonyldiimidazole, 0.25 ml of triethylamine and 199 mg of glycine methyl ester hydrochloride. The solvent 
was removed from the reaction mixture by evaporation under reduced pressure, and water was added to the residue, 
after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution 
of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction 
solution by evaporation under reduced pressure, and the residue was subjected to silica get column chromatography 
using 2 : 1 and 3 : 1 by volume mixtures of ethyl acetate and hexane as the eluent. The residue was then subjected 
to reverse phase preparative silica gel column chromatography, using 2 : 3 and 1 : 1 by volume mixtures of acetonitrile 
and water as eluent, and the acetonitrile was removed from the solution by evaporation under reduced pressure, after 
which the residue was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the ex- 
traction solution by evaporation under reduced pressure, and the residue was dissolved in dioxane and then lyophllised, 
to obtain 61 mg of the title compound as a pale yellow amorphous substance having an Rf value of 0.28 (silica gel thin 
layer chromatography; using a 2 : 1 by volume mixture of ethyl acetate and hexane as developing solvent). 

EXAMPLE 106 

Methyl 2(SHN-r5'M,2-dithioian-3-vl)pentanoylVN-methylamlnolproplonate (Compound No, 1-1224) 



The reaction was carried out as described In Example 47, but using 500 mg of D,L-a-lipoic acid, 1 3 ml of anhydrous 
dimethylformamide, 422 mg of N,N'-carbonyldiimidazole, 0.36 ml of triethylamine and 399 mg of N-methyl-L-alanine 
methyl ester hydrochloride. The solvent was removed from the reaction mixture by evaporation under reduced pressure, 
and water was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 
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was removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected to 
silica gel column chromatography, using 3 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as the eluent. 
The solvent was evaporated from the eluate, and the residue was dissolved in dioxane and then lyophilised, to obtain 
374 mg of the title compound as a yellow oil having an Rf value of 0.29 (silica gel thin layer chromatography: using 
5 ethyl acetate as developing solvent). 

EXAMPLE 107 

N-r6-(1«2"Dithiolan-3'vnhexanovnmethane8ulphonamlde (Compound No. 1-1796) 

10 



H 0 



IS 




6 ml of anhydrous dimethylformamide and 276 mg of N,N'-carbonyldiimidazole were added to 10 ml of a solution 
20 of 1 .5 mmol of 6-(1 ,2-dithlolan-3-yl)hexanoic acid (prepared as described in Example 1 04) in toluene, and the mixture 
was stirred at room temperature for 4 hours and 30 minutes. 162 mg of methanesulphonamide and 74 mg of sodium 
hydride (as a 55% w/w dispersion in mineral oil) were then added to the reaction solution, and the mixture was stirred 
at room temperature for 1 hour The reaction mixture was then left to stand at room temperature overnight, and the 
solvent was removed from the reaction mixture by evaporation under reduced pressure. Water was added to the res- 
2S idue, and the mixture was washed with ethyl acetate and neutralized by the addition of 2 N aqueous hydrochloric acid, 
after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution 
of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction 
solution by evaporation under reduced pressure, and the residue was subjected to silica gel column chromatography, 
using a 2 : 1 by volume mixture of ethyl acetate and hexane as the eluent). The solvent was evaporated from the eluate, 
30 and the residue was again subjected to silica gel column chromatography, using 2 : 3 and 3 : 2 by volume mixtures of 
ethyl acetate and hexane as the eluent. The solvent was removed from the eluate by evaporation under reduced 
pressure, and the residue was dissolved In dioxane and then lyophilised, to obtain 98 mg of the title compound as a 
yellow oil having an Rf value of 0.37 (silica gel thin layer chromatography; using a 3 : 2 by volume mixture of ethyl 
acetate and hexane as developing solvent). 

35 

EXAMPLE 108 

Methvl 3-[5-(1,2-dithiotan-3-vnpentvnureidoacetate (Compound No. 1-2039> 

40 



o 



4$ 




The reaction was carried out as described in Example 46, but using 10 ml of a solution of 1.5 mmol of 6-(1,2-dithi- 
olan-3-yl)hexanoic acid (prepared as described in Example 104) in toluene, 6 ml of anhydrous toluene, 0.42 ml of 

so triethylamine, 0.39 ml of diphenylphosphoryl azide, 6 ml of anhydrous dimethylformamide and 254 mg of glycine methyl 
ester hydrochloride. The solvent was removed from the reaction mixture by evaporation under reduced pressure, and 
water was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 
was removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected to 

55 silica gel column chromatography, using 1 : 4 and 3 : 2 by volume mixtures of ethyl acetate and hexane as the eluent. 
The solvent was removed from the eluate by evaporation under reduced pressure, and the residue was dissolved in 
dioxane and then lyophilised, to obtain 1 6 mg of the title compound as yellow crystals having an Rf value of 0.62 (silica 
gel thin layer chromatography; using a 2 : 3 by volume mixture of ethyl acetate and hexane as developing solvent). 
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EXAMPLE 109 

Ethyl 3-r4-(1.2-dlthlolan-3-v»butvn-1-methvlureldoaeetatef Compound No. 1-^«thvl cater) 



I I 
N N 

T 



H CH, 

I I J 




COOC2H5 



s— s 



The reaction was carried out as described in Exannple 46. but using 500 mg of D,L-a-lipoic acid, 1 0 ml of anhydrous 
toluene, 0.73 ml of triethylamine, 0.56 ml of diphenylphosphoryl azide, 10 ml of anhydrous tetrahydrofuran and 399 
mg of sarcosine ethyl ester hydrochloride. The solvent was removed from the reaction mixture by evaporation under 
reduced pressure, and water was added to the residue, after which it was extracted with ethyl acetate. The extraction 
solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. 
The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the residue 
was subjected to silica gel column chromatography, using 2 : 1 and 1 : 0 by volume mixtures of ethyl acetate and 
hexane as the eluent. The residue was then subjected to reverse phase preparative silica gel column chromatography, 
using 7 : 1 3, 2 : 3 and 1 : 1 by volume mixtures of acetonitrile and water as eluent, and acetonitrile was removed from 
the solution by evaporation under reduced pressure, after which the residue was extracted with ethyl acetate. The 
extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium 
sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, and the 
residue was dissolved in dioxane and then lyophillsed, to obtain 1 94 mg of the title compound as a pale yellow amor- 
phous substance having an Rf value of 0.43 (silica gel thin layer chromatography, using ethyl acetate as developing 
solvent). 

EXAMPLE 110 

3-r4-(1,2-Dithiolan-3-vnbutvlM,5(S)-dimethvlimidazolidine-2,4-dione (Compound No. 1-2682) 



The reaction was carried out as described in Example 46, but using 500 mg of D,L-a-lipoic acid, 1 0 ml of anhydrous 
toluene. 0.73 ml of triethylamine, 0.56 ml of diphenylphosphoryl azide, 5 ml of anhydrous tetrahydrofuran, 5 ml of 
anhydrous dimethylformamide and 399 mg of N-methyl-L-alanine methyl ester hydrochloride. The solvent was removed 
from the reaction mixture by evaporation under reduced pressure, and water was added to the residue, after which it 
was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium 
chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by 
evaporation under reduced pressure, and the residue was subjected to silica gel column chromatography, using 3 : 2 
and 1 : 1 by volume mixtures of ethyl acetate and hexane as the eluent. The residue was then subjected to reverse 
phase preparative silica gel column chromatography, using 2 : 3 and 1 : 1 by volume mixtures of acetonitrile and water 
as eluent, and the acetonitrile was removed from the solution by evaporation under reduced pressure, after which the 
residue was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of 
sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution 
by evaporation under reduced pressure, and the residue was dissolved in dioxane and then lyophilised, to obtain 283 
mg of the title compound as a yellow oil having an Rf value of 0.29 (silica gel thin layer chromatography, using a 3 : 2 
by volume mixture of ethyl acetate and hexane as developing solvent). 
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EXAMPLE 111 

Methyl 4-l3-r4-(1.2-dlthlolan-3-vhbutvn-1-methvlureldolbutanoate f Compound No. 1-2670methvl ester) 

5 




s— s o 

The reaction was carried out as described in Example 46, but using 500 mg of D,L-a-lipoic acid, 1 0 ml of anhydrous 
toluene, 0.73 ml of triethylamine, 0.56 ml of diphenylphosphoryl azide, 5 ml of anhydrous dimethylformamide and 477 

IS mg of methyl 4-(methylamino)butanoate hydrochloride. The solvent was removed from the reaction mixture by evap- 
oration under reduced pressure, and water was added to the residue, after which it was extracted with ethyl acetate. 
The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over anhydrous 
sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced pressure, 
and the residue was subjected to silica gel column chromatography, using 1 : 0 and 20 : 1 by volume mixtures of ethyl 

20 acetate and methanol as the eluent. The solvent was removed from the eluate by evaporation under reduced pressure, 
and the residue was dissolved in dioxane and then lyophilised, to obtain 589 mg of the title compound as a pale yellow 
amorphous substance having an Rf value of 0.47 (silica gel thin layer chromatography, using a 20 : 1 by volume mixture 
of ethyl acetate and methanol as the developing solvent). 

25 EXAMPLE 112 

N-r6-(1,2-Plthiolan-3-vnhexanovn8uiphamide (Compound No, 1-1839) 




S— S O 

3S 

The reaction was carried out as described in Example 107, but using 5 ml of a solution of 1.6 mmol of 6-(1 ,2-dithi- 
olan-3-yl)hexanoic acid (prepared as described in Example 104) In toluene, 7 ml of anhydrous dimethylformamide, 
308 mg of N,N'-carbonyldiimidazoIe, 365 mg of sulphamide and 83 mg of sodium hydride (as a 55% wAw dispersion 

40 in mineral oil). The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water 
was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed with a 
saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was 
removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected to silica 
gel column chromatography, using 3 : 2 and 2 : 1 by volume mixtures of ethyl acetate and hexane as the eluent. The 

4S solvent was removed from the eluate by evaporation under reduced pressure, and the residue was recrystallized from 
a 1 : 2 by volume mixture of ethyl acetate and hexane, to obtain 92 mg of the title compound as pale yellow crystals, 
melting at 130 to 132"C. 



so 
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EXAMPLE 113 

N-|3-r4-(1,2-Dlthlolan-3-vhbutvnureldoacetvllmethanesulphonamide f Compound No, 1-2643) 




^ O 

TN^ Jl, II 
^^^^N— S— CHq 



10 S— S 0 HO 

The reaction was carried out as described in Example 73. but using 201 mg of methyl 3-{4-(1 ,2-dithiolan-3-yl)butyl] 
ureidoacetate (prepared as described in Example 46). 4 ml of anhydrous dimethylformamide, 129 mg of N,N*-carbo- 

^5 nyldiimidazole, 76 mg of methanesulphonamide and 35 mg of sodium hydride (as a 55% w/w dispersion in mineral 
oil). The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was added 
to the residue. The mixture was neutralized by the addition of 2 N aqueous hydrochloric acid, after which it was extracted 
with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried 
over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under 

20 reduced pressure, and the residue was recrystallized from methanol, to obtain 150 mg of the title compound as white 
crystals, melting at 157 to 158'C. 

EXAMPLE 114 

25 N-l3-r4-(1,2-Dlthiolan-3-vnbutvnureldoacetvl)sulphamlde (Compound No. 1-2647) 




35 The reaction was carried out as described in Example 73, but using 0.20 g of 3-[4-(1.2-dithiolan-3-yl)butyl]urei- 

doacetic acid (prepared as described in Example 48), 4 ml of anhydrous dimethylformamide, 0.13 g of N,N*-carbonyl- 
diimidazole, 0.15 g of sulphamide and 0.04 g of sodium hydride (as a 55% w/w dispersion in mineral oil). The solvent 
was removed from the reaction mixture by evaporation under reduced pressure, and water was added to the residue. 
The mixture was neutralized by the addition of 2 N aqueous hydrochloric acid, after which it was extracted with ethyl 

40 acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried over 
anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under reduced 
pressure, and the residue was recrystallized from a mixture of methanol and ethyl acetate, to obtain 76 mg of the title 
compound as yellow crystals, melting at 143 to 145'*C. 

45 EXAMPLE 115 

N-(2(R>-f3-r4-(1,2-Dlthiolan-3-yl)butvnureidoTpropionv»3ulphamide (Compound No. 1-2655) 



H H O 

I I II o 

O CH3 H O 

The reaction was carried out as described in Example 73, but using 0.21 g of 2(R)-{3-[4-(1 ,2-dithiolan-3-yl)butyll 
ureido}propionic acid (prepared as described in Example 71), 5 ml of anhydrous dimethylformamide, 0.13 g of N,N*- 
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carbonyldiimidazole, 0.15 g of sulphamide and 0.04 g of sodium hydride (as a 55% w/w dispersion In mineral oil). Tlie 
solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was added to the 
residue. The mixture was neutralized by the addition of 2 N aqueous hydrochloric acid, after which it was extracted 
with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried 
5 over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under 
reduced pressure, and the residue was recrystaltlzed from ethyl acetate, to obtain 114 mg of the title compound as a 
pale yellow powder, melting at 1 56 to 1 57° C. 

EXAMPLE 116 

10 

N-(2(S)-f3-r4-<1,2-Dlthlolan-3-vl)butvnureldolproplonvl)methanesulphonamlde (Compound No. 1-2665) 



IS 




20 

The reaction was carried out as described In Example 73, but using 0.13 g of 2(S)-{3-[4-(1.2-dlthlolan-3-yl)butyl] 
ureido}propionic acid (prepared as described In Example 52), 4 ml of anhydrous dimethylformamide. 0.08 g of N,N'- 
carbonyldiimidazole, 0.05 g of methanesulphonamide and 0.02 g of sodium hydride (as a 55% w/w dispersion in mineral 
oil). The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was added 
2S to the residue. The mixture was neutralized by the addition of 2 N aqueous hydrochloric acid, after which it was extracted 
with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride and dried 
over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation under 
reduced pressure, and the residue was recrystallized from ethyl acetate, to obtain 80 mg of the title compound as a 
white powder, melting at 142 to 147**C. 

30 

EXAMPLE 117 

4-f3-r4-n,2-Dith<olan-3-vl)butvnureido)butanoic acid rCompound No. 1-1276) 

3S 



40 




COOH 



The reaction was carried out as described in Example 48, but using 0.65 g of methyl 4-{3-[4-(1,2-dithiolan-3-yl) 
buty l]ureido}butanoate (prepared as described in Example 75), 1 3 ml of methanol and 7. 1 0 ml of a 1 N aqueous solution 

4S of sodium hydroxide. The solvent was removed from the reaction mixture by evaporation under reduced pressure, and 
water was added to the residue. The mixture was neutralized by the addition of 2 N aqueous hydrochloric acid, after 
which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of 
sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution 
by evaporation under reduced pressure, and the residue was recrystallized from ethyl acetate, to obtain 0.46 g of the 

so title compound as a pale yellow powder, melting at 94 to 99"C. 



55 
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EXAMPLE 118 

Methvi 5-r5-n,2<llthiolan-3-vltoentanov1amlnolpentanoate (Compound No. 1-2657 methyl ester) 

s 



10 




The reaction was carried out as described in Exannple 47. but using 1 .00 g of D,L-a-lipoic acid, 40 ml of anhydrous 
dimethylformamide, 0.86 g of N,N'-carbonyldiinnidazole, 0.74 nnl of triethylamine and 0.89 g of methyl 5-aminopen- 
tanoate hydrochloride. The solvent was removed from the reaction mixture by evaporation under reduced pressure, 

15 and water was added to the residue, after which It was extracted with ethyl acetate. The extraction solution was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 
was removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected to 
silica gel column chromatography, using 2 : 1 and 1 : 0 by volume mixtures of ethyl acetate and hexane as the eluent. 
It was then recrystailized from ethyl acetate, to obtain 1 .10 g of the title compound as pale yellow crystals, melting at 

20 60 to ea'^c. 

EXAMPLE 119 

Methvl 5-|3-r4-(1,2-dlthlolan-3-vl)butvnureldolpentanoate (Compound No. 1-2659 methyl ester) 

25 



H H 



30 




The reaction was carried out as described in Example 46, but using 1 .00 g of p,L-a-lipoic acid, 20 ml of anhydrous 
35 toluene. 1 .48 ml of triethylamine. 1 .15 ml of diphenylphosphoryl azide and 0.81 g of methyl 5-aminopentanoate hydro- 
chloride. The solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was 
added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated 
aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from 
the extraction solution by evaporation under reduced pressure, and the residue was subjected to silica gel column 
40 chromatography, using a 2 : 1 by volume mixture of ethyl acetate and hexane, followed by a 9 : 1 by volume mixture 
of ethyl acetate and ethanol, as the eluent, to obtain 1 .27 g of the title compound as a pale yellow powder, melting at 
90 to 92«C. 

EXAMPLE 120 

45 

5-r5-ri.2-Dlthlolan-3-yhpentanoylamlnolpentanolc acid (Compound No. 1-2657) 



o 



so 




COOH 



The reaction was carried out as described in Example 49, but using 0.65 g of methyl 5-[5-(1 ,2-dithiolan-3-yl)pen- 
tanoylamino]pentanoate (prepared as described in Example 118), 13 ml of methanol and 5.09 ml of a 1 N aqueous 
solution of sodium hydroxide. The solvent was removed from the reaction mixture by evaporation under reduced pres- 
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sure, and water was added to the residue. The mixture was neutralized by the addition of 2 N aqueous hydrochloric 
acid, atter which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the ex- 
traction solution by evaporation under reduced pressure, and the residue was recrystallized from ethyl acetate, to 
5 obtain 0.33 g of the title compound as pale yellowish green crystals, melting at 98 to lOO^C. 

EXAMPLE 121 

5-l3-r4-(1,2-Plthiolan-3-vl)butvnureldo)pentanolc acid (Compound No. 1-2659) 

10 



H H 



IS 




COOH 



The reaction was carried out as described in Example 48, but using 0.30 g of methyl 5-{3-[4-(1 ,2-dithiolan-3-yl) 
20 butyl]ureldo}pentanoate (prepared as described in Example 119), 10 ml of methanol and 3.14 ml of a 1 N aqueous 
solution of sodium hydroxide. The solvent was removed from the reaction mixture by evaporation under reduced pres- 
sure, and water was added to the residue. The mixture was neutralized by the addition of 2 N aqueous hydrochloric 
acid, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the ex- 
25 traction solution by evaporation under reduced pressure, and the residue was recrystallized from ethyl acetate, to 
obtain 0.23 g of the title compound as pale yellow crystals, melting at 125 to 132'C. 

EXAMPLE 122 

30 5-(1,2-Dithlolan-3-vl)-N-(2-hvdroxvethvl)pentanannide (Compound No, 1-2661) 



35 




OH 



40 0.86 g of N,N'-carbonyldiimidazole was added to 20 ml of a solution of 1.00 g of D,L-a-lipoic acid in anhydrous 

dimethylformamide, and the mixture was stirred at room temperature for 1 hour and 20 minutes. 0.32 ml of 2-aminoeth- 
anol was then added to the reaction solution, and the resulting mixture was stirred at room temperature for 4 hours 
and 10 minutes. The solvent was then removed from the reaction mixture by evaporation under reduced pressure, and 
water was added to the residue, after which it was extracted with ethyl acetate. The extraction solution was washed 

^ with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 
was removed from the extraction solution by evaporation under reduced pressure, and the residue was subjected to 
silica get column chromatography, using a 19 : 1 by volume mixture of ethyl acetate and ethanol as the eluent. The 
solvent was removed from the eluate by evaporation under reduced pressure, and the residue was dissolved in dioxane 
and then lyophilised, to obtain 0.71 g of the title compound as a yellow amorphous substance having an Rf value of 

so 0.38 (silica gel thin layer chromatography, using a 1 9 : 1 by volume mixture of ethyl acetate and ethanol as developing 
solvent). 
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EXAMPLE 123 

5-n.2-Dithlolan-3-vl>-N-(2-hvdroxv-1-methvlethvhpentanamlde (Compound No. 1-2665) 



5 



10 




The reaction was carried out as described in Example 1 22, but using 1 .00 g of D,L-a-lipoic acid, 20 ml of anhydrous 
dimethylformamide, 0.86 g of N,N'-carbonyidiimida2ole and 0.42 ml of D^-alaninol. The solvent was removed from 

15 the reaction mixture by evaporation under reduced pressure, and water was added to the residue, after which It was 
extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution of sodium chloride 
and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction solution by evaporation 
under reduced pressure, and the residue was subjected to silica gel column chromatography, using ethyl acetate as 
the eluent. The solvent was removed from the eluate by evaporation under reduced pressure, and the residue was 

20 dissolved in dioxane and lyophilised, to obtain 0.39 g of the title compound as a yellow amorphous substance, melting 
at 52 to se^C. 

EXAMPLE 124 

25 N-r4-(1.2-Dithlolan-3-vnbutvn-N'-(2-hvdroxvethvl)urea (Compound No. 1-2663) 




35 The reaction was carried out as described in Example 46, but using 1 .00 g of D,L-a-lipoic acid, 20 ml of anhydrous 

toluene, 0.74 ml of triethylamine, 1.15 ml of diphenylphosphoryl azide and 0.29 ml of 2-hydroxy-1 -ethylamine. The 
solvent was removed from the reaction mixture by evaporation under reduced pressure, and water was added to the 
residue, after which it was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous 
solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the ex- 

40 traction solution by evaporation under reduced pressure, and the residue was subjected to silica gel column chroma- 
tography, using 39; 1 and 1 9 : 1 by volume mixtures of ethyl acetate and ethanol as the eluent. The solvent was removed 
from the eluate by evaporation under reduced pressure, and the residue was recrystalllzed from methanol to obtain 
352 mg of the title compound as yellow crystals, melting at 50 to 65°C. 

45 EXAMPLE 125 

N-r5-(1,2-Dithlolan-3-vl)pentanovn-N-methvlmethane8ulphonamide (Compound No. 1-2672) 




40 mg of copper chloride were added to 20 ml of a solution of 1.36 g of dicyclohexyicarbodiimide in anhydrous 
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methanol, and the mixture was left to stand at room temperature for one and one half hours. The solvent was then 
removed from the mixture by distillation under reduced pressure, 20 ml of anhydrous dimethylformamide and 1.00 g 
of N-[5-(1 ,2-dithiolan-3-yl)pentanoyl]methanesulphonamide (prepared as described in Example 2) were then added to 
the residue, and the mixture was stirred at 70**C on an oil bath for an hour The mixture was then left to stand at room 

5 temperature overnight, after which it was stirred at 70"C on an oil bath for 1 hour, and the solvent was removed from 
the reaction mixture by evaporation under reduced pressure. Water was added to the residue, and the mixture was 
extracted with ethyl acetate. Insoluble material in the extract was removed by filtration, and the filtrate was washed 
with a saturated aqueous solution of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate 
was removed from the solution by evaporation under reduced pressure, and the residue was subjected to silica gel 

10 column chromatography, using 2 : 3 and 1 : 1 by volume mixtures of ethyl acetate and hexane as the eluent. The 
solvent was removed from the eluate by evaporation under reduced pressure, and the residue was subjected to reverse 
phase preparative silica gel column chromatography, using 1 : 1 and 3 : 2 by volume mixtures of acetonitrile and water 
as eluent. The acetonitrile was then removed from the solution by evaporation under reduced pressure, after which 
the residue was extracted with ethyl acetate. The extraction solution was washed with a saturated aqueous solution 

IS of sodium chloride and dried over anhydrous sodium sulphate. The ethyl acetate was removed from the extraction 
solution by evaporation under reduced pressure, and the residue was dissolved in dioxane and then lyophilised, to 
obtain 660 mg of the title compound as a pale yellow amorphous substance having an Rf value of 0.27 (silica gel thin 
layer chromatography, using a 2 : 3 by volume mixture of ethyl acetate and hexane as developing solvent), 

20 EXAMPLE 126 

Allvl N-r4-(1 ,2-dlthiolan-3-vnbutvncarbamate 

H 

s— s o 

30 

The reaction was carried out as described in Example 31 , but using 1 .00 g of D.L-a-llpoic acid, 10 ml of anhydrous 
toluene, 0.73 ml of triethylamine, 1.14 ml of diphenylphosphoryl azide and 2 ml of allyl alcohol. The reaction mixture 
was washed with water, the water layer was washed with ethyl acetate, and the ethyl acetate washings were combined 
with the above-mentioned toluene solution. The extract was washed with a saturated aqueous solution of sodium 

35 chloride and dried over anhydrous sodium sulphate. The solvent was removed from the extract by evaporation under 
reduced pressure, and the residue was subjected to silica gel column chromatography, using 1 : 4 and 1 : 2 by volume 
mixtures of ethyl acetate and hexane as the eluent. The solvent was removed from the eluate by evaporation under 
reduced pressure, and the residue was dissolved in dioxane and then lyophilised, to obtain 944 mg of the title compound 
as an oily yellow substance having an Rf value of 0.49 (silica gel thin layer chromatography using a 1 : 2 by volume 

40 mixture of ethyl acetate and hexane as developing solvent). 

PREPARATION 1 

5-(1 ,2-Dith>olan-3-vnpentanol 

4S 



OH 



44 ml of a hexane solution containing 2.0 M of (trimethylsilyl)diazomethane was added dropwise, whilst ice-cooling, 
to a mixture of 15.00 g of D,L-a-lipoic acid in 15 ml of methanol and 150 ml of toluene, and then the mixture was stirred 
at room temperature for one hour 11 ml of a hexane solution containing 2,0 M of (trimethylsilyl)diazomethane were 
ss then added dropwise to the reaction mixture. The resulting mixture was stirred at room temperature for 2 hours. The 
reaction mixture was then allowed to stand at room temperature for 2 days. The solvent was then removed by distillation 
under reduced pressure from the reaction mixture, to give ethyl 5-(1 ,2-dithiolan-3-yl)pentanoate as a yellow oil. 

A solution of ethyl 5-(1 ,2-dithiolan-3-yl)pentanoate in 40 ml of anhydrous tetrahydrof uran was added dropwise, 
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whilst cooling with Ice and sodiunn chloride, to a suspension of 3.34 g of lithium aluminium hydride In 1 50 ml of anhydrous 
tetrahydrofuran. The resulting mixture was stirred at room temperature for 3 hours and 30 minutes. Sodium sulphate 
decahydrate was then added, whilst cooling with Ice and sodium chloride, to the reaction mixture, and then the mixture 
was stirred at room temperature for 3 hours. The reaction mixture was allowed to stand overnight at room temperature, 
and then insoluble matter was filtered off using a Cellte (trade mark) filter aid. The solvent was removed from the filtrate 
by distillation under reduced pressure. 50 ml of methanol, 25 ml of a 1 N aqueous solution of sodium hydroxide and 

10 ml of 2 N aqueous hydrochloric acid were then added to the residue. Air was then blown into the resulting mixture. 
Five drops of a 1% aqueous solution of ferric chloride were added dropwise to the reaction mixture, and then the 
mixture was stirred at room temperature for one hour. The reaction mixture was allowed to stand overnight at room 
temperature, and then the solvent was removed by distillation under reduced pressure. Water was added to the residue, 
after which it was extracted with ethyl acetate. The extract was washed with a saturated aqueous solution of sodium 
chloride and then dried over anhydrous sodium sulphate. Ethyl acetate was removed from the extract by distillation 
under reduced pressure, and the residue was subjected to silica gel column chromatography, using 1 : 2 and 1 : 1 by 
volume mixtures of ethyl acetate and hexane as eluent. The solvent was removed from the resulting eluate by distillation 
under reduced pressure, and 30 ml of toluene were added to the residue. 1 ml was taken from the resulting solution, 
and the solvent was removed by distillation under reduced pressure, to give 0.1 3 g of the title compound as a yellow 

011 having an Rf value of 0.39 (silica gel thin layer chromatography; using a 1 : 1 by volume mixture of ethyl acetate 
and hexane as the eluent). 



Claims 

1. Compounds of formula (I): 



in which: 

one of m and n represents 0, and the other represents 0, 1 or 2; 
k represents 0 or an integer of from 1 to 12; 
R1 represents: 

a hydrogen atom, 

one of substituents a, defined below, or 

an alkyi group having from 1 to 12 carbon atoms which is unsubstituted or is substituted by from 1 to 3 of 
substituents a and/or substituents y or such a substituted or unsubstituted alkyI group in which the carbon 
chain is interrupted by an oxygen atom and/or a sulphur atom; 

A represents a single bond, an oxygen atom, a carbonyl group or a group of formula -N(R2)CO-, -N(R2)CS-, 

-n(r2)so2-, -con(r2)n(r3)co-, -con(r2)co-. -con(r2)cs-, -con(r2)so2-, -0-C0-, -on(r2)co-, -on 

(R2)S02-, -0-CON(R2)N(R3)CO-. -0-C0N(R2)C0-, -0-C0N(R2)S02-, -C0-0-, -CO-CO-, -C0-C0N(R2)N(R3) 
CO-, -CO-CON(R2)CO-, -CO-CON(R2)S02-, -N(R2)0-, -N(R2)C0C0-, -N(R2)N(R3)C0-, -N(R2)N(R3)S02-. 
-N(R2)CON(R3)N(R4)CO-, -N(R2)CON(R3)CO-, -N(R2)CON(R3)S02- or -N(R2)C0N(R3)S02N(R4)C0- 

in which R^, r3 and R'* are the same or different and each represents a hydrogen atom, an alkyI group 
having from 1 to 12 carbon atoms, an aralkyi group, an aralkyi group of which the aryl moiety Is substituted 
with from 1 to 3 of substituents p, an acyl group or one of substituents a; 




1 



(0)m ^O^n 



(I) 
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B represents a single bond, or a group of tormula -N(R5)- or -N(R^)N(RS)- 

in which and R^ are the same or different and each represents a hydrogen atom, an alkyi group having 
from 1 to 12 carbon atoms, an aralkyl group, an aralkyi group of which the aryl moiety is substituted with from 
1 to 3 of substituents p, an acyl group or one of substituents a, or R^, together with R^ and the nitrogen atom 
to which they are bonded, may form a heterocyclic ring having from 5 to 7 ring atoms; 

or. where A represents a group of formula -N(R2)CO-. -N(R2)CS-. -C0N(R2)N(R3)C0-, -C0N(R2)C0-, -CON 

(r2)cs-, -0-C0-, -ON(R2)co-. -o-con(r2)N(r3)co-, -o-con(r2)co-, -co-con(r2)n(r3)co-, -co-con 

(R2)C0-, -N(R2)N(R3)C0-, -N(R2)C0N(R3)N(R4)C0- or -N(R2)C0N(R3)C0- [in which R2 r3 and R^ are as 
defined above] and B represents a single bond, R1 may represent a group of formula -OR^ (in which R^ rep- 
resents a lower alkyI group, a lower alkenyl group, an aralkyl group, an aralkyl group of which the aryl moiety 
is substituted with 1 to 3 of substituents p or one of substituents a); 

or, where A represents a group of formula -C0N(R2)S02-. -0N(R2)S02-, -0-C0N(R2)S02-. -CO-CO-, -CO- 
CON(R2)S02-, -N(R2)C0C0-, -N(R2)N(R3)S02- or -N(R2)C0N(R3)S02- [in which R2 and R3 are as defined 
above] and B represents a single bond, or, where A does not represent an oxygen atom, a group of formula 
-CO-O- or -N(R6)0- and B represents -N(R5)- [in which RS is as defined above], R"" may represent a hydroxy 
group or a group of formula -OR^ (in which R^ Is as defined above); 

Substituents a are selected from aryl groups, heterocyclic groups, aryl groups substituted with from 1 to 3 of 
substituents p, and heterocyclic groups substituted with from 1 to 3 of substituents P; 

Substituents p are selected from lower alkyI groups, halogenated lower alkyl groups, lower alkoxy groups, 
lower alkylthio groups, hydroxy groups, carboxy groups, carbamoyl groups of which the nitrogen atom may 
be substituted, lower alkoxycarbonyl groups, halogen atoms, nitro groups, amine residues, sulpho groups, 
sulphamoyi groups, cyano groups, hydroxy-substituted lower alkyl groups; 

Substituents 7 are selected from lower alkoxy groups, lower alkylthio groups, hydroxy groups, nitrooxy groups, 
carboxy groups, lower alkoxycarbonyl groups, halogen atoms, sulpho groups, sulphamoyi groups, amine res- 
idues, carbamoyl groups of which the nitrogen atom may be substituted; 

PROVIDED THAT: 

where A represents an oxygen atom, B represents a single bond or a group of formula -N(R5)- [in which 
RS is as defined above], 

where A represents a group of formula -CO-O- or -N(R2)0- [in which R2 is as defined above], B represents 
a single bond, and 

where k represents 4, the group of formula -A-B-R^ does not represent a carboxyl group 
and pharmaceutically acceptable salts thereof. 
A compound according to Claim 1 , represented by the formula (!'): 



// 

(O), 




(!•) 



'm 



(0)n 



(In which A. B, R\ k, m and n are as defined in Claim 1) and salts thereof. 



A compound according to Claim 1 or Claim 2, in which one of m and n is 0, and the other is 0 or 1 . 



A compound according to any one of Claims 1 to 3, in which k is 0 or an integer of from 1 to 8. 
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5. A compound according to any one of Claims 1 to 4, in which represents a heterocyclic group, an alkyi group 
having from 1 to 12 carbon atoms which is unsubstituted or is substituted by from 1 to 3 of substituents a and 
substituents 7 or such a substituted or unsubstituted alky! group in which the carbon chain is interrupted by an 
oxygen atom and/or a sulphur atom. 

5 

6. A compound according to any one of Claims 1 to 4, In which R"" represents a hydroxy group or an alkoxy group 
having from 1 to 5 carbon atoms. 

7. A compound according to any one of Claims 1 to 6, in which A represents a group of formula -CO-, -CON(R2)S02-, 
10 -N(R2)CO-, -N(R2)CS-,-CON{R2)CO-, -N(R2)COCO- or -N(R2)S02-, in which R2 represents a hydrogen atom, an 

alkyI group having from 1 to 12 carbon atoms or a benzyl group. 

8. A compound according to any one of Claims 1 to 7, in which B represents a single bond, or a group of formula -N 
(RS)- or -N(R5)N(R6)-, in which R^ and R® are the same or different and each represents a hydrogen atom, an alkyI 

IS group having from 1 to 1 2 carbon atoms or a benzyl group. 

9. A compound according to Claim 1 or Claim 2, in which: 

one of m and n Is 0, and the other is 0 or 1 ; 

20 

k is 0 or an integer of from 1 to 8; 

R"" represents a heterocyclic group, a hydroxy group, an alkoxy group having from 1 to 5 carbon atoms, an 
alkyI group having from 1 to 12 carbon atoms which Is unsubstituted or is substituted by from 1 to 3 of sub- 
25 stituents a and/or substituents y or such a substituted or unsubstituted alkyI group in which the carbon chain 

is interrupted by an oxygen atom and/or a sulphur atom; 

A represents a group of formula -CO-, -CON(R2)S02-. -N(R2)CO-, -N(R2)CS-,-C0N(R2)C0-, -N(R2)C0C0- 
or -N(R2)S02-, in which R2 represents a hydrogen atom, an alkyI group having from 1 to 1 2 carbon atoms or 
30 a benzyl group; and 

B represents a single bond, or a group of formula -N(RS)- or -N(RS)N(R^)-, in which R^ and R^ are the same 
or different and each represents a hydrogen atom, an alkyI group having from 1 to 1 2 carbon atoms or a benzyl 
group. 

3S 

10. A compound according to Claim 1 or Claim 2, in which both of m and n are 0. 

11. A compound according to any one of Claims 1, 2 and 10, in which k is an integer of from 2 to 6. 

40 12. A compound according to any one of Claims 1 , 2, 10 and 11 , in which R^ represents an alkyI group having from 1 
to 5 carbon atoms, an alkoxycarbonylalkyi group having from 3 to 8 carbon atoms, a carboxyalkyi group having 
from 2 to 7 carbon atoms, a hydroxyalkyi group having from 2 to 5 carbon atoms, a heterocyclic group, an alkoxy 
group having from 1 to 5 carbon atoms or a hydroxy group. 

4S 13, A compound according to any one of Claims 1, 2 and 10 to 12, in which A represents a group of formula -CO-, 
-CON(R2)S02-, -N(R2)CO-, -N(R2)CS-. -CON(R2)CO-. -N(R2)COCO- or -N(R2)S02-. in which R2 represents a 
hydrogen atom or an alkyI group having from 1 to 12 carbon atoms. 

14. A compound according to any one of Claims 1 , 2 and 10 to 1 3, in which B represents a single bond, or a group of 
so formula -N(R5)- or -N(RS)N(R6)-, in which RS and R® are the same or different and each represents a hydrogen 

atom or an alkyI group having from 1 to 12 carbon atoms. 

15. A compound according to Claim 1 or Claim 2, in which: 
55 both of m and n are 0; 

k is an integer of from 2 to 6; 
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Ri represents an alkyi group having trom 1 to 5 carbon atoms, an alkoxycarbonylalkyi group having fronn 3 to 
8 carbon atoms, a carboxyalkyi group having from 2 to 7 carbon atoms, a hydroxyalkyi group having from 2 
to 5 carbon atoms, a heterocyclic group, an alkoxy group having from 1 to 5 carbon atoms or a hydroxy group; 

A represents a group of formula -CO-, -CON(R2)S02-, -N(R2)CO-, -N(R2)CS-. -CON(R2)CO-, -N(R2)C0C0- 
or-N(R2)S02-, in which R2 represents a hydrogen atom or an alky! group having from 1 to 12 carbon atoms; and 

B represents a single bond, or a group of formula -N(R5)- or -N(R5)N(R®)-, in which R^ and R^ are the same 
or different and each represents a hydrogen atom or an alkyI group having from 1 to 1 2 carbon atoms. 

16. A compound according to Claim 1 or Claim 2, In which k Is 4 or 5. 

17. A compound according to any one of Claims 1 , 2 and 16, in which R"" represents an alky I group having from 1 to 
5 carbon atoms, an alkoxycarbonylalkyi group having from 3 to 8 carbon atoms, a carboxyalkyi group having from 
2 to 7 carbon atoms, a hydroxyalkyi group having from 2 to 5 carbon atoms, a heterocyclic group or an alkoxy 
group having from 1 to 5 carbon atoms. 

1 8. A compound according to any one of Claims 1,2,16 and 1 7. In which A represents a group of formula -CONHSO^-, 
-CONCH3SO2-, -NHCO-, -NHCS-, -CONHCO-, -NHCO-, -NHCOCO-, -NHSOg- or -CO-. 

19. A compound according to any one of Claims 1 , 2 and 16 to 18, in which B represents a single bond, or a group of 
formula -NH-, -NCH3- or -NHNCH3-. 

20. A compound according to Claim 1 or Claim 2, In which: 

both of m and n are 0; 

k is 4 or 5; 

R^ represents an aikyi group having from 1 to 5 carbon atoms, an alkoxycarbonylalkyi group having from 3 to 
8 carbon atoms, a carboxyalkyi group having from 2 to 7 carbon atoms, a hydroxyalkyi group having from 2 
to 5 carbon atoms, a heterocyclic group or an alkoxy group having from 1 to 5 carbon atoms; 

A represents a group of formula -CONHSO2-, -CONCH3SO2-. -NHCO-, -NHCS-, -CONHCO-, -NHCO-, -NH- 
COCO-, -NHSO2- or -CO-; and 

B represents a single bond, or a group of formula -NH-, -NCH3- or -NHNCH3-, 

21. N-[5-(1 ,2-Dlthlolan-3-yl)pentanoyl]methanesulphonamlde and pharmaceutically acceptable salts thereof. 

22. Methyl 3-[4-(1 ,2-dithiolan-3-yl)butyl]ureidoacetate and pharmaceutically acceptable salts thereof. 

23. 2(S)-{3-[4-(1,2-Dithiolan-3-yl)butyl]ureido}propionlc acid and pharmaceutically acceptable salts thereof. 

24. Methyl 2(S)-{3-[4-(1 ,2-dlthlolan-3-yl)butyl]ureido}proplonate and pharmaceutically acceptable salts thereof. 

25. Ethyl 3-[4-(1 ,2-dithlolan-3-yl)butyl]-1 -methylureidoacetate and pharmaceutically acceptable salts thereof. 

26. N-[5-(1,2-dithlolan-3-yl)pentyl]methanesulphonamide and pharmaceutically acceptable salts thereof. 

27. The use of a compound according to any one of Claims 1 to 26 for the manufacture of a medicament for enhancing 
the activity of glutathione reductase in a mammal. 

28. The use of a compound according to any one of Claims 1 to 26 for the manufacture of a medicament for the 
treatment or prevention of cataract In a mammal. 

29. A pharmaceutical composition comprising a compound according to any one of Claims 1 to 26 In admixture with 
a pharmaceutically acceptable carrier or diluent. 
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